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(57) Abstract: A compound represented 
by the following general formula (I), its 
salt, solvates thereof or prodrugs thereof: 
(I) (I) (wherein each symbol is as defined in 

the description.) The compounds repre- 
sented by the general formula (I) are use- 
ful in preventing and/or treating various 

inflammatory diseases (asthma, nephritis, nephropathy, hepatitis, arthritis, rheumatoid arthritis, rhinitis, conjunctivitis, ulcerative 
colitis, etc.), immunological diseases (autoimmune diseases, rejection in organ transplantation, immunosuppression, psoriasis, mul- 
tiple sclerosis, etc.), infection with human immunodeficiency virus (acquired immunodeficiency syndrome, etc.), allergic diseases 
(atopic dermatitis, urticaria, allergic bronchoplumonary aspergillosis, allergic eosinophilic gastroenteritis, etc.), ischemic reperfusion 
injury, acute respiratory distress syndrome, shock accompanying bacterial infection, diabetes, cancer metastasis and so on. 



WO 2004/080966 Al I Hill llllllll II llllll Hill lllll lllll llll I II III lllll Hill lllll Hill lllll llll lllllll llll llll llll 



(57) mm-. 

( I ) 




*r—mm (j*h¥— >\£mm#£, mmm, tu^^— ^m.'m^^x^.jv^;^ 



WO 2004/080966 PCT/JP2004/003333 



m m m 

5 &m&m 

^mm, ( 1 ) -hkss ( i ) 




:£8&JSfc#fc VX^m-T^ C CR 5 ^HtS^ICM^ iV/^fc^BS 
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* & MfiLm&jzst %mx , nmx (D^m^ tm^-t^^tt^^^o 
10 m±&ftTmm. r^T«, nktir ws&bm±, fm&*>mm*m 

(x-fX (AIDS) £m¥fc£friTU&o ) (±s 
C D 4 §§tt»£H I V©^fe#-j£ffc£-rs ^ HI Vfc*&#©#:F*3 

(DMnx^iz^m.mmtmrv, mm, rm, v y^mommmom^ 

m%mmi<, mmh-tz>zLh\±&<%\t>nx^%> 0 
25 g4x>fxws««©m M^tuti^ (i) aae 
wiWEsai^p^r-- vmrnmowtttz. % h i voJtmjw®^ ( 2 ) 
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Hivfc ^fe«giR<z)4»ffi*^«^;w^— TMrnte^zmmrtZo ^om, 

5 £>tlT^& (Cell, 52, 631 (1985)) o CD 4fr : ?l&4 3 3i©7^.^taS^ 

10 §|^^^^^^CD4^m^0H^©#ffi©oTf&ffi^\ ^Ig££ti3 

RANTE S N MlP-la, M I P - 1 /3 (D s gmWr£%>%> C C R 5 (± N 
Y^n7 7-«tt (R 5) H I V^«-T^|^»JM^ti§^^^B 
(Science, 231, 1955 (1996)) o 
15 tot, HI Vi:CCR5£*^5££©-e^&&<2\ $>§WiHIV 
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-*5S (a) 
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(5$*, R la »7j<mM^s Cl~12 7^MStoU R 2a :fcJ;T5R 3a & 

5 &tzi3Mmm^*mt>h, A a » 



7U- ;k m^titzTV— ;k 7U-ji/-c (=o) - s 7>j-;v-ch 

(OH) -fc^ibU R 5a i±7K^M^ Cl~12 7;i/^K C 1 ~ 4 771/ 
10 n^rS/, 7\o^>, CORSSt U R 6a &7j<JfsJlH\ C 1 — 1 2 7;i/^;K 

mmMtvxmmr^^mom^tm^ (W002/79186 ) 0 
-HRsa: (b) 
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& *x S * C C R 1 §:m&<DMWftT >#rf-;* hH%> 
2>Zt£P®%7&£tlT^Z> (WO02/102787##0 o 

^INWfcPIB** £ tit V > & (^H^fFfg 6,391,865 -*fHJ3i£ffl»#M) o 

5 hUTifxb°n [5. 5] >j7 >mmmh^m, ^^©m 

%iUi)K trtt-i >/trttJ >^§f* (CCR) ©f^£M$|J«-^ 
10 »^ fife llffii^ t«'J^^ #^ MM^s Jfcjfa 

*fflT'&&£^>b s #K^tbW& (WO01/40227 ^#^0 ) o 
15 (c) 



mc;fc£tFn cte:|^— ^fc&JI&^T, ^tvetlCK £fc&l~2 

#3§£\ E c i±B$l;*:fxT^T& £l>C 7-1 0^>^O7M;K C7—10 
C X C R 3 mBM^ &&Z£ £Sf3*fi£ tlT £ ( WO03/070242 
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c c r 5 »§wt§ft-&ti{t c c r 5 ^mzm-^T&mmcD^ 

10 l . -agss ( I ) 



ltv^t^j:^ 3~i5 m^mmmmm?tm.ib u r 2 &( i )7kfstjin\ ( 2 ) 

«&S£#bT^T%cfcV^b7j<5ft*s (3) ^77& (4)^£tlT 

^T&£w.kg^ (5) B?«^bTi>t* £i^:p^ (6) ^df- 

V*. (7) f^a^LTV^%J;^3~l 5Itim (8) 
20 =N-0R 6 (R 6 J±, TKiUM^fcfcfcC l~4 7;^^fcf 0 ) %mt> 
To ) 

2 . R^^^^nT^T^^V^'SaTfe^tufaifBftCDYtl^s 

3'. M^Mft^Jl^^, £fcf£X;V*>r5. F^fe^.Buf32f3«iCD^ 
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4. X&&TFY1fi*MttfkiLLX* tifctt (1) -CR 7 R 8 - 

(2) -NR 9 - (3) -CO-, (4) -0- N (5) -S-, (6) - 
SO-, (7) -S0 2 - (8) -C ( = N-OR 10 ) - (aS;*, R 7 &£ 

5 VR s te*tl*ti®tfLLT, Xmm^ C1-4 7M;K —OR 11 , 

7x^l/^t)U R 9 (l 7j(» Cl~4 7M;K'lfc(i7irM 

5. X#*g£-3s -0-, Sfctt-CH 2 -f*-5«iB4ffl«©fli^l!l N 

io 6 . y^c i~3 i/ >t*& 3 Hula 1 fB*£©4bi^ 

7. mi>&s <* dgjits** LTMT%ct^5~io m^mmmmm^ 

15 9. J»A:feJ;Tfl»B**> ^I-SfcliS^ot, &6fcBiSl&*#UTlvT 

* j:^ 5 ~ 6 m^mmm-z&zmm i laso-fb^, 

10. R 2 & 

R 51 Ft 52 

(sw, ^m±MB }KD^\tm^m^ u r s \ R 52 *5j:t>*R 53 tt^n^ 

20 ftlfefc bT, ( 1 ) 7j<fjlJie\ ( 2 ) UWlM&m bt V VT % «fc ^|SHb7Kf«, 

(3) g&S£WbT^TfcJ;V>3~l 5«tim (4) gJJ»£*b 
t^^T^J;V^Cl~4 7;^3^>S^ (5) gf«£#bT^T% £^:7;n 
y^^^fe^i(6)g^^S§^bTV^T^)J;V^-<>^;l/^-^^*^t)-ro) 
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1 1 . (la) 




12. (1) N- [4- (4- { [4- { [ (2, 4-^7MD7 

(2) N- [4- (4- { [4- { [ (6-^^-;V-3-lfU^n;i/) 
10 T5. y ] ;v} 7V) - 1 -tr^U^-;i/] y^y^^) 

(3) N- [4- (4- { [4- { [ (2, 4-^7;i/^)-D7rc-;v) 

y ] r^y) t'^>;^>- l -3, 5- 

l H-tf^y— )V- i — r;i/) p<^>7,;iy^>r ^ h\ 

15 (4) N— [4- (4- { [4- { [ 

(5) 3 - [ ( {y^;i/ [l- (4- {4- [ (y^-;i/x;i/^-;i/) T^y] 7 

20 ^>X7^ k 

(6) N- {4- [4- ( {4- [ { [ (4-7jl/tn7x-jV) 7^ y] 

r^y] b°^u^>-i — fM y^y^^>] 

(7) 5- [ ( {fm [l - (4- {4- [ (y^;vx;v^-;v) y 
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(8) 5 - [ ( [l- (4- {4- [ (p<^;i/^;v^-;v) T^y] 7 

5 -2, 4-^7MD^>X75h\ 

(9) N- [4- (4- { [4- C7^;V { [ (3-W-4-7Mn7x 

(10) N — [4- (4 - { [4 - { [ (3-tFD^>7D^> 

10 T^y] 7^ y ) tf^u 1 --r;i/] 71; 

=3^» 7 ^ ^ * >^;i/^>7^ H*«tVN - {4-[4-({4-[{[(4 
-7;vtD7x-;v) T^y] ( 1 , 3 -f7V-;i/-4--f 

^7>xM>7^ f^^^^s^^ tufa 1 sBm©Yb-^%. 
15 13. tufa 1 ia«©— lass d) ^om^^com 
mmm, *feii-?©7n ut&s c c r 5 mmm, 

14. c c r 5 s^'j-e & situ ia 1 3 ia«© c c r 5 mmm, 

15. c c R 5 ^M#1-^^B©^^ £T>V£fc&^I^JT&3ii&fa 1 

Static CR5f»giJ, 

20 i6. c c r 5 tm-¥ir^mmtfi\i b^^f±^ -i jixmmm-e&zmm 

1 5fa«g©CCR5$lJ«iJ, 

17. n h -f }]/xmmm&^>mftm^F±mmm-e& % mm 1 

6fa«©CCR5M^J^ 

is. c c r 5 & ^ii^^/i-e & & mm 1 5 mm® c c r 5 

25 

1 9 . &mmmi!fimmm$imm&jfo'?$> %mm 1 8 mm® c c r 5 mj&u 
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20. ccr5 #H#-r 3 $m&$z&&#m'v •& mm i 5 mm<D c c r 
2 i . i&m&m&ifimMre & & nuta 2 0 1 3*4© c c r 5 ftyffl#j N 

24. buib 1 mmcD—m^ (i) T^^n^>^%s ^©^^fe(±^cD?§ 

CCR2^m CCR3SJfL^ CCR4©Jri^ CCR5SinIjg. CX 
C R 4 SirCm. 7 ^-^ 3 >P1W^ H I V - 1 CD^mtnJgCfcfcf-r Sintf*k 

*«tvH i v- icDr7^^>^e>^^ti§ im&tci±2m&>±<Dmt%m 

15 2 5. -jKsS; ( I ) 



If Y^^tl^mtebT, M^^fc{±^fiI©M^gSc 1-3 

bT^T&£^3~l 5 Jt<3SBM»IGB&&b U R 2 &( 1 ) zkf&Jim (2) 
g^X£*bT^T&J;V^b7j<i^ (3) (4) ^M^^T 

^T4>J:^*ia^ (5) gt»£#bT^-t& J^T^yS, (6) ^ 
(7) *iftaE*^rbTMT 4)^^3-1 5StilS, £fcfci: (8) 
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=n-or 6 (r 6 &, xmmtttt&c i~4T;i/^;i/^t>-To ) %mt> 

iz&vz c cr 5 &m^T&mm(Dmm&fzi& j £ffijjm, 
5 2 6. c cr 5 &m j 3-irzmm<D : $ffi& &TF/&it&mmffl%9mir2>it 
®<d, ( i ) 




^Y(±^tl^mtebT, M^^fett^tSOM^ 1-3 ©x^-t-§ 

LTMT£J;^3~ 1 5 M^lR^lSSS^t> U R 2 i±( (2) 
WftSS#UTV^T*«J;V^fl3*3ia!k (3) isTJM, (4) ®m$tiX 
^X%£\A7km&s (5) tiS^Lt^T*j;U7^Sv (6) ^ 

15 va, (7) mm&^hx^x^> £^3~i 5mmmm^ (8) 

= n-or 6 (R 6 ^, 7kmm^£t£i±c i~4 7;^;i/^to ) £*fc> 

"To ) ^^^tl^BUfBll3«i©^^ ^cDm^fe^^cD^fntls 

20 m^tiX^Xb £^ r^Sj ^^-To r^sj £LTfc^ $J>tk£\ 7j< 

(-CO OH) , Xjl* (-S0 3 H) N XJV 
74 J (-S0 2 H) , *;i/*>:P^ K (— S 0 2 NH 2 $fe(i-NR 101 S O 

3 h (r ioi {±tk^m^ ^rcitm.m&^mvx^x^^mt7KmM^mt) 

fo ) ) , (-PO (OH) 2 ) . 7iy-jb (-C 6 H 4 OH) £fc 
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/ntVK -fV7°nif;K r/^K -fv^K s-^;k t-^;K 
^>^;k ^^s>;k ^y^-jv, ^-^^;k ;k ^s>-;k 

u;k 2-^f;P7'J;K 2-^— ;k 3-^— ;k 3-^^— ;v 
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m(D$tmWt2~l 0(DT?V>r-;v^ $IxJ£^-;k 2-7ntf-;K 

T;i/^r-;i/Ss ^iJx.^^^— ;w 1 7 ^;vf 6 ~ l 4 © 7 'J -;v 

di^;k 1 1 -^^n^s^^;i/p<^;K £fckfc^n:7 0 nhvi/ 

(M3~8 0$/^n7M;i/) - ($tf^i& l ~4©t;i^ 

10 £#3 rg^j ^ btli, M(i(l)-hn, ( 2 ) tKS^ ( 3 ) * 
^rV> (4) ft^r^A (5) ->T^, (6) #;W^>f;W (7) N- 

3^>;i/r 5. y y x-;i/7 ^ y jvmoj^mWc 1~8© 

15 l^Jcj^^t&^nfcT^ y #;i/^-;k (8) #;i/^^> N (9) $| 

^r->-*;i/^-;w do) ( i i ) mm, 
=ivmm<D^ntf>, (12) mz.it* h^->, ^h^>, rn^^x 

tfe J;V^^l~4©fg^T;i/n^^ (13) 7x7^>X (14) 

n^:7^y ^^©;\n>7V 7:cy ( 1 5 ) m^*^-)v^^r, ^ 
n-7o t?;i/^3% -rv7°Dtf;i/^^ n-^;]/^;^ t - 
;5 1-4 <D\mC7)\s*)\/?-Jr, (16)7 - 

(17) #d;lfi^;i/;*;i/7^;K ^ ^;i/^cDi£ifti& l ~ 
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4©fg^7 > ;i/^r;v^;i/7^ -;k (1 8) ^J^{S^^;vx;i/^n;K ^9- 
JVXfr-fc—jvmcDfitmm. l ~ 4 ©fSMT;v^;vx;i/*-;K (19) t ^ 

6©«T->;VT^ y N (2 1) x^V7^y, n 

S^D^^VT^ y N 1 -7j;W^-f;i/- 2 - 

10 3r x A ffi7t©gj« ($I^f£#Hb7kJ|t»iO T"g$l£;h/T^T& £<^7^ 

A 7^;w^-r;w ad^>, 7j<^S^gm£ti/<:^T& ) > (2 
2) #9A«5j^;i/5;W 1-4 (Di&m-r^jv, (23) 

-^>W;K (24) (a)miimM7y»AD^X (b) 

15 ^nbVK ^V7nt;K S/^D'xdf^K 

9=-;K ->^D-\dp^;i/^^;i/^©^b7K** (£<£> r ^fb7kfRKj &iul3 
© r^bTK^Sj ^IHD«cf*§^fc1- 0 ) s (c) m^o-^ m-£fz 
ttp-^nD7i7 o-s m-|fe(ip-7"D ; E7 ^>>^(7)/\ 

n^V7^y^^>, &£XF (d) ^-^v^^&^^ti^ l~4fflogf« 

U;K 3-. 4 -££{±5 - tf^^U;K 4 h ^ t Fn 2 
4-*fctt5 -^T^U;K 3- s 4-£fc&5 --r v^t^u;k 
2-, 4 -£fcfcfc5 -^-dp-y-y U;K 3-, 4-Sfeli5-^VtW 
U;K 2-, 4-3;fcf±5 — f^V'j;K 1, 2, 2, 
25 4 _ h ,; T ^, ;;K lH^fe|i2H-rb7^'J;K 2-, 3-£fcte4 
-tfD^K 2-, 4-£fe{±5-fc°U ^^;K 3 -*fct±4 - tf U 
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15 



20 



25 



5^;k h U ^nn^^;v^cD^^t l ~ l o ©^nr;]/^;]/*, (2 6) 

-i^jmoT^^-jv^-^r^^^JM, (2 8) ^!Jx.{±^^;vx;i/^n;vT 

(2 9) ^J^^^^-;vx;v^-;vt^ y\ 
P - h;i/x>x;i/^-;i/7^ ;^©7'J- ;i/x;i/*x;i/7^SfW 

ZtlZo ^ gf«&WbTV^-t% J:V^^tl7J<^*J fcj\ tufa (1) frb (2 
9) 1~ 1 OfflCDSJ : «£#bT^T& £^f3;£\ r^fciTk 

r «S*J r^fj 1 ~6 ©T;i/3^f->j ^bti^ ^ 

:n b=!r5>\ 7D^i/, ^h^P^X ^.>^;i/^X ^^>;i/^:>^;p 

fcf e>nso 



15 



WO 2004/080966 



PCT/JP2004/003333 



R 1 iU^l/<lt -SO 2 NR 102 R 103 £fc&-NR 101 SO 2 R 104 , 
-COOR 105 , -CONR 106 R 107 (5£f£, R 1 0 2 ~R 1 0 7 \±fommttfc 

-To ) ^tf&ilS, $6fc»*b<^ -SO 2 NR 102 R 103 Sfe(i- 
NR 101 S0 2 R 104 tS>§o 
X^J:t>*Y^^^ti§ r^fi© jg-m 1 ~ 3 © x ^—-9-— j 

io iIOl?^l/jN^Sj;5t^^ i fe©i:tSo r^ii©j^^l~3© 
tN-j ^bTfcfc, m«N -CR 7 R 8 - -NR 9 - -CO-. -O 
-S-, -SO- -S0 2 - -C ( = N-OR 10 ) - (5£tk R 7 *5 
J;t5R 8 {±^^MtebT. 7kmm^, C1-4W;K -OR 11 , £fc 
&:7:c-;i/£g|fc>u R 9 &, 7jcfRIiH\ Cl~4m;K 
15 SSfcU R 10 *«ttfR 11 l± j en^ti46fcib^ 7jc^M-?*fei±C 1-47 
;i/^;i/^^l3-r 0 ) ^ 6 lif^is i~3 fflfr 2 5? ti£ o 
-cit\ rc i~4T;i/^;Pj £bTf±, ^^;k rubVK ^ 

;^W^tlSo H^JCf*, -CR 7 R 8 - -NR 9 -, -CO 

-, -0-, -S-, -C ( = N-OR 10 ) -, -NR 9 CO- -CONR 
20 9 -, -NR 9 COCR 7 R 8 - -CONR 9 CR 7 R 8 - (a^, R 7 ~R 10 

ifei~3©x^— y— j ^^T^b^;*^— y— ii-cR 7 R 8 - -n 

R 9 -, -CO-, -0-, -S-, -SO-. -S0 2 - -C ( = N-0 
R 10 ) - R 7 *5J;VR 8 ^ti^»iz:bT. 7jcf^M^, Cl-47 

25 ;v^;k -or 11 , Sfeii7i-;i/^fcu r 9 &, zfcUiJK^ ci~4t 
;v^t;k tfeli7x^;i/^tu R 1 0 & J; t>* R 1 1 & ft ^ea-Ulfcfc bT , 7k 
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&tai±mmmj k^w-s r3~i smuh&bsj tun*, i^^3~i 5 

©3§TOHb7jcSij ^,^§0 3-15 ©SHfcifcftaklR J fcfc 

7d^x sx^d^>, sy^n^>^> N ^^da^x s>^7 d^\^°^ 
> N S>^n^-^^> N ^Dr*X Sy^D«j7>^yb>. S> 

15 #>^©^pt;v#>^ 71— t Fda>^i/x ;^-tFD7X 

XfcTD [4. 4] XfD [4. 5] 5^77 XtfD [5. 5] ^ > 

tr^n [2. 2. l] -\^> s tf^^n [3. l . l] ^79 

>x tf$/^D [2. 2. 2] T?~?>#>^ ;;i/7^Y>^>^ 

^>^7D^^r-y-^3i> N i/pW^ypiS^Z/^ ^7Dt7^^X>^0^7D 
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[2. 2. 1] ^7°#-2-^>, tfS^n [3. 1. 1] ^7#-2 
-^> s tT^^n [2. 2. 2] ^^-2-^>^b^t;f£>tl£o 

5 mmmmj ^ r 3 ~ 1 5 Miafn^^j a^i? & ^ o 

r 3~l 5M^f&fD»i3gj £bT&. fllfctitrn— ;w -f^^V— ;k 
15 ijx ^'J^x r>;>, yp^s?^ t7?-'j^x 

^•T^T-if tT>, ^>V>Hfh°> N ^>^;^7-gKX ^>^/7^ifX ^ 

20 >^f-7^7^ — 7K h u 7 x ;-;k *;w^v^— ;k /?-#;v^>; > s 

T^U^>, 7itJ^X ^W7 7>s ^Pit>^>s ^>W7x 

> N ^^y^T^>, y^y^-y-^x 7i;^w^ 
7^±>hy^>. 7xt>hntjx ^.y^^>s t°n>;>, ^> 
x h'j7^'jx rrh^\/y> N h'7^;ux s?bKoK';yx 

25 th'DbiJ^X ^tFntf^^X rh7tFDb7^> N ^tKDtry 
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7xX V\l h'D-T >^V— ;K S^fc Fn^7 U h^t FD^y u x 
S^t KD^V^7 U r h7hh'D^V^7iJX i^kKD7^7^X 
15 xf7tFD7^7^x ytFnWJ^x rf7tFnt7f'J^ 
^tKD^r7^iJX rh7tFD^7^fiJX ^th'nWJ 
>s rh7t Fo^^iJX ^tFn^>7'JX rh7tKn^>7'J 

25 ^hh"D^W^7i>, rh7tFn^>^77X rr h ^ t 
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-< x v^J v h u t s j u ^ >s ^ h ^ N / u >s t: ^ ^ >; ^ y 

71— t Kntf V ;i-tFut;iJ^X 71— t 

^ h ^ t Fn > N 71— t Fn^-trlfX tM^> s ^ 

10 » > rh7tFn-fV^;-;i/ (-fV^;iJ^» s f h7tFD7 

FDtWX rh7tFD^-W7yx 71— fc Fn;t^-tf"tffc°>> 
71— t Fn^-^it^T-tf t°>\ rb7tFnf7^7^ (^7^7V*'J 
. rh7hFn?"7^X rh7t FD^7^7^X ^-tHD^ 

15 THfb°>, ;^-tKDW7€Kx ^e;i/*U>s ^^;v^v 

V-^T^s ;t-tFn^>y7 7X 71 — t KD-f 7^/7 7X 71— t 
Fd^>W7iX 71— t KD-f v^> n /t^^-7^> n 71— tFn-f> 
^V— ;K 71— t h'n^F-y »j 71— t Fn-f U >s 71— tFD77 

^^>, 7i— t. Hnt7^»J^x 71— t Fn^y^-y-u 71— tFn+ 
20 ±^y >s 71— t Fni/>7 >; > N 71— t Ka^y^t^ty- ;k 71— t 
Hd^>^7^-;k 71— t h*n^>^ ;k 71— t f n 7^;i/7i 

;K ^-bFP7^U^X ^-bKn^>^77X 71— tFn^ 
^>^/ft7x> x ^V7X P^-T>, 



HN I ) > sHN I > , HN I ( > ,HN > „ HN Y NH SH^^tf 





25 e>'n*o 
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^>f©c5~i o^^D7;i/*>f©c5~i ommmwmihym, 

5 ^U^.KS/^D^.>^> S ^^n^s^-feX ^^D^\7°^> N S^D^^X 

5y^n^>#^:n> s ^^n^^-y-^oi^ ^n^^^x ^^n^- 

z$y^>m(DC 5~ i o^^dtmx ^j^{S^>-tf>s ^7^i/>^ 
>^>^© c 5 ~ i o ^ip^mb7j<^^^^$> n%o 5 ~ i o mm 

io ;k ^ ^ v — ;k f y ^ ^ y * ^ > N t? y r-tf b° 

5^:P-b:tf>, t°^>. ^-tzt'^ ^h°^>, 5="^ 

4 >^v— ;k y x -r v3m y ^ y 
7??i/>, y^- y v ±7^y^>, ^-^v*y>^ 

20 D^>, ^W7 7fX ^>V>7i^7V-;K ^Wh»J7^-M t? 

d y ^ #v y h y t^j v>, =t y =? v y > N t:^ y y f 
Kntry 3:^> N ^ h^t Fat? y Hnt'j^x 

25 h*D^7M?t?>. ^ t FD^T-tf h°>, J^tKD77X ^tFDt7 
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^hFD^tt:7X ^k Fng^k >\ 5 s - k Hn?-xK> N ^tFn 

^fvf7^- ;k ^k Hn^^tfx ^tFD^^7v"-;K ^bh*n 

5 D*-^-y-t?k>, $>t KDt^^7-e k> s ^ h5t Fn^-^^r-if k 

^kFnm^X ^ h^k k>, ^k Hn?7^7€ k>\ 

^ h^k Ynj-TitTM k> N ^>F'JX -fV^>F'JX ^tFD^> 

10 P>fV^Wf^7xX ^bFD^>^V*-;K ^tFD^'JX ^ h 
7tFD^7'JX ^tFD-fV^7'JX rF7tFD^V^7UX 
k Fn7^7i^X rF7hFD7^7^X i^t Fnt7f-'J^>, ^ h 
^k b*D±7^U^X ^k FDJr7^U > N ^ h^k FD^7^tU X 
^hFn^^'JX fF^hFD^i'JX ^tFni/>;'JX 

15 7tFn^»;'JX ^>^^-^rit^T>, ^fcFn^>^;tWX 
k FD^>^f7^X H'^^yt^iJ > N ^k fda>^^/- ;k 
5^k FD^>^7V-;k ^k Fn^W-f $^v— ;k >r 

^>v^^^it>. 7dy>, ^>^^^^-^>s ^yv^^-T>mo 

m*.^ knu^>> fu7^ 

20 ^h^ N /U^>. K^yy^A k^'J^>, k^^^>, fc 

Fnt'J^x yt-tFob'J^X ;t-tFD7-k*tx ;i-bh*n 
S^THfkX rh7kFn77>, rF7tFDb7X ^'-tFDm 
k>^ rF7tFD5 L ^7iX rF7hFD^ttf7^ /I— tFDfx 
k>\ rh7th*nt^;-;V (^-^-y-V'U^V) s rh7th*D>fVt 

25 ^r-y-y— ;i/ (-fVtWJ^» N rF7bFnf7^-;i/ (f-7^>Ji? 
>) N rF7tFn-fvW-;p (^vf-7 s ;u^» s t h7t FH7 
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5 T^fti o >, 71— t Fn^T^T-tf h°>, ^e;i^u>, ^^e;v* ^ 

71— t Fnrf-^y^^ 71 — t: FD^f-7 ^i^U >\ ;i-tFn^r 
sMptf-X s?ttr?>^ 



15 mA^tzi±mBt\,x, <* % l < i± r 5 ~ i o m^fmmmmm^ & 

i*«3R3«j *»^W&ttSo r 5 ~ 1 0 M^fPlH^*fc{±»^j 
T5~l 0M^ISfn^^b7K^j T5~l OMTO&ffltt*aLl £S 

-f 3: **V— ;k h U — 7K ^ h ^ v — ;k t: ^ V— ;k tf i) ^ 

20 fc.°U3^>\ biJ^X h'JT^X ^-^r-y- 

SfcttS&SSj {343{t^> rgf^Sj ^bT(±s ^J^.«\ (1) g^S^Wb 
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(2) mZ.lt* h^y, ^b*y, y"xn^^-y s iso-7°D^>> N n-r 
h^-^, sec- ^ $a tert-^h^r^ s h'j7MD^ 

s *ym, (3) mz.it* v^-y^^mo (^mmi-^oTJv^^y) 

- (ilIl~407W) (4) 7^y3f-^>^ (5) ffljU£7fr 

^^^^^^^-^s^cDj^^l — scDT^^y-r;^ (6) 
4 Jim, (7) T-fe^-;i/^-^-> N rnt:^;^ 

10 ^s>s n-^u;i/^-^^ N iso-^^'j^^-^r^s y^u^yjvtuv^ 

;i/^-dr^*, (8) #;i/^s^ (9) h*y*)istf-;i, ^ 

b^-ytUl-tf— ;K n-^n^dp^^;!/^-;^ iso- tK^^^;!/^ - 

15 ;V7jf-;i/S^©^i!f2~7cr)7';i/=i^->^;i/^-;i/^ (10) AM 
t-fJVMs (1 1) m Z. fc£ N - * # ;k N-^^.;i/^;v.n^ 
-f;K N-7*d t?;i/*;wt^E>f ;k N--f vrn N- 
^;i/A;v/t^-f;i/^cDN-^By - c 1 - 4 r;v^;vA;v/^-f 
( 1 2) fll;tfc£N, N-^^f;i/*;w^-<;K N 3 N-s>xf-;i/*;wt 

;vm<DN } N-s^-c 1 -4 7^A^A* ; &^;H N (13) 

a;i/^*-;k u y a;i/^-;v^©^t 5. ; - ;k (14) 

25 m**?*^ mm, mm, s^mmo^u^ym^, a 5) mis* 
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m(D^y- } P-^tzlt h V - C l-4 7JV«s (16) 

t^VS, (17) 75*;;^ (18) (19) 7^S, 

(2 0) mz-lt^T-^TK J, ^uYi)VT^J ^ -fvrn 

fcVl/T^s 7^7^ y^CD^Ey -C 1~4 7;«7^1, (2 1) 

tr;vr^y. s?^f;v7^ ;m®*J-c i~4 7W7U^ (22) 

^!J^.«T^U^-;K 7^^-;K H°DU^-;k tfDUn;K tTD U 

;k -r ^ W v ;k if =7 y y ;k >r s; W y s^-;k tr^. y s> >\ 
yy s Fnif'j^K try^;K N-^^;vtr^^^n;v, 

6I©»^Ss (2 3)iilf*JVA7U\ 7-fe^O\ h'J7 
MP7-t?^ 5. b\ 7Dtt-;i/7^ h\ 7^>JA7^ h\ >fV^U^ 
75 h\ i/^ n - ;v7 5 ; f ©MI? 1 ~ 8 ©7;v* y 
15 ^;t/7Um (2 4) ^>X75 FS, (2 5) A;VW;i/7^ 
(2 6) ^JiKN-/^M;w^'f;i/7^ N N-:*^;i/:fc;w^e 

t-f^Us N-7^1/*;W^^;i/7^f©N-C 1~4 7W 

*;vw;v7^Sf, (27) miiN, N-e^^;i/#;w\^E-f ;v 
20 7^A N, N-^xf;p*;w^^;v7 5 ;^ N, n-^7d 

n^^^Us N, N-^7^;i/W;i/7^f©N 3 N-s>- 
ci-4 7;i/^A;wm;i/7V& ( 2 8) m%.\£*?-v>Vtt 

Sy N ^^l/>^^^^S^©MiStl~3®T;i/^lx>^^-^^^ (2 
9)-B(OH) 2 , (3 0) tFD^>& (3 1)x^>Ss (3 2) 
25 -hnS^ (3 3) (3 4)^;i/A7fi, (3 5)x;^S, 

(3 6)^;v7^s, (3 7)^^;^ (3 8)x;i/7 7^;i/Ss 
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(3 9) MiSN-^fjWi^r^^K N-x.?- 7, J ;k 
N-T'PfcVl'^l/^T^-f ;K N-^V7 , Dt;i/x;V7 7 ; e^;i/, N-y 

(4 0) ^UKN, N-^f;i/7;i/77^jK N, N-^m^;vx;i/ 

(4 2) 7xr:;P5 : -^ (4 3) ^iJx.l^f;i/X;i/7>f-;K x 

l ~ 6 (DTJV^-Ji^jvy ^ (4 4)7^— jvx^y 4 

(4 5) ;k ;k 7d tf;v^;v^n 

;k ^;v^;i/^-;«^cd^^ l ~ 6 ©:p;^;i/x;i/*^;i/X. (4 
6) 7 3i-;L/x;i/*^;i/S, £fcf± (4 7) 7^ KS^^if e>ti£ 0 SI 
15 A£;J;OT|Bfci;, _tf3g|«£, 3S>l«©g$IWtg&{4m£ 1 ~ 1 0«r 

§Dt^^ll§ rffi^£;£bT^T&£^3~ 1 5I^igti3§j £ 

^s^a/wt & ^MmMzmiDTo r 3 ~ 1 5 m^mmmmmj t. lx 

25 l± s r 3 ~ l 5 M^^^iafnm^^j s r 3 ~ 1 5 M^^ISfP^^j 
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r 3 ~ 1 5 m^mm^mummj tttii mz.it}? n— ;k -y ^ #v 

— ;k f >; 7 n ;-;k ^ f ;k ;k -f > f— ;k -r v-r > f 

5 y^7-^>, ^y^-y^x ^'j^^x tn'jx -r^^v.ux f »; 

10 Fn^r-tzb°>, s?b HD^-dr-y-^— ;k ^hFD^vWv"-;K ^t. 
Fnf7V-;K ^tKD-fVf-7^-;K ^tFD77lf>, ^tFDt 

^-dr-y-tf 9- F^ t Fn^^tHf tf>^ ^tFnt^it^ T-fc? tf ^ 
F^t tf>, FD^-7^7 V — ;K FDf7^X 

15 ^tFDf7^X Fn^T-tflfX Fn^T^T-lf h°>. ^ 

F ^ t FP^T^T-tf t? > f >; >\ -r v-r > f u fd^ >v 

h^b FD^V^y 'JX FD7^7^X f F7t Fn7^7^X 
V\l Fnt7f'J^x F^ti Fnt7^'J^X i^t Fn^py 3^->J > N 

20 ^ F^t Fn^y^r-y-U > N S?fc. FD^t^'J X ^ F5? t Fn^T^/iJ > N 
^fc. Yui/yj y > N t 1 F^ t Fn^»7 y x S^t Fn^ W^-t>->*> N 
^tFn^wwx tf^y^i^y > N ^bFn^>^W- 
;K ^kFo^>^7 x ;-;K Fd^>^^^V-;k ^tFn^ 
V^-hf^x =r F^ t FD^>V*T-tftr>, S>fc Fn^>v"^T-tf h°>\ 

25 F ^ t. Fn^>'/^ tM \f >\ s;t Fn^>y^-Jpit-if r F7t F 
n^W^-tH?^>\ fp#;w"W— ;x ^ F^t Fn*;w^;- ;k 
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tfDU^x ^^vj^^ h'jr^'j^x rh^yjyx if^^u 

s>>\ t^y^X ;i-tKnt'j v^x 71— t Fntry ^ 

y— ;V (^fV^;iJ^» „ rh7th*D77lfX rh7tKDt^ 

io n^-^r-y-^T^x 71— t Kn^tHftrx t Kn^-y-^T-^tr> N 

^ h^t Fn^7^7^;v (f7S?7^'J^» , ^ h^t FDf-7^X 
rF7tFDf7^X rh7hFD^7-fe*tfX 71— fc Fn^T-tf h° 
>s 71— t Fn^-T^THf tf>, ^e;i/^ U t^^I/* U 7i— t Fn 

-f>#v— ;k 7i— t fp^v y > N 7i— t Fn-r v^v u x 71— th*n 

15 79?*»^ 71— t. Fn^U^X 71— b FD^py JpitU 71— t F 

n^v* D > s 71— h Fn$/>y y 71— t HD^>^t^;- ;k 71 
— t HD^>v t ^7V t ~ ;K 71— t Fa^>VV 5; #V— ;k 71— t Fa* 
;wty— ;k 71— t h*D7^ y 



UN 7 7% HN I ) > HN \7 ■» HN ) s &fcfcfc HN V NH ^ptf 



20 £>*l&o 

^ => v— ;k tr^t/— ;k -f > k— ;k -r v-r > f— ;k -y >^v— ;k 
25 r/y "ovj 5. ^v— ;k ^ w f y tv— ;k t?n y > n -r ^ y 
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h'J7y»JX ^h^\7U> s b^UX ^bFnbU^X ^F5> 
t FDt'J^X ytpDK^y^ rb7tFnt7^x ^bFnbU 
rb7bKDtfiM^>, ^bFDtf'J^X ^F^bFnbU 
^ > N ^ b F D T-t? b > N rb7tFD TV b > N i^tFo VTV b > N 

5 5 s - h5t Fn^r-tfb h'DW^- ;k Fn-r v^i^/— 
;K ^tFnf7^;-;K $>t Kn-f v=f-T^J~ ;K ^b Fn:7^if > n 

^fc FP^-tHf b> s rh7tFDtWlfX ^hFntWT-g 
b> N ^ F^b Fn^l^Tifb > N S?tHD^7S?7^-;K ^bFc 
10 FP5 : -7^7^X S?b b>, rh^tFD^ 

■gtrx ytKDf-7WK^ rh7fcKDf7^7€^X -f > F U 

-f v-r > f u >s ^ t Fn-f >**v— ;k Fn^py >; x ^ f^ t 

n7^7^X rh7tFD7^7^X i^tFnWJ^X ^ h^b 

15 FDt7f'J^X FDdr-y^-y-'J rF7tFD^^iJX ^ 

bFD^;iJx rF7tFn^;'JX ^fcFn^»yU>, 
tFo^>/'JX ^tFn^>^WX i^t Fno^7^X 
K7^;^'Jx ^b Fn^w*-=^th/— ;k ^tFn^>^7y 
-;K b F n ^ > W ^ ;i4$#3Sfcr e>ti§o r 5 ~ l o M<a- 

20 ^^n^^j t ttfc 7!/*x b n u ^ -r 5. *v »; f u 
7 n ;ij^x ^f^v;^>s b^y^x b^»;^> s b^^x 

-hFnb'J^^x ;i-tFDb'J^X /i-tl*n7*li>> b 
Fn^bX rF7tFntW-;v (**-WVS») , ^F^b 
Fn^f v^^i^y — )V (4 v^-^-y-v">;^» ^ ^ F^b FD^7 N ;-;i/ (5 s - 
25 T^U^» , rF7bFn^v^;-;i/ Uvf-7^'J^» ^ t^F^ 
tFD77lfX rF7tFnt^7V-;i/ (ttWyWi») s 
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HN^y^> , HnQ^) „ Hl/~(^> . Hl/"Q „ Sfctt HnA^NH ^i&^W£>;h, 

MBT^fi?> r^mmum^j tbt»tb<(t t-^u^> 

£ & if ^ ^ >&m~f <?ti%o b<& tr ^ u ^ $> tis o 

sd^^w rg}^^^ bTi^T j:^ 3 ~ 1 5 m^mmmmmj £ 

3iD(±, b < itmmWk. &fctemm&%^ lx^x & ^mtym^ 

-c i~at)v*)\/t^ y-c i~4 7;W7^Sft-i 

?H£ fife % <D;Wf; bl^o £ b < (iili© &©T-&£o 

^*vmxnm^MzT)\s*)vm&fr\tt*vmxmWki$fofc {%m%L3 ~ 
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Stitwrfc «fcv> r^fcaogj s^t>U 7j<i?X© rg^gj £LT&> 

&\ (i) juk x ? vm^<D^n¥>m^ mx\s.y ^—^^ 

p km n - :/^;k tert - ^;i48Kz>ifc*» 1 - 6 © T)V^)vm, ( 2 ) 00 

n tvi^©^iiiiU — 6©t;v^;« n ^11^.^7 ^n;K 
I6~1O07'J-;K M^.«^>^;K 7 ;c -;i^^;i/^©j^ittfc 7—1 

v>T*)J:v^j^.^7ai^;K i-??-)vm<D$kmBi6~l 0®7>J-;vS, (3) 
fll;ifcJ!ffii& JISI N 7yf^c>7\n^>JiH\ #(lx.{i^^;K n- 
7d ¥J]/m<Df%mWt 1-6 07;i/^bS, #!Ix.«^^-;k ±7^;i/^©^ 

is i 2©r^;i/*;i/afe6j:v-hna^A*e,a«tL* i-4ffi©gj««b 

7-12©77;WH, (4) (5) fc|*.fcKBBfc Hfft> 79 

6 ©t;i/^;v^ Mx.lt y ^ -;k ^-^^;^©j^^ 6 - 1 0 ©r y — ;k 
20 #m^>^;K 7x^x^o^ii7~ 1 2©T^;i/dp;«*5ck^ 

itrnm, mm, 7^if©AD^>i?, mmx&M n-yu 

¥)\y^®MMWL 1-6 ©T;i/dr;i/*, ««|^K7x-;k j-?*)i>&<D$m§k 
25 6~io®7'J-;k ^(^>^k 7 -;v^^;i/^©^i? 7 — 12 
©:r^;i/3=-;v*fcJ;tm hnS^^Mtt^ 1 ~4^©gJ«^^bTi> 
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mmm 6 ~ 1 o <dt u ( i ) mz.\mm, 

(8) fl|£fc£ffi3k JU& ^^^©^n^f>M^ m«**-;K ^ 
n - rn tvv^cD^t^ l ~ 6 © t; wi/^ fU^.^7^-;K ±? 

^©j^^ 7 ~ 1 2 077;i/^;i/-*;i/t:-;H, ( 9 ) M%.l£Mm, ^M, 

15 l~6©T;V^;i/^ ^!JX«^^-;K ^7^f©M6~10©7iJ 

-;k $);U£^>^;k ^ ^-;i/^^;i/^cD^if? 7 ~ i 2 ©T^;wb* 
;v*fe(±7^r:;K ( l 0) ^ij^^h u^^;i/->i;;k h'Jx^>'j;i/f 

^btit gmS^bTV^* J:v^b7j<*Ss -SO 2 R 20 \ = NR 20 
\ —OR 203 (5£tfs R 201 ~R 2 0 3 {«f«^*bT^T*J:V^b7K^* 

25 xfemLt£ rmmM%^\,x^x%&^mih7kmMj ^m\^M^^-to 
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iAtfel*IBt'^$tl^ r gl^£#bT^T$ £^3~ 1 5H%^99l£j 



(5£*n ^EP{±^D ^©M^uStr^fc U R 3 \ R 3 \ R 33 :feJ;tFR 34 {± 
10 3-1 5M^*^Sj fc&ttS rgj^j i:HC3*ift*^t5"ro ) ^f#3*fcf 



15 (s5;cK ^m«3»Di:©ij6^teB&^t>U R 5 \ R 5 \ R 68 *<kVR 64 tt 

20 tm%m&m\sTUT§&\,^{h&m&j *«ttf rgj^^u-o^&j; 




,31 




,54 
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ndr^ShbTi^ fiJ^^h^^X Jih^r^ 7n^^ ^V7*D^ 
tiSo C l~4 771/3 3=-$^ 7 **yM%.fcl±^> 

R 5 \ R 5 \ R 53 *fe^R 54 ^bt^b<tt, 7j<*M^ Sgy££^b 
io W^tiSo R 52 :fcJ;t>*R 53 ©5-*5>s ^^Jc^M^fe 

^ (I) 0<ffr&4&#8P£ b^o #iJ;U±\ ^D^fc°^>j^>3:fci±h 0 ^^ 
X Y^fV>St^§lb^ -T&fr^ -HtSsS (la) 



15 




o 




20 T&^bilrtK -r&to^ — (ib) 
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* - (Su3 rY X3-fV R " (lb) 

R51 R 52 

^-SO 2 NR 102 R 103 Sfe{i-NR 101 SO 2 R 10 \ X£S#|£-£, -CR 7 
R 8 -, -NE 9 - -CO-. -0-, -S-, -SO-, -SO z - -C 

5 (=n-or 10 ) - (s:4»n R 7 *«tu p R 8 i± j en j e'n«3ib^ zKjkjiRn 

Cl-4m;K -OR 11 , *fct*7a:-;vS^t)U R 9 i±, 

c l ~ 4 t;i/^;k tfc(i7x-;^gtu r 1 °*5ctiFR 1 ^^aveta* 
ALT, zkifcjgc^fcttc i~4m;^ifcto ) *^t>U YAM^ 

10 >i£>3gt, SRDi^br^U^X R 2 ^ 

R 51 R 52 

-e&&-fbi», -f&fc^ -isa^ dc) 




R 51 R 52 



(55^ R l - la (i-SO 2 NR 102 R 10 ^fe{i-NR 101 SO 2 R 104 ^ X 
15 la *s#*§^ -CR 7 R e - -NR 9 - -CO-, -0-, - S -, -SO 
-, -S0 2 - -C ( = N-OR 10 ) - R 7 *5j;^R 8 (±^ti^ti^ 

AzibT, TkjftM^, c i~4t;i/^;k -or 11 , Sfeii^^— ;i/&s&bu 
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Mlt, ^D lb {^gJ«§^rbTV>T% cfcVM^U^>£Sfc>U ^©ftfeOta 
-^•f±HUfB^l^b^cf*^^t>1-o ) T^n^bl^rtk tfeliR^-S0 2 N 
5 R 102 R 103 £fc&-NR 101 SO 2 R 10 \ X^f^, -CR 7 R 8 - -N 
R 9 -. -CO- -0-, -S-. -SO-, -S0 2 - -C ( = N-0 
R 10 ) - R 7 *5J:t5R 8 {±^tl^^3AbT, 7kmm^ Cl-47 

;i/Jp;K -OR 11 , U R 9 &, 7j<f|iJlW\ Cl-47 

10 MH^fc&C l~4T;i^;i/£ii;fr-ro ) £g|;fou YftM^i/V^t) 

Q 

NH 

R 51 R 52 

x^^t^m, Ttet>%, -jtsss (id) 




R 51 R52 



(5£*n 1 b *5 iTWBB 1 b i±^li?fiii tttl^ fix wr * «fc vv*> 
5 - 6M^f J^S^t u ^cDf-i©IB-^(iBuf3i:llIb«(*^ 

Sfcb-To ) 

2- [3-^^;v-4- (4- {4- [ T^y] ^ 
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n- {4- [4- ( {4- [ (r->;^*;«-;v) c^;i/) r^y] - 
4'-p<^;v-i 3 4'-iftr^u^>- ^y^] ^ 

5 N- [4- (4- { [3- [ (7-'J^M-;V) (7m) T^y] - 

4- (3-7MD7i-;v) tfn u^>- 1 -- r;v] 7rcy^>» 

N- [4- (4- { [3- (7^1/7^7) -4- ( 3 -7 7 rc 

io ^ b\ 

N-^;v-N- (l - {3-^9-^-1- [4- ^ 
- 1 H-tf^y— ;i/-4--YM tr^U 4 — r;v) -N'-7 

N-^;i/-N- [l- ( {4-^^;i/-2- [4- (h'j7Mn^^;i/) 
15 7i^;i/] -iH--f ^^v-;i/-5 — r;v} tr^.u^>-4 — r 

-N'-7xr;^ 

N— {4— [4 — ( {3 — [ (7-'J7A;i/^;v) r^y] - 

8-7ift^>^D [3. 2. 1] ^-^^-8-^;V} 7^J*is] 

20 N- [4- (4- { [4- (3 — f vrDbVI/-5-^^;P-4H- 1, 2, 

4- h 'J7v- ;i/-4— b^u^>- l — :7^y^» 

N- [4- (4- { [4- (2 -^^l"- 1H-^>^^V-;V-1- 
N— [4- (4- { [4- [ (7-'J7*Mr;i/) C^;!/) - 



37 



WO 2004/080966 



PCT/JP2004/003333 



3, 4-$?tKn^ U>-1 (2H) — f;i/] ^wi/} ^y^) 
— ^^>^>r^ F\ 

N- [4 - (4 - { [4- (2 -tf-^V- 3 -7x-^- 6 -T'Otl^r F 

KDtf>; 1 (2H) -> r;i/) — r;i/j 

5 7i;^» ^^>^;VJfc>T^ F\ 

N- (4- {4- [ (3-^;i/-2-^y-l, 2, 3 3 3a, 4, 5 
-^r-b-t Kn-6H-tf U F [4, 3, 2-de] ^/'J>-6-f;V) 

N- (4- {4- [ (l-7"f;i/-2-^V-4-7x-;i/t^^tFD 

io kijh [4, 3-d] bry$s?>-6 (2H) p<^;v] 7 

N- {4- [4- ( {8- [ (7-<J7*M-;i/) 7^] - 

3-tw$/#u [3. 2. i] ^-^^-3->r;i/} 7x;^>] 

15 N- [4- (4- {[ (2Z) - 1 -^;i/-2 - ^ 
•y- 1. F D — 2 H — 1° U F [ 4 , 3-d] [1, 3] ^^i>>-6 (4H) 
— 7^3^) :7rc— ^^>7>;V*>7^ F\ 
N- [7- ( {4- [ (7-'J7AM-;i/) T^y] b°^U ^ 

>-l--r;i/} y^;i/) -9H-^>r>-2-^;v] ^^>x;i/^>T 
20 5; F^2Wf £*i3o 

$ e> b < 

N- [4- (4- { [4- { [ (2, 4-^7MD7x^) T 
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N- [4 - (4 - { [4 - (7^71/ { [ (6-^^;i/-3 -\fV^-J]y) T 
N- [4- (4- { [4- { [ (2, 4-^7MD7ir;v) 7* 

5 :r^y) t°^u l — r;i/] y^7i/} -.3, 5-^ 

N- [4- (4- { [4- (7^71/ { [ (l-^^;v-lH-t7^-;v- 

4- -r;i/) T^y] 7^y) t°^u^>- l --r;i/] 

io 3 - [ ( [l- (4- {4- [ (y^-;i/x;i/^-;v) T^y] 7^ 

y^M t^u^>-4 — r;i/] y} #71^-7]/) 7^] 

N- {4- [4- ( {4- [ { [ (4-7WD7x^) T^y] 

r^y] h°^u^>-i — f;i/} y^7i/) 7x7^] 

15 7irM ^^>x;v^>7^ h\ 

5 - [ ( {y^)v [1- (4- {4- [ (y^;vx;i/^-;i/) 7^ y] y^ 
y ^» ^>^;i/) if^u^>-4 — r;i/] 7^ y} #71^—71/) 7^7] 

- 2 -7MD^>X7^ K 

5- [ ( {^71/ [1- (4- {4- [ (y^;i/X7V^71/) TS-y] 7i 

20 y^} ^>^;v) tf^u^>-4-^7i/] 7^ y } ^;i/7j^-;i/) 7^y] 

-2, 4-^7MU^>X7 5 h\ 

N- [4- (4- { [4- (7^71/ { [ (3-i/77-4-7MD7x- 
71/) 7^y] ^771/^—71/} 7^y) tf^.U $7>- 1 --T71/] 7 J 

25 N- [4- (4- { [4- (y^V { [ (3-t FD^^D^^l/) 

7^y] ^7i/^-7V} 7^y) t°^>j^>- 1 — r;i/] y^7]/} 7^y^» 
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£fc»N- {4- [4- ( {4- [ { [ (4-7MD7xr;v) T^y] 
(l, 3 -3-T"J~ )\s-A-J)\s*?-)V) T5; J] h°^U^> 

^ij^^s T)\s^)iM, T)V^-—)v^ 7;v^-;i/& 

io (e, z, ->x. h^>xf*) , ^m.m<D&i£mz&%mm* 

fck a-iHgi:/?-12ff©m-a-«$>aii:^to-ro 
— flgsS (I) T^^tL^fb^-tJfis ^©^T^^^^tu^o ^£b 
20 T^S^fitl^H^^tlS^W^bV^o 



40 



WO 2004/080966 



PCT/JP2004/003333 



^>^jvt^>^ 7iW7^x tf^»;^> N ^&yrc 

^y — *>x.9J— hux (tnn^f;i/) 

*#>X)\sft>mM, ^^>XJ^>mM, ^>-t£>x;i/^>I^ h;Kn 

>x)v-fc>Mi&, -i±^>mm, ?;vt7n>m.m-s v^^mmo^^^ 
10 mwmm&m-fbtiZo 

(i) ^$n&4k&m$$£TP^tit><DM&, mmmm^m-rz 

15 tmmifim-fbfi** 

— ^ (i) -c^ & &iti±^ ti ^ ©nw^fiti tca^s* n %m& 

20 — ^ (i) xyjigti&ih&mommm^&s R°mz^^xmm^titz% 

l ~ 8 7;v^;vS§lt)to 
25 ^Hi:^ -ASS; (I) T^SftaYb^ofiBWB^?** IWb^tifc*®* 
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^•^sm^^^^M^^^D-^ (i) ^^tiz^mzMmrzih 

& (i) •e^^ti^jii^T^S^tt?.^ T^y*>b^>;Hb. 

5 T;v^;Hbs U >iHb£*ifc-fbi^ti (flk — *95£ (I) T^^ti^-fb^t/© 
T5.yM s ^-rrj-y-y-r;Hb^ t^-;h^ ^>^;vt^ y ^;v^-;Wbs 
(5-^^;v-2-w - i 3 3-^^-^vi/>-4--r;v) * h*->t> 
;i/^n;Hb> rh7bKD77 -;Wb> t° n >j 9=-;Wb. trnn -f 
3^>^;Wb. T-fe b^>^;Wb^ tert-^Mb^ft^b^fr^) ; — 

10 jKsS; (I) t^^ti^^b^rt;^7j<ms^*-rsm^ 7KM^r^;Hb, 7* 
)1*M\j, V >Mlh, *t?mih$tifc<h&m -JtSsS (I) 

^§<b^-ticD7jc^S^T-fe^;Hb. h^;Hb. rn^y-f;Hbs tvt 
n-f;Wbs -tf-^— ;Hbs 7Vj;H^ t=7=- ;Wb> ^f;i/7^7^^;i/ 
^;i/^-;Wb^tife^t>^^) j-feS (I) ^£ti^b^W#;i^ 

xfis — jiSsS; (I) ^ £ ft & ih&W) (Dts)\y^ y^^jv^x ;Wb, 
y^-;v^x^;Hbs #;i/^^^;i^x^;Wb, 
x^tMIn bv?n^;i/^-^f-^^^;i/^x^;Hbs ^ 
syrc^;v^^^;Hb, 7* u^mxtM^ (5-^^-;v-2-^v- 
20 l, 3 -^dp-vi/>-4 — f ;v) ^^;i/^x^;Hb^ ^^n^^;i/^-^ 
>>7^;v^-;v^^;i/^x^;Wb^ MbSftfe-fb-^fcir) ^#3* 

— *S5£ (I) T^^^b^KDrn F^y^i±*ft*r:fcJ;tJ9M<ffl 
^©^-rft-cfco-rfc«fcMo Sfes — ^ (I) T^^ft^b-^tJcD^n K 
25 ^y^fck J^;il#^i990^fiJ rissgffioMSBj r^aftfhj 163-198 

Mt:iB«$ti"r^s«t"5^ ^mmm^-m^ (i) -c**3ftsfl3-&«nc 
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-im (i) -emuti&^mib&mz, &m<DX^ wtcs 

5 "T # ^ N H S& #!j id SB 4ft b fe # & & 3 ^ & s Comprehensive Organic 
Transformations : A Guide to Functional Group Preparations, 2nd Edition (Richard C. 
Larock, John Wiley & Sons Inc, 1999) CfBffc^ tll£fi&&&i&M3kM. U 11^^ 

W^bTffiMTfc CKDJ^&^bTfcfc. Buiabfe-^ (I) 

10 CD*Sfcb , TlBifebfc i feCD* s fflV>^tl5o 

(i) -e^^tL^^tfCDdt>^ jsd c 

H 2 -, -CO-SM-S0 2 --e$Sft^«t -JtgsS (II) 



^;i/^r>>^§o *^t»u y 1 5 im^^tzit^mom^m 1 2 © 

^-f-SifcUY 25 (i-CH 2 - -CO-Sfctt-S0 2 -^ U 
R 1 ' N X J s 3gA' > MB' J* N #^R\ X. SIA. JiBhllfbtcH*^^ 
fe-To &«U R 1? , X s n Y 1 5 , Y 2 ' s 3gA' , 38B 5 *s*;i/Ji?#S/;i/ 

m^M^mtDiro ) T^^n^^tii:-^ (in) 




HN D' 




43 



WO 2004/080966 



PCT/JP2004/003333 



^-r&o ) 

io a^fb^-h>;^A^fc{*3r><b^';^A#STs o~i5 o°c<Dummrte 

fc>tl&o 

(2) ^i»K^£MV^ym 
15 (3) li^J^M^^^^W^tt^o 
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(3) 09*.«n 73;i/^>lt^T3>£. 

;K rh7tFD77 ^fcM^Ts MM (t?U h 

15 i±##^Ts m&m (1,3 -^^n^>>;i^;i^^ ^ F (DCC), 
1 -^j\y- 3 - [3- (^^^-;i/T^y ) rntvv] 7j;i/*iM 5: H* (E 
DC). 1, 1 ' -7a;v^-;i/^-f ^^v— ;i/ (CD I) , 2-7DD- l 
y ^r^Aa^i, l — 37° n >M^'i7cM-7k^ 

(l-propanephosphonic acid cyclic anhydride. PPA) ^) ^ffllV 1 - 1 F D 
20 ^>Xhij7^-;i/ (HOB t ) £M^&#>ffi^&^T. 0-40 °CT 
£ £ £ £ D ftfo^ o 

(1), (2) 43 J; IF (3) ©HJfcfck ^-rti^^fSS^ (7VI/ 
rf>. #H^T. M7K»-TrfT^5^^^a^b^o 
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t hU^Dnx^S, (Bn) y^^^mm 

10 a^W^n&o 

;i/ (MOM) l-^h^y^jl, (EE)l, * h^r^ai h^r^^^fr 
(MEM) 2 — ^ h^t: h*Dtf^— ;i/ (THP) hU^^>'J;i/ 
(TMS)& h V^3-Ki/V)\/ (TES)S, t - 7 V )l 

15 (TBDMS) t-7^7xr;i/$/ij;v (TBDPS) & T-fe^ 

)v (Ac) ^ tvtn-f ^>V-f;i/X N (Bn) & p~^ 

h^>^>^;i/X> 7'JM^^*Jl/^-;V (Alloc) 2 , 2 3 2 
- h iJ^PDxh^>A;V#-;V (Troc) S^^^^o 

20 h^rS/*Mx;va, 7'JM^^*^^x;i/ (Al 1 o c) 1 

(4-t:7^-;v) 3i h^>#;i/^-;i/ (Bpoc) ^ hU7;v 
tDTt^S, 9-7Ml/x;i/^ h^>>*Mx;i/S, (Bn) 

p-^ h^fo&n&s ^>^)]y^r^>^^-jv (bom) S> 2- (h 
>>M^;t^>>;;p) ^ h^^^i/ (sem) ^ft^^n&o 

^ h^>>^^;p (MOM) & 2-rh7tFnt7x;i/ (THP) I, S> 
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7x-^^ mm (Ac) a&ifimfbti&o 

V^o T. W. Greene, Protective Groups in Organic Synthesis, Wiley, New York, 

(2) »tt^Tfc*W-SBafiMKSJtex 
io (3) Jp^^jB(cJ:sil«««Sj^ 

(4) >>'j;vS0Mias^ 

(5) ^«£MV^d^MHJi&> 

(6) &mmfa%m^fcmumfcj&m&m? ztiZo 

15 (i) T)vti^m^m\z^mmm.m\±, mm, mmmm 

tft7-h»J'7^ 7«fb7^U^A, TkiHbU^A^) . U ±®^JS 

(2) &^TT©jBfiitt£jsfcfck mm, mmmm (^nn^x 

h V7;i^-umm, *&>*M>m^ v-h*y)mm ^ &tzi±mmm m 
m, mmm) ^v<i±^ti^om^o (mh7km/mmm) o~i o o°c 

(3) tin&mfmte&z&iGmBmte, mm, mm &h 
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T)]yu—)]y^ ;k j— ^ ^>-£>l£ (^>-|?>, h;v 

mffi^fc{±JnffiT©7jc*»HMT*fe{±^T>^E^r7A#ftTs 0~2 0 

(4) ^>;;«©^msj^(^ mmx, yktmmiso zmmmm & h 

10 7hFD77>, T-feh-hi;;v^) ck ^ h^^WV^-^A?;^ 
^-f 0~4 CCO^MSTiT^fctv^o 

(5) £ ^ TcMSMS^tt, f!lx.«\ p H4.2-7.2 

pK f£*ffiiS©#;£Ts >i^T* & tlte^^ £ & ^ 0 ~ 4 0 °C 
15 (DUfM7:frtet)tiZ>a 

(6) &mmi$.&m^2>mumRm±, mnt, mmmm (^on^ 

(Tk^fb b y 7^;i/7X, h y 3^;i/->^>. ^ K > N ^e;v^ y > N 

>&^o & <fc a*/* fe itmvmm ( 2 -^^^^-y->^± h u ^ a, 2 - 

;i/^^7^f W^^A (0) N -j^fbtfX (F'j7xr;^77^» ^ 
25 ^^r>A (II) % mm^WA (II) , ^bh'JX (hij7xr^77^f 
» o^i^A (I) ^) 0-4 0°C(DmtX*1fte-tDtl& o 
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%.f^ ±I3^W-&n T. W. Greene, Protective Groups in Organic 

Synthesis, Wiley, New York, 1999 £!BSB£*b&#$££ «fcoTsflft&l£RjS£fT & 

^y*-»&-fbi§rtk -rfefc-fc. — *S5£ (i -a) 




10 &TtuiBhlHl^i*^;b-ro ) 

T^^^bl^^ -fK (IV) 




■nm^ti^h^t-^ (v) 

15 K 

s. ) 
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— fl£5£ (I) -V^ti^h^<Dot>, R 2 & 



R 304 
I 



10 




15 -d^^ih-^m, -ftet>%s (I-b) 




T^^ti^Yb^tts (vi) 
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R 305 R 306' 




(sspk t(±, ci~4 7;i/« c 5~6 (Dmm^mm, ^fc&cs 
~ 6 (Dmm&mmm&fcte 1 ~ 2 m®mmm^& xw/^fcte 1 mvwmu 
^&^t? 5-6 mMommmmM^ ^^xm^ntz c 1 ~ 4 t^;^* 

5 mt>L, R 3 0 4 5 s R 3 06 ' N R 3063 tt^R 3 04 , R 30 \ R 3 0 6 ^|licm 

tSo ) 

15 t 6 0 ~ 1 2 0 °C(;»tS ^ t J; fT^t3tl^o i©SJ®l±N TM<DW 

tul3 h H» Jeff & -5 £ * S T»# 3 o 
-HI95S (I) ^£ft£fbl§r^0-5*K R 2 ^ 



O 




o 
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-r&fct^ -as5£ (i-c) 




x-m^tizih&mt, (vii) 



5 




10 ^ gg (jg^ p- h;i/^>x;i/^>^) &;gvvt\ 6 0~ 

1 2 0 "Cl^nf&iT S d £ 13 J; D ftteibth&o 

o 

NH 

R S1 R 52 

15 -££^bi§r#k -r&fc^ HRS; (I-d) 
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R 51 R 52 



-r^x(D$^itmmtm\^M^m:tDiro ) 
-jts^ (ix) 




5 r 51 ' (^R 5i ^iwicMi*^fcu ^(Dmm^itmmtmvmm 

^&%(D£ir&o ) -e^^ti^-fb^-ti^s — jk^; (X) 

R 52 — COOH (X) 

io (5£* N R 52 ' {±R 52 i:|wiD«i*§*foU ^©ftfe©S3^-«BtffBi:llIC«fft 

U&&(D£ir&o ) X7F$ti2> ih-&® £ TIB© MJfo U b „ MtiSttffi 
-15 ^CDM^^n^a^Ds $)xJ£\ (N, N-^^*M7^ 

^try^> N ^V7nwnw^>^) 20~i20°c 

20 #8K£® jft&MSJffitttfffla £ Iffttfcfr & o z £ OPT* % 2> o 

(I-d) X^$ti2>4h<&mi±, —1&5% (ix) T^^tv^^b 
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&mt., (xi) 

R 52 — NH 2 (XI) 

5 t^t§§o 

10 X-lH-^f^^;-;V (CDI) IS (h';xf;V7^X N- 

;^;we;i^U M^&V^ 0~8 0 o C-£frfeti£o 

frtbx -*95£ (I-e) 



15 




-jfisss (xii) 

R1 £^x-C^ CHO (XI,) 
20 (in) ^^^ti^-fb^-e^^ti^-fb^^M^T^y^^u 

» b t era- -r - 1 c j: ■=> t % gag-r 
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)Jl/<2> o 

tmm.T>^-^Am^mt>ir^^m, -r^t>t>~m^ (1-2) 



(5£tK R 1- \ R 2_ \ X 2 , Y\ §B\ 3SD 2 tt, #^R\ R\ 

15 ^£ti^bi^#Jf^ —I85£ (I) X^^n^-ib^m^-^ (viii) 



5: h\ ^^;v^;^h>^) >K o~4 oxJosjg-efr&fcaxSo 
tm-^-^>^^mt>-r^m, (1-3) 



10 




R° — Q 



(VIII) 
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0' 




- N 3 D 3^_ R 2-3 (,. 3) 



(sfttK R 1 " 3 > R 2 "\ X\ Y\ 3gA\ MB\ MD 3 ^ =§^R\ R\ 

5 -e^^n^^fb^^s (i) -e^^tt^-fb^^^bM^^ffr^^ 
fc: J: D tag -T § £ £ Ifi X g § 0 

^dd^As ^>-tr>\ ^tf->> t -7^;i/7;i/3- ;i/3§0 >^^s MJ 

10 h u^a, mm mz.&, 3-^ddmi« mmmrn) ^ ^v> 

^>r>A^~ t^T^y X;P7x- hCf^g,^) , 3lV>^>^^7 U r>A N 

^DAif) ©#:£T\ 2 0-6 0°C(DUmxR)fo£^Z>z:t.lz&r ) fttet> 

15 isBi-r&£h#^§& 0 

(I) X7r^n^%mit^<D o t>s ±fBfc^bfe^©^b^ 

fcO^TteU ^D©^"^ $!]x.fc£' r Comprehensive Organic Transformations :A 
Guide to Functional Group Preparations^ 2nd Edition (Richard C. Larock, John Wiley 
& Sons Inc, 1999) j \zMMi$ixttWkWLfo&to^Xm^t & o^T'l^o 
20 ^•©ftfe©m^M^*fe{*^^bTffi^^'fb^^ ^gf*£^PT-&£ 
ft\ $>-SV^{±^n©75"^ Comprehensive Organic Transformations : A 

Guide to Functional Group Preparations, 2nd Edition (Richard C. Larock, John Wiley 
& Sons Inc, 1999)^ ftl± Elmer J.Rauckman et. al., J.Org.Chem., vol.41, No.3, 1976, 

P 564-565 mizmm^ tittmm%mfr&iD&r^temmir2> z£&x%& 0 
25 &mmm*(Dgr£ijfoiz%>uxs mm^m^om.mi±, iiti^^TH^ 
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BET £ &MJ£T £25 %> S/ U *i £ fe fcfc^ ^ & v £f * t> A £ ffl 

15 [ISSliS^©?®^] 

25 (i) x^ti^mm^t^, ^om^tcit^ommmm, 
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■frZlfis EfcA— A&fc*K HHtco^ > lmgfr& lOOOmgOgBB^ 

iBiiii3&*e>«ciiiiiPi9:^tta^ £fc&^A--Afefc*K linto^ 

10 ^*^o 

*mmfc-&m%m j 3-ir2>mzi&, man-^orz^ommmMm, mm 
mm, &&mmn®i*3'(Dfc®)<D &mm, t^mm, ^mmthxm^^n^o 
mnn^-ot^omm mmn £ i±, mm, %m, mm, m 

15 fi^£frl&o 

z 0 x o u mm mmm £ \±, nt^^itit^ n&.±com^m it, 
^<D%%ti\ zztzitmrnm (^^h-x, h—jw mm 
r 0 t;vD- ^>r>^) s m&m (t FD^i/T'Dmji/D-^ ^° 
v tf-;i/h°n v f> s ^ ^ n.T)v x >>^a^) N mmm (« 

20 ms^u n— jvmti^yv&m) , mnm Ur7u >m^^^->^^m) , 
%%.m, mmmmm (ni*^>m, Txn^^ymm) mtu^ti, m 

o 
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5 5±s mmm, mmitm. futm, -nmrn, mnmk ^mm, m?nk mmm 

m^mm^r^mmvxm^^mmommm^^ir^o &mmi±, x>t^> 
&fci±^ti&±®m&mm*mmtemM, mm^tcmuh^^xm^^ti^o 

m ^ Tx^^3?>m, v;i/^- h 8 o (s^^> ^) , 

tJ«&^<5^ ^(3j;?9^^lx?.^«Js IfeSSk ii^lk U&Aglk x 

y'v-mom^mt, mz-it^mmm 2,868,691 ^^mm 3,095,355 
25 ^izmv<mm^tix^^ 0 

■frmmco— m& (i) x^fi^ih-^m, ^o^t^±^®mmm^ £ 

59 



WO 2004/080966 



PCT/JP2004/003333 



fc&mmm a i b s^mis^x^rz^mnD tm^t>^x 
miz^zthozmmm, m&m, mwmk mum, &%&k mmmmm, 

*ftw<D—m.7£, (i) XTrs^n^h^m, *<DM&itit*<Dmmmm, * 

10 - 1 K:2tbTJ«8teE^JB*#-r3o fot, ffe©H I VJfilfeO^BfcfeJ;!* 

HIV- l*fc#Wte&8H#bfcH I V^<D^P^J;tFX*fe{^^iJ*fe 
^^tim^©^lJ^#ffibTMV^*^V^o 
15 *$&mit-m& (I) t^^tl^M^ *©^S;fcJ±^0$§^*&$k * 

fcf«©^°n K^y^fcH I V«^IB§b^(/^»^ia^fc^T&Dx 

trttsomm (mtts ccR2tm ccR3tm ccr4^ 

tfc&k CCR5fim CXCR4^Jf) , 7a-^a HI 
V- 1 ©SM^fc^&JrL^ H I V- 1 >m&m-f Ztl&o 

25 ^^^PM^j^bT, ji^s^ (i) mmmmm^mmmmmo 
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ntr^^>;i/) N pmpa \ *rJ-7*V4)V> m*. (2) immmmw 

Jtjf^&jVls (AG1549) £>;ft£o 

15 

^jb'f >Ulz-7'*—<Dftm&<D U F h Ltit ^f«^(±, M I P 
-la s MIP-1/?, RANTES, SDF- 1 a N SDF- 1 /? N MC 
P- 1, MCP-2, MCP-4, ^#3^>> (Eotaxin) „ MDCW 

20 rtHt£y#>K©»SM*£UTfci:N Hf*6^». AOP-RANTES, 
Me t -SDF- 1 a, Met-SDF-l/?fW^5o 
fEJjJ IsU^yZ—OffifothTlt, Mifc&Qfc^ Pro- 14 0^ 

CCR2StrL^Ji:bT{i;s ^-fWQK:^ WO99/07351 ^"s WO99/40913 ^\ 
25 WO00/46195 ^ WO00/46196 ^ WO00/46197 ^\ WO00/46198 ^ WO00/46199 
*K WO00/69432 ^ WO00/69815 -*§ ^ t£ Bioorg. Med. Chem. Lett., 10, 1803 
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(2000) izmm^tit^b^mmtmu^ti^o 

CCR3^tm\^LX\±, Mtmtel,^ DE19837386 W099/55324 ^ 
WO99/55330 ^ WO00/04003 WO00/27800 ^\ WO00/27835 ^ WO00/27843 
WO00/29377 "*5\ WO00/31032 WO00/31033 WO00/34278 
5 WO00/35449 WO00/35451 ^ WO00/35452 N WO00/35453 WO00/35454 
WO00/35876 WO00/35877 WO00/41685 WO00/51607 
WO00/51608 ^\ WO00/51609 WO00/51610 WO00/53172 WO00/53600 

WO00/58305 WO00/59497 WO00/59498 ^\ WO00/59502 
WO00/59503 WO00/62814^\ WO00/73327 WO01/09088 ^"^13 

io tit^k&mmti^m-f 

CCR5WJ^btlt J|#:i^fcf±, fMTAK-7 7 9, SCH- 
3 5 1 1 2 5 (SCH-C) S SCH-4 1 7 6 9 0 (SCH-D), UK 
-427857, GW873 140A (ONO-4 128) „ TAK-22 
Omib^ff <otl%o £ £ i-s fflZ.it W099/17773 ^\ WO99/32100 ^\ 
15 WO00/06085 ^ WO00/06146 ^ WO00/10965 WO00/06153 WO00/21916 
-1\ WO00/37455 ^ EP1013276 ^ WO00/33680 ^ WO00/39125 WO00/40239 

WO00/42045 WO00/53175 ^\ WO00/42852 WO00/66551 *K 
WO00/66558 ^ WO00/66559 WO00/66141 WO00/68203 ^ JP2000309598 
WO00/51607 ^\ WO00/51608 WO00/51609 WO00/51610 ^\ 
20 WO00/56729 WO00/59497 WO00/59498 ^ WO00/59502 WO00/59503 
WO00/76933 WO98/25605 ^ WO99/04794 W099/38514 ^r^fclt 
Bioorg. Med. Chem. Lett., 10, 1803 (2000)lzmW&£ tit^h&^te tfft^f £>tl&o 
CXCR4gKitbt{t Jlf*^-^ $l;U£AMD-3 10 0, AM 
D-070, T - 2 2 . KRH-1120, KRH- 1 6 3 6 Sfcii 

25 wooo/66112 -*§-£fa*B£ *i;Hb^rt>& if^fcf £ n& o 

^3>PlS^J^bt{±s IPtlt T-2 0 (pentafoside) s T - 
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124 9m&mjbti&o 

V : 100mg^J7°-fe;K 10 2OOmg. 1030; 

300m gttg!k 1 ID 300m g, 10 2 0; 
: 25 —200 m g$|£!k 1 HI 125— 200m g s 10 2 0; 
10 if;i/^^ t£> : 0.375 m g —0.75 m g#t£lk 1 H] 0.75mg. 1 0 3 0 ; 
X # > : 15— 40m g ±1 y°t)W 1 HI 30— 40m g, 1B20; 

: 150m g^J, 1 HI 150m g, 10 2 0; 
Tn-ft }£)]/ : 300m gffc&k 1 0 300m g, 10 2 0; 
* tT ^ b*> : 200m g^J, 1 0 200mg. 14 BH 1 0 1 0, 10 2 0; 

15 tf;bS^> : 100m gtt&k 1 0 400m g N 10 3 0; 

x77t'l/>^: 50— 200m g # 1 0 600m g s 10 10; 

-f > i^EVV : 200—400 * :7°-fe;k 1 0 800m g^ 10 3 0; 
U h^EVV : 100mg^7°-fe;K 1 0 600m g, 10 20; 
-f ± tf ;i/ : 250m gW$k 1 0 750m g, 10 3 0; 
20 -y-^r^-lf;!/ : 200mg^7°-fe;K 1 0 1,200m g N 10 3 0; 

T>7°]/i~\fJ\/ : 50— 150m gf^lk 1 0 1,200m g s 1 0 2 0 O 

1.^^*^ C C R 5 *sH#-TSiaS©^l»* &XF/&fet£Wim&)£ btt 
25 mx&& 0 
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To 

*mmm*tem^Mh&<®)%i±, -mm^ i up a common 

10 ^Tfr^Vt?^ — ^7D^7A^ ACD/Name A— :>>3 > 6.00. 

Advanced Chemistry Development Inc. ftM) &fzl± ACD/Name ? ^ V =f- iMMM 
^~i>3> 4.5^ Advanced Chemistry Development Inc. $fcSH) 



15 ~?ff^n%1k&m±, N-y^jv-N- [ 1 - (4 - {4 - [ 

mMffll : 1 - (4 - (4 -^^;i/x;v^;i/75 y y^s^-i/) 
20 tf^';^>-4-^-— ;p 

4 - (4-^^vx;i/fc;v7^7iy^» ^>xr;v^ti h* (2.50 
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g) OJ?^f»A7^ K (2 5mL) mW.^, 4 -b HD^^H^U^ 
> (i.74g) *5J:t>^m (2.5mL) £3jP;Ui#bfco KMth'J7th^ 

^K^ti^^s^hu^A (2.i8g) ^p^.s 2afii#bfeo ELmmTm, 
y-;v=io : i) fc-onssu OT©«rt£«t*w-raawfb-&w u.9og) 

TLC:Rf 0.48 (^DD^l/A : ^^7-;t/=5 : 1) ; 
10 NMR (DMSO-dg) : 6* 1.29-1.42 (m, 2H), 1.63-1.73 (m, 2H), 1.95-2.05 (m, 2H), 
2.59-2.68 (m, 2H), 2.95 (s, 3H), 3.38 (s, 2H), 3.43 (m, 1H), 4.51 (d, J=4.5 Hz, 1H), 
6.91 (d, J=8.5 Hz, 2H), 6.99 (d, J=9.0 Hz, 2H), 7.21 (d, J=9.0 Hz, 2H), 7.25 (d, J=8.5 
Hz, 2H), 9.59 (br s, 1H) 0 

15 mMW\2 : 1- (4- (4-^^;i/^;V^— )VT^J 7^J*r*/) 




mum i Ti^bfc'fbi^ (i.79 g) cdv*^)V7)v**^y (5mD m 

(1.76 g) £f#fco 
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TL C : Rf 0.51 (^nP*M : J— )]/= 10:1) ; 
NMR (DMSO-dg) : 6 2.33 (t, J=6.0 Hz, 4H), 2.66 (t, 3=6.0 Hz, 4H), 2.95 (s, 3H), 
3.57 (s, 2H), 6.94 (d, J=8.5 Hz, 2H), 7.00 (d, J=9.0 Hz, 2H), 7.22 (d, J=9.0 Hz, 2H), 
7.33 (d, J=8.5 Hz, 2H), 9.59 (s, 1H) C 



mMM3 : N- [4- (4 - { [4- (7^1/75^) fcT^U 1 ~4 

/CH 3 



mMm2^mm.vr^b^ (4 o omg) ©^^^wat^ k (5m 
10 D mm^, n-yf-jisT^y (0.2m u &&xf t v^jvt^> (0.2m d 

tSDiWlfeo MMt, h U T-fe h^>7kmb*Vm~}- HJ <^ A (4 4 
Omg) muz., 2 0dWlfe„ MJfSHTf^ MMi^7j<^Px.. 

15 m4k*?-ls> : ^#y~;p= 5 : 1) ttlSb, 4 N^b7j<^f^^^ 
;i/SM^JP^> ilU W.T©«fit^*-r^*BB^bAtJ (2 6 7mg) 

TLC:Rf 0.22 (^DD*;i/A:^^7-;V=5 : 1) ; 
NMR (CD 3 OD) : 6 0.99 (t, J=7.5 Hz, 3H), 1.38-1.51 (m, 2H), 1.63-1.1 A (m, 2H), 
20 1.97-2.10 (m, 2H), 2.31-2.41 (m, 2H), 2.95 (s, 3H), 3.02-3.08 (m, 2H), 3.10-3.18 (m, 
2H), 3.45 (m, 1H), 3.55-3.65 (m, 2H), 4.31 (s, 2H), 7.03 (d, J=9.0 Hz, 2H), 7.06 (d, 




H3C 




NH 
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J=9.0 Hz, 2H), 7.29 (d, J=9.0 Hz, 2H), 7.53 (d, J=9.0 Hz, 2H) Q 

mMM4 :N-^;i/-N- [1- (4- {4- [ (^^JVXJ^-jv) t 
%j] -7^;^*s} t^y^>-4— r;i/] -2- (rh7tF 

5 n-2H-t!7>-4-^;v) T-fe h7^ h- • mmm. 

.CH 3 




3 ^mmLf^h^m (183mg) ©^^f;i/*;i/A75 F (3m 
L) *$ftfc N 4-^ h^t Fntf7-;i/Sl (7 Omg) , 1 3 
- ( 3 - ^ ^^7 urn tr;i,) (10 5mg) 

10 *J;V^^7^y If Vi?> (1 5 5mg) ^SP^-M^M#bfeo MJfo 

*TO7A^D?h^77^f- (mtt^Vl/ : 7<^y— ;i/=2 5 : 1) 

15 M-r^mm^m (7 9mg) 

T L C : R f 0.49 D P : t< ^ y — ;i/= 10:1) j 

NMR (CD 3 OD) : 6 0.98 (t, J=7.0 Hz, 3H), 1.24-1.69 (m, 8H), 1.87-2.40 (m, 7H), 
2.95 (s, 3H), 3.02-3.48 (m, 6H), 3.49-3.61 (m, 2H), 3.87-3.95 (m, 2H), 4.12 (m, 1H), 
4.27-4.30 (m, 2H), 7.03 (d, J=9.0 Hz, 2H), 7.06 (d, J=8.5 Hz, 2H), 7.29 (d, J=9.0 Hz, 
20 2H), 7.49 (d, J=8.5 Hz, 2H) o 
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mmm4 (1) : 2-i/?u^.3c*sjv-N- [1- (4- {4- [ (*^;i> 
t^jI y^y^-^} i^i;^>-4 — f;i/] -N 

- 7 D tVl/T-fe h7^ K • Jl^i 

mmm 3 ->^a^u 4 ^ mmomm^u-r z t iz & d > wt© tittfa^#-r & 

TLC : Ef 0.40 (^DD*M : ;v= 10:1) ; 

NMR (CD3OD) : 6 0.86-1.39 (m, 9H), 1.48-2.14 (m, 9H), 2.22 (d, J=7.0 Hz, 2H), 
10 2.27-2.39 (m, 2H), 2.95 (s, 3H), 3.02-3.25 (m, 4H), 3.49-3.61 (m, 2H), 4.13 (m, 1H), 
4.27-4.29 (m, 2H), 7.03 (d, J=9.0 Hz, 2H), 7.06 (d, J=8.5 Hz, 2H), 7.29 (d, J=9.0 Hz, 
2H), 7.49 (d, J=8.5 Hz, 2H) C 

1 

15 1 - t - 7 h 4 - 7^-)VT % J U > 

l - 1 -7" >^i/^;i/^;iyt^';^>-4-.i-> (10.0 g) ©s^^;^ 

H (2 0 OmL) ^S£> n-^;i/T^> (6.0m L) 
^5=-;v^^> (7.0 mL) ^DX.^#Lfeo M^&fcs h';7th^> 
^fS^hU^A (I6.0g) ^iP^s 1.5 H#M#bfco HJ»Tf^ 

fee 

TL C : Rf 0.28 (^DD^M : J— Jl= 10:1) ; 
NMR (CDCI3) : <5 0.92 (t, J = 7.0 Hz, 3H), 1.19-1.53 (m, 6H), 1.45 (s, 9H), 
25 1.82-1.87 (m, 2H), 2.55-2.66 (m, 3H), 2.74-2.82 (m, 2H), 4.00-4.10 (m, 2H) Q 
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##$12 : 1 - t --7h*isjtj))/iF=. ;i/-4- (N-Sx^ D^#$/;i/*;i/aJ? 

— ;i/ - n - ^ y ) t° ^ y > 

^=^>;i/H^ (7.5 g) N 1 3 - [3- Tu\f. 

5 *;i/^-T5; H -gQtttt (14.5 g) :fe<fcl54-N, N-^W^^K 

(9.2 g) %a^-I«#b^MM7^ HJfcttfczkS&in*.. @^ 

: fffl|3i^;v= 1 : 1) CTilU WT©*m***-3*JBffr&4& 
10 (8.97 g) &f#fco 

TLC : Rf 0.50 (^i^> : ftix?-;p= 2 : 1) ; 

NMR (CDC1 3 ) : d 0.87-1.01 (m, 2H), 0.95 (t, J = 7.5 Hz, 3H), 1.05-1.81 (m, 16H), 
1.46 (s, 9H), 1.89 (m, 1H), 2.16 (d, J = 7.0 Hz, 2H), 2.68 -2.85 (m, 2H), 3.08-3.18 (m, 
2H), 4.09-4.35 (m, 2H), 4.52 (m, 1H) 0 

15 

###0 3 : 4 - [ ^Z/fy-bfyHt-fr - N - T% J~\ 

^mz^mm.Xstz.tt&m (8.92 g) ©Mb^i/> (2 omD 

h'j7MDW (2 OmL) SM3 0»bL SJtS»T^ KJfS* 

**1-S«e^b-^» (7.98 g) £#fco 
TLC : Rf 0.35 (^DD^A '. J — )]/= 5:1) ; 
25 NMR (CD3OD) : 6 0.92-1.08 (m, 2H), 0.98 (t, J = 7.5 Hz, 3H), 1.15-2.36 (m, 
17H), 2.23 (d, J = 7.0 Hz, 2H), 3.01-3.30 (m, 4H), 3.41-3.53 (m, 2H), 4.15 (m, 1H) 0 
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mrnms m -mmms (54) 

mmm 5 ( l) : n-^;v-2-S/^d^^>;u-n- [l - (4- {2 

.CH3 




TLC : Rf 0.49 (^DD*M : ^^y— ;V= 10:1) ; 
NMR (CDCI3) : 0.87-1.01 (m, 2H), 0.93 (t, J=7.0 Hz, 3H), 1.07-2.06 (m, 15H), 
15 2.19 (d, J=7.0 Hz, 2H), 2.49 -2.84 (m, 4H), 3.02 (s, 3H), 3.17-3.27 (m, 2H), 3.49-3.59 
(m, 2H), 3.81 (s, 3H), 4.10 (br s, 2H), 4.72 (m, 1H), 6.88 -6.93 (m, 3H), 6.99 (d, J=8.5 
Hz, 1H), 7.13 (d, J=2.5 Hz, 1H), 7.53 (d, J=8.5 Hz, 2H), 7.94 (br s, 1H), 12.14 (s, 1H) o 

mMffl5 (2) :N-^;i/-N- [1- (4- {4- [ (p< 
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TLC : Rf 0.62 (ffifH*^-l/> : J— )]/= 10:1) ; 
N M R (CD 3 OD) : d 7.55-7 .46 (m, 2H), 7.29 (d, J = 8.7 Hz, 2H), 7.10-7.00 (m, 4H), 
4.33-4.25 (m, 2H), 4.19 (m, 1H), 3.62-3.48 (m, 2H), 3.30-3.02 (m, 4H), 2.95 (s, 3H), 
2.48 (m, 1H), 2.35-2.08 (m, 2H), 1.98-1.63 (m, 7H), 1.63-1.18 (m, 9H), 1.03-0.88 (m, 
5 3H)o 

mMm5 (3) : 2 — >^P^:y;V-N- [1- (4- {4 

--f;i/] 7th7^ F - mm. 

10 TLC : Rf 0.62 (»^l/> : ^^^-;i/= 1 0 : 1) ; 

N M R (CD3OD) : d 7.55-7.46 (m, 2H), 7.29 (d,J = 9.0 Hz, 2H), 7. 10-7.00 (m, 4H), 
4.32-4.24 (m, 2H), 4.16 (m, 1H), 3.63-3.48 (m, 2H), 3.30-3.01 (m, 4H), 2.95 (s, 3H), 
2.40-2.08 (m, 4H), 2.00-1.60 (m, 8H), 1.60-1.10 (m, 7H), 1.10-0.90 (m, 5H) Q 

15 mmms (4) : n-^;v-3—>^u^.^>;v-n- [i - (4- {4 

TLC : Rf 0.64 «^fV> : ;i/= 10:1) ; 

NMR (CD3OD) : d 7.56-7.46 (m, 2H), 7.29 (d, J = 9.0 Hz, 2H), 7.10-7.00 (m, 4H), 
20 4.32-4.23 (m, 2H), 4.16 (m, 1H), 3.62-3.47 (m, 2H), 3.30-3.00 (m, 4H), 2.95 (s, 3H), 
2.50-2.03 (m, 4H), 2.02-1.84 (m, 2H), 1.82-1.60 (m, 5H), 1.60-1.10 (m, 10H), 
1.05-0.83 (m, 5H)o 

mMffl5 (5) : N-7>;i/-2 —>^D-\^>;i/-N- {1 - [ (3, 5 

25 1- {4- [ (^^;i/x;i/^;i^) 7^y] y^-M - 1 h 
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mm 

TLC : Rf 0.41 (^nn*;i/A : J— )l>= 10:1) ; 
NMR (CD 3 OD) : 6 0.91-1.06 (m, 2H), 0.98 (t, J=7.5 Hz, 3H), 1.14-1.83 (m, 13H), 
1.89-1.97 (m, 2H), 2.23 (d, J=6.5 Hz, 2H), 2.32-2.40 (m, 2H), 2.36 (s, 3H), 2.39 (s, 
5 3H), 3.04 (s, 3H), 3.12-3.29 (m, 4H), 3.61-3.71 (m, 2H), 4.25 (s, 2H), 4.27 (m, 1H), 
7.41 (d, J=9.0 Hz, 2H), 7.46 (d, J=9.0 Hz, 2H)o 

mmms (6) : n- ( 1 - {4- [4- (7^;xm^) y^j^i 

10 F7^F-« 

TLC : Rf 0.37 (^nn*JVA : M?;—JV= 10:1) ; 
NMR (CD 3 OD) : 6 0.91-1.04 (m, 2H), 0.98 (t, J=7.0 Hz, 3H), 1.12-1.99 (m, 15H), 
2.22 (d, J=6.5 Hz, 2H), 2.25-2.36 (m, 2H), 2.97-3.30 (m, 4H), 3.46-3.60 (m, 2H), 
4.10 (m, 1H), 4.29 (s, 2H), 7.13 (d, J=9.0 Hz, 2H), 7.17 (d, J=8.5 Hz, 2H), 7.55 (d, 

15 J=8.5 Hz, 2H), 7.90 (d, J=9.0 Hz, 2H)o 

(7) : N-^;i/-2 -^^D^S/;v-N- [1- ( {4' - 

[ (^^;i/x;i/^-;i/) T^y] tf^^-;v- 3 --r;v} ^^;i/) 

20 TLC : Rf 0.50 (#DP^;VA : ;V= 1 0 : 1) ; 

NMR (CD 3 OD) : <5 0.87-1.05 (m, 2H), 0.96 (t, J=7.0 Hz, 3H), 1.13-2.14 (m, 15H), 
2.21 (d, J=7.0 Hz, 2H), 2.25 -2.38 (m, 2H), 2.99 (s, 3H), 3.08 -3.28 (m, 4H), 3.54-3.65 
(m, 2H), 4.15 (m, 1H), 4.37-4.39 (m, 2H), 7.36 (d, J=9.0 Hz, 2H), 7.47 (d, J=7.5 Hz, 
1H), 7.57 (t, J=7.5 Hz, 1H), 7.67 (d, J=9.0 Hz, 2H), 7.74-7.82 (m, 2H)o 

25 

MMms (8) : N- {4- [4- ( {4- lrf^-)V (2—>^n^=^>;i/ 
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TLC : Rf 0.32 (^DD*M : ;V= 10:1) ; 

NMR (CD 3 OD) : <5 0.94 (t, J=7.0 Hz, 3H), 0.98-1.08 (m, 2H), 1.18-1.41 (m, 7H), 
5 1.53-1.80 (m, 8H), 2.24-2.49 (m, 4H), 2.96 (s, 3H), 3.05-3.21 (m, 6H), 3.70-3.81 (m, 
3H), 4.32 (d, J=13.0 Hz, 1H), 4.53 (d, J=13.0 Hz, 1H), 7.04 (d, J=9.0 Hz, 2H), 7.08 (d, 
J=8.5 Hz, 2H), 7.30 (d, J=9.0 Hz, 2H), 7.56 (d, J=8.5 Hz, 2H)o 

mnms (9) :N- [ (IS) -2-7^^-1- (^^n^>;Mf 
10 ;i/) -2 -^vo^v] -1- (4 - {4- [ ;i/) T 5. 

y] 7 3l j ^>^;v) tf U ^ > - 4 - * jv^V- ^ F - tfBffl 
TL C : Rf 0.34 (^nn*M : £%J— )]/= 4 : 1) ; 
NMR (CD3OD) : 6 0.84-1.06 (m, 2H), 1.13-1.41 (m, 4H), 1.55-2.14 (m, 11H), 
2.59 (m, 1H), 2.95 (s, 3H), 2.97-3.09 (m, 2H), 3.50-3.59 (m, 2H), 4.29 (s, 2H), 4.39 
15 (dd, J=9.5, 5.5 Hz, 1H), 7.03 (d, J=9.0 Hz, 2H), 7.06 (d, J=9.0 Hz, 2H), 7.29 (d, J=9.0 
Hz, 2H), 7.49 (d, J=9.0 Hz, 2H)o 

mMM5 (10) :N-{4-[4-({4-[(3S)-3- (5s?u^ 
3ri/>l*?-J]/) -2, 5 -VyfT^rVM^Vly- 1 ~-f;i/] fc°^'J^>-l 

20 — fM *9-Jl) 7xydr^3 F -WS8B. 

TLC : Rf 0.73 (^nn*M : J—)\s= 5 : 1) ; 
NMR (CD 3 OD) : 6 7.49 (brd, J = 8.7 Hz, 2H), 7.29 (brd, J = 9.0 Hz, 2H), 7.07 
(brd, J = 8.7 Hz, 2H), 7.03 (brd, J = 9.0 Hz, 2H), 4.44 (m, 1H), 4.29 (s, 2H), 4.04 (d, J 
= 16.8 Hz, 1H), 3.96 (t, J = 6.6 Hz, 1H), 3.83 (d, J = 16.8 Hz, 1H), 3.64 -3.52 (m, 2H), 

25 3.15 (m, 2H), 2.95 (s, 3H), 2.20-1.60 (m, 10H), 1.49 (m, 1H), 1.39-1.10 (m, 4H), 
1.09-0.80 (m,2H)o 
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m&M5 (11) : N — {4— [4— ( {4 — [4— frpu^S/friw 
tf?-;v) _2-^-drVt°^^^>- 1 If^.iJ^y- 1 — - (M 

5 TLC:0.45 (»^l/> : ^^^-;V= 1 0 : 1) ; 

N M R (CD 3 OD) : 6" 7.50 (d, J = 8.7 Hz, 2H), 7.29 (d, J = 8.7 Hz, 2H), 7.05 (d, J = 
8.7 Hz, 2H), 7.03 (d, J = 8.7 Hz, 2H), 4.50 (m, 1H), 4.26 (m, 1H), 4.23 (s, 2H), 4.14 
(m, 1H), 3.82-3.76 (m, 2H), 3.53-3.33 (m, 4H), 3.09-3.01 (m, 2H), 2.95 (s, 3H), 2.65 
(m, 1H), 2.19-1.88 (m, 4H), 1.79-1.70 (m, 5H), 1.49-1.21 (m, 5H) Q 

10 

mmm5 (12) :N-^;V-2-: i/?U^$/j)/-N- [1- (4- {2 

t^u^>-3--f;i/] T-fe bT^ F • i^g^ 

TLC : Rf 0.49 (^OD*M : ^^y— ;i/= 10:1) ; 
15 NMR (CDCI3) : 6 0.87-1.00 (m, 2H), 0.94 (t, J=7.5 Hz, 3H), 1.08-1.93 (m, 16H), 
2.11 (d, J=7.0 Hz, 2H), 2.25 (m, 1H), 2.45-2.64 (m, 2H), 3.02 (s, 3H), 3.18-3.37 (m, 
4H), 3.80 (s, 3H), 3.86-4.00 (m, 2H), 4.20 (dd, J=13.0, 4.0 Hz, 1H), 6.87-6.92 (m, 
3H), 6.99 (d, J=8.5 Hz, 1H), 7.13 (d, J=2.5 Hz, 1H), 7.55 (d, J=8.5 Hz, 2H), 7.83 (br s, 
1H), 11.87 (s, 1H) 0 

20 

mMmS (IS) :N-7^Jl/-2-*s?U^*s)l-N-l 1 - (4-{[(4 

-p<^;i/^ic-;v) T^y} ^>^;i/) tr^y 4 --r;i/] 

TLC : Rf 0.45 (^nn*M : J— JV= 10:1) ; 
25 NMR (CD3OD) : 6 0.89-1.06 (m, 2H), 0.96 (t, J=7.0 Hz, 3H), 1.12-2.09 (m, 15H), 
2.21 (d, J=7.0 Hz, 2H), 2.22-2.32 (m, 2H), 2.36 (s, 3H), 2.97 -3.27 (m, 4H), 3.41-3.54 
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(m, 2H), 4.11 (m, 1H), 4.18-4.20 (m, 2H), 7.21 (d, J=8.5 Hz, 2H), 7.29 (d, J=8. 5 Hz, 
2H), 7.36 (d, J=8.5 Hz, 2H), 7.69 (d, J=8.5 Hz, 2H)o 

mmms (14) : l- (4- (4- (N-^^n^^;!/^^*;^^ 
5 ;i/-N-^^;vx;i/7t-;i/7^y) 7^;**/) ^>^;i/) -4- (N- 

TLC : R f 0.82 (^nn^M : ^^y— 10:1) ; 
NMR (CD 3 OD) : 6 0.77-1.39 (m, 13H), 1.47-1.96 (m, 16H), 2.05 (d, J=7.0 Hz, 
10 2H), 2.22 (d, J=7.0 Hz, 2H), 2.24-2.41 (m, 2H), 3.04-3.26 (m, 4H), 3.48 (s, 3H), 
3.51-3.65 (m, 2H), 4.13 (m, 1H), 4.31-4.33 (m, 2H), 7.13 (d, J=9.0 Hz, 2H), 7.18 (d, 
J=8.5 Hz, 2H), 7.38 (d, J=9.0 Hz, 2H), 7.56 (d, J=8.5 Hz, 2H) D 

mmms ( 1 5) : 4- (4- { [4- (4-7d^>^;i/) tf^-u p 
15 >-i-^;v] ^mmm-mmm. 

TLC : Rf 0.35 (^DD*M : J— ;v= 10:1) ; 
NMR (DMSO-dg) : (5 1.83-2.15 (m, 4H), 2.94-3.09 (m, 2H), 3.39-3.50 (m, 2H), 
3.65 (s, 1H), 4.31 (br s, 2H), 7.09 (d, J=9.0 Hz, 2H), 7.19 (d, J=8.5 Hz, 2H), 7.65 (d, 
J=8.5 Hz, 2H), 7.76 (d, J=8.5 Hz, 2H), 7.93 (d, J=8.5 Hz, 2H), 7.97 (d, J=9.0 Hz, 2H), 
20 10.52 (br s, 1H), 12.86 (br s, 1H) Q 

mmms (i6) : 4- [4- ({4- c (3 s) - 3- (s^n^^ 

25 TLC : R f 0.65 (^nn*M \ J — ;V= 5:1) ; 

NMR (CD3OD) : 6 8.04 (brd, J = 8.7 Hz, 2H), 7.59 (brd, J = 8.1 Hz, 2H), 7.17 
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(brd, J = 8.1 Hz, 2H), 7.07 (brd, J = 8.7 Hz, 2H), 4.46 (m, 1H), 4.34 (s, 2H), 4.05 (d, J 
= 17.1 Hz, 1H), 3.97 (dd, J = 6.6, 5.4 Hz, 1H) , 3.85 (d, J = 17.1 Hz, 1H), 3.68-3.53 
(m, 2H), 3.17 (m, 2H), 2.24-2.04 (m, 2H), 1.94 (m, 1H), 1.84-1.56 (m, 7H), 1.48 (m, 
1H), 1.38-1.08 (m, 4H), 1.08-0.80 (m, 2H) Q 

5 

mMm5 (17) : 5-^DD-2- {4- [ 1 - (3, h^>^ 

tf^U^>-4--r;i/] ^>^;i/} - 1 h — f > h*~ l a 
3 (2H) - aim 

TLC : Rf 0.48 : 10:1) ; 

10 N M R (CD3OD) : 6 7.86-7.81 (m, 2H), 7.33(d, J = 8.0 Hz, 2H), 7.23(d, J = 8.0 Hz, 
2H), 7.14(s, 1H), 7.06-7.01 (m, 3H), 4.78(s, 2H), 4.26(s, 2H), 3.88(s, 3H), 3.85(s, 3H), 
3.58-3.54 (m, 2H), 3.10-3.00 (m, 2H), 2.90(m, 1H), 2.10-1.90 (m, 4H) C 

mfi&M5 (18) : N-^;i/-2-$/^D^\^S>;i/-N- [1- (4-7 

TLC : Rf 0.82 (fflh*^U> : 10:1) ; 

N M R (CD3OD) : 6 7.50-7.37 (m, 4H), 7.18(t, J = 7.2 Hz, 1H), 7. 07-7.02(m, 4H), 
4.27(s, 2H), 4.15(m, 1H), 3.60-3.50 (m, 2H), 3.30-3.00 (m, 4H), 2.20-2.00 (m, 4H), 
2.00-1.80 (m, 2H), 1.80-1.40 (m, 8H), 1.40-1.10 (m, 5H), 1.00-0.90 (m, 2H), 0.97(t, J 
20 = 7.4 Hz, 3H) 0 

m&Wl5 (19) : 4- [4- ( {4- (is? n^SWl^-fc^V) 

r^y] tf^u^>-i— ijvy y*.;ir^-\ &mmm-mmm. 

T L C : R f 0.43 m<b^^-\y> : * *? J — ;V= 10:1) ; 
25 NMR (CD3OD) : 6 8.04(d, J = 8.3 Hz, 2H), 7.56(d, J = 8.3 Hz, 2H), 7.17(d, J = 
8.3 Hz, 2H), 7.07(d, J = 8.3 Hz, 2H), 4.31(s, 2H), 4.16(m, 1H), 3.60-3.50 (m, 2H), 
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3.30-3.00 (m, 4H), 2.20-2.00 (m, 4H), 2.00-1.80 (m, 2H), 1.80-1.40 (m, 8H), 
1.40-1.10 (m, 5H), 1.00-0.90 (m, 2H), 0.97(t, J = 7.0 Hz, 3H)o 

^WJ5 (2 0) : N-^;i/-2-^^n^\dr^;i/-N- {1- [ (3, 

5 5 l -y i H-t°^v— ;b- 4 -4 jv) tr^ 

U^>-4 — f;i/} T-fe F • 2i»i& 

TLC : Rf 0.47 (^fb^l/> : p<^y— ;i/= 10:1) ; 
NMR (CD 3 OD) : 6 7.58-7.45(m, 5H), 4.24(s, 2H), 4.15(m, 1H), 3.60-3.50 (m, 
2H), 3.30-3.00 (m, 4H), 2.37(s, 3H), 2.36(s, 3H), 2.40-2.10 (m, 4H), 2.00-1.80 (m, 
10 2H), 1.80-1.40 (m, 8H), 1.40-1.10 (m, 5H), 1.00-0.90 (m, 2H), 0.98(t, J = 7.4 Hz, 3H) < 

mmms (21) : n-:/^;i/-2— ^d^^^^-n- (1- { [1- 

(4-bh"D^^7x-;i/) -3, 5-^^;V-lH-lf7^-;i/-4- 

-f;i/] fcr^u^>-4--r ;v) 7-feh7^ J* • 2j^i^ 

15 TLC : Rf 0.37 (mh*^V> : 1 0 : 1) ; 

NMR (CD 3 OD) : 6 7.26(4 J = 9.0 Hz, 2H), 6.92(d, J = 9.0 Hz, 2H), 4.24(s, 2H), 
4.15(m, 1H), 3.70-3.60 (m, 2H), 3.30-3.00 (m, 4H), 2.37(s, 3H), 2.32(s, 3H), 
2.40-2.20 (m, 4H), 2.00-1.80 (m, 2H), 1.80-1.40 (m, 8H), 1.40-1.10 (m, 5H), 
1.00-0.90 (m, 2H), 0.98(t, J = 7.4 Hz, 3H) 0 

20 

mmm5 (22) .• n- {4- [4- ( {4- [4- ^>^u^^>jv^;v 

•tf—jv) t°^^^>-i — r;v] u°^>;^>- 1 ;i/> ^^;i/) 
>>] 7i-;i/} ^>^;i/^>T^ K • 2mmM 
TLC : Rf 0.59 (mh*^U> : 5:1); 
25 NMR (CD 3 OD) : 6 1.21-1.49 (m, 6H), 1.70-1.98 (m, 10H), 2.20-2.35 (m, 2H), 
2.60-2.70 (m, 2H), 2.95 (s, 3H), 2.95-3.23 (m, 4H), 3.55-3.80 (m, 4H), 4.28 (s, 2H), 
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7.03 (d, J = 8.5 Hz, 2H), 7.06 (d, J = 8.5 Hz, 2H), 7.29 (d, J = 8.5 Hz, 2H), 7.49 (d, J 
= 8.5 Hz, 2H) 0 

mmms (23) : n- {4- [4- ( {4- [5- 

5 -2, [2.2.1] b - 2 — f tf ^ V V 

TLC : Rf 0.46 (M\h^^-\y> : 5 : 1) ; 

NMR (CD3OD) : 6 1.15-1.49 (m, 6H), 1.60-1.98 (m, 10H), 2.35-2.88 (m, 6H), 
10 2.95 (s, 3H), 3.08-3.72 (m, 4H), 3.89 (d, J = 9.5 Hz, 1H), 4.04 (s, 2H), 4.62 (d, J = 
22.5 Hz, 1H), 7.01 (d, J = 8.7 Hz, 2H), 7.02 (d, J = 8.7 Hz, 2H), 7.28 (d, J = 8.7 Hz, 
2H), 7.42 (d, J = 8.7 Hz, 2H) Q 

"0mm 5 (2 4) : 2 -^>^P^>;v-N- [1- (4- {4- [ 

TLC : R f 0.46 (ffiib* ^ V > : * $ J — ;i/= 10:1) ; 
NMR (CD3OD) : 6 0.89-1.00 (m, 2H), 1.21-1.29 (m, 3H), 1.68-1.71 (m, 8H), 2.03 
(d, J = 6.9 Hz, 2H), 2.11 -2.16 (m, 2H), 2.95 (s, 3H), 3.06 -3.14 (m, 2H), 3.49-3.53 (m, 
20 2H), 3.90 (m, 1H), 4.27 (s, 2H), 7.03 (d, J = 8.7 Hz, 2H), 7.06 (d, J = 8.7 Hz, 2H), 
7.29 (d, J = 8.7 Hz, 2H), 7.47 (d, J = 8.7 Hz, 2H) Q 

mMMS (2 5) : 2-^^d^>;v-n- [1- (4-:7^y^>^> 

25 TL C : Rf 0.62 «^?V> : *$J— )V= 1 0 : 1) ; 

NMR (CD3OD) : <5 0.90-1.00 (m, 2H), 1.13-1.29 (m, 3H), 1.67-1.78 (m, 8H), 2.03 
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(d, J = 6.9 Hz, 2H), 2.12-2.15 (m, 2H), 3.05-3.13 (m, 2H), 3.49-3.53 (m, 2H), 3.90 (m, 
1H), 4.27 (s, 2H), 7.02-7.08 (m, 4H), 7.18 (m, 1H), 7.37-7.42 (m, 2H), 7.46-7.50 (m, 
2H)o 

5 mMffl5 (2 6) : 2 — >^D^\^>;i/-N- {1 - [ (3, 

- l l H-b:^./— ;i/-4 — f;i/) t?^U^>-4 - 

TLC : Rf 0.40 (l^^VV : ;V= 10:1) ; 

NMR (CD3OD) : 6 0.91-1.02 (m, 2H), 1.14-1.34 (m, 3H), 1.69-1.85 (m, 8H), 2.05 
10 (d, J = 6.9 Hz, 2H), 2.13-2.19 (m, 2H), 2.36 (s, 3H), 2.38 (s, 3H), 3.14-3.24 (m, 2H), 
3.61-3.66 (m, 2H), 3.93 (m, 1H), 4.25 (s, 2H), 7.45-7.60 (m, 5H) C 

mmm5 (27) : N- {4- [4 - ( {4 - [ (5S) - 5- ($/*P^ 
-1 — fV7Dtf;i/-3, 6 - ^Vlf^7^> - 2 --f 

15 ;]/] tf^.»;^>- l ^y^] ^<^>x;v^ 

TLC : Rf 0.69 (^Dn*M : — ;i/= 5 : 1) ; 

NMR (CD3OD) : (5 0.80-2.36 (m, 24H), 2.95 (s, 3H), 3.04 (m, 1H), 3.46-3.69 (m, 
3H), 3.78-4.12 (m, 3H), 4.26 (brs, 2H), 7.00-7.18 (m, 4H), 7.26-7.34 (m, 2H), 
20 7.40-7.48 (m, 2H)o 

mmm5 (28) : N- {4- [4- ( {4- [ (5 S) - 5- 0>^D-\ 
3^>;i/^;i/) -l - (2 h^->^^;i/) - 3, 6 -s^^vt!^^ 

25 #>x;i/*>r^ f • wmm. 

TLC : Rf 0.67 (^DD*M : p<^y— ;i/= 5 : 1) ; 



79 



WO 2004/080966 



PCT/JP2004/003333 



NMR (CD3OD) : 6 0.80-2.32 (m, 21H), 2.95 (s, 3H), 2.84-3.02 (m, 3H), 3.40-3.60 
(m, 4H), 3.80-4.14 (m, 3H), 4.26 (brs, 2H), 7.00-7.14 (m, 4H), 7.21-7.32 (m, 2H), 
7.41-7.52 (m, 2H) Q 

5 mMM5 (29) :N- {4- [4- ( {4- [ (5S) -5- ,(^D-\ 

f • mmm 

TL C : Rf 0.64 (^DD*M : 5:1) ; 

10 NMR (CD3OD) : 6 0.96 (m, 1H), 1.12-1.36 (m, 3H), 1.44-2.38 (ra, 14H), 2.95 (s, 
3H), 2.98 (m, 2H), 3.36 (brs, 3H), 3.42-3.60 (m, 2H), 3.86-4.34 (m, 2H), 4.25 (brs, 
2H), 6.98-7.08 (m, 4H), 7.24-7.30 (m, 2H), 7.40-7. 52 (m, 2H) Q 

Mi#l5 (3 0) : N- {4- [4- ( {4- [ (5 S) - 1 -^>^;i/- 

15 5- (^^D^^;i/p<^-;i/) -3, 6 -^dpvtr^.^^>-2 — r;v] 
K h* • 

TLC : Rf 0.78 (^DD*M : p<^y— ;i/= 5 : 1) ; 
NMR (CD 3 OD) : 6 0.80-2.40 (m, 18H), 2.95 (s, 3H), 3.44-3.56 (m, 3H), 3.79 (m, 
20 1H), 4.02-4.30 (m, 4H), 5.22 (m, 2H), 7.00-7.08 (m, 4H), 7.24-7.40 (m, 6H), 
7.40-7.50 (m, 3H) G 

MMffl5 (31) : (3S) - 3- U^SyJV^ ^JV) -l-^VT* 

nb°;i/-6- [l - (4-7i;^>i;;i/) tf^U ^>-4--r;i/| h° 
25 ^7^>-2, 5 -fflBI 

TL C : Rf 0.84 (^DD^l/A : jA^J—j]y= 5:1) ; 
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NMR (CD 3 OD) : 6 0.80-2.38 (m, 24H), 3.03 (m, 2H), 3.46-3.70 (m, 3H), 
3.76-4.10 (m, 2H), 4.26 (brs, 2H), 7.00-7.06 (m, 4H), 7.19 (m, 1H), 7.36-7.58 (m, 
4H)o 

5 mnm5 (3 2) : (3S) - 3- (^n-^>;v^;i0 -1- (2- 
* h^>^;v) -6- [l- (4-7^=^>^>^;i/) t°^>;^>-4 
— r;i/| tr^^>-2, -mmu. 

TL C : Rf 0.77 (^DD^l/A : )V= 5 : 1) ; 

NMR (CD3OD) : 6 0.80-1.10 (m, 2H), 1.12-2.10 (m, 16H), 2.16-2.62 (m, 2H), 
10 2.98-4.14 (m, 11H), 4.26 (brs, 2H), 7.00-7.10 (m, 4H), 7.18 (m, 1H), 7.30-7.54 (m, 
4H)o 

mmm 5 (3 3) : (3 s) -i-^>^;]/-3- (^n^r^v^;!/) 
-6 - [1- (4-7 3lJ tr^u ^>-4 --r fcT^$> 

15 >-2, 5 • 

TLC : Rf 0.86 (^Dn*M : — ;i/= 5 : 1) ; 

NMR (CD3OD) : 6 0.84-2.40 (m, 18H), 2.76-3.04 (m, 2H), 3.42-3.60 (m, 2H), 
3.78 (m, 1H), 4.10 (m, 1H), 4.16 -4.34 (m, 3H), 5.20 (m, 1H), 6.98 -7.14 (m, 4H), 7.19 
(m, 1H), 7.20-7.52 (m, 9H)o 

20 

mMM 5 (34) : (3S) - 3- (^^da^>>;^^;1/) -6- {1 - 
[(3, 5-^f;v-l-7x-;i/-iH-if7^-;v-4-'f;i/) ^f- 

25 TLC : Rf 0.74 (^nn*M : ^^7—;V=5 : 1) ; 

NMR (CD3OD) : 6 0.84-2.36 (m, 24H), 2.36 (brs, 3H), 2.38 (brs, 3H), 3.04-3.24 
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(m, 2H), 3.60-4.10 (m, 5H), 4.25 (bra, 2H), 7.40-7.60 (m, 5H) 0 

mMM5 (3 5) : (3S) -3- U^**/ ))/*?•))/) -6- { 1 - 

[ (3, 5-^^;i/- l l H-e^^— ;v-4 — f;v) ^ 

TLC : Rf 0.74 (^DD*M : ^^y— ;i/= 5 : 1) ; 

NMR (CD 3 OD) : 6 0.84-2.40 (m, 18H), 235 (m, 6H), 3.00 (brs, 3H), 3.09 (m, 

2H), 3.56-3.70 (m, 2H), 3.82-4.12 (m, 2H), 4.24 (brs, 2H), 7.40-7.60 (m, 5H)o 

10 

mmms (36) : (3 s) -3- ($y^D^^;k?<^;]/) -6- {i - 
[ (3, 5-^^^;v- l -7rc-;i/- i H-tf^v*— ;i/-4-^;v) 
b'^>;^>-4 — y - i - (2-* h^y^jv) \f^^>-2, 

5 • UMM 

15 TL C : Rf 0.74 (^DD*M : — )V= 5 : 1) ; 

NMR. (CD 3 OD) : <5 0.80-2.40 (m, 18H), 2.35 (brs, 3H), 2.38 (brs, 3H), 3.00-3.20 
(m, 3H), 3.33 (s, 3H), 3.49-3.72 (m, 4H), 3.88-4.16 (m, 3H), 4.25 (brs, 2H), 7.40-7.62 
(m, 5H) 0 

20 mM@}5 (3 7) : N -7*^)1- 1- ( 4 -7 ^>^>^;i/) b^U^ 
>-4-#;v^3ri^ H -ttftttl 

TLC:Rf 0.58 (^DD*M : ^^;-;i/= 1 0 : 1) ; 
NMR (CD 3 OD) : 6 0.92 (t, J = 7.2 Hz, 3H), 1.28-1.52 (m, 4H), 1.82-2.05 (m, 4H), 
2.49 (m, 1H), 2.98-3.07 (m, 2H), 3.16 (t, J = 7.0 Hz, 2H), 3.52-3.56 (m, 2H), 4.28 (s, 
25 2H), 7.02-7.06 (m, 4H), 7.18 (t, J = 7.5 Hz, 1H), 7,37-7.42 (m, 2H), 7.48 (d, J = 8.7 
Hz, 2H)o 
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mrnms (3 8) :N- (^n^^i/^;]/) -l - (4-7^y^>> 

TLC : Rf 0.64 (^DD*M : ;y== 10:1) ; 

5 NMR (CD3OD) : d 0.86-0.97 (m, 2H), 1.15-1.28 (m, 4H), 1.46 (m, 1H), 1.60-1.78 
(m, 4H), 1.89-2.05 (m, 4H), 2.52 (m, 1H), 3.00 (d, J = 7.2 Hz, 2H), 3.00 -3.07 (m, 2H), 
3.51-3.56 (m, 2H), 4.29 (s, 2H), 7.01-7.06 (m, 4H), 7.18 (m, 1H), 7.37-7.42 (m, 2H), 
7.49 (d, J = 8.7 Hz, 2H) Q 

10 mMM 5 (3 9) : N-^;i/-N- (^^U^iyJV^^JV) -1- (4 
-7^y#i/^>^;i/) t°^U^>-4-#;v^f-tf-~- h* -ffigm. 
TLC : R f 0.71 (^DD*M : J — ;i/= 10:1) ; 
NMR (CD3OD) : <? 0.89-1.00 (m, 5H), 1.18-1.71 (m, 13H), 1.92-2.00 (ra, 5H), 
2.92-3.55 (m, 6H), 3.51-3.55 (ra, 2H), 4.28 (s, 2H), 7.02-7.07 (m, 4H), 7.18 (t, J = 

15 7.2 Hz, 1H), 7.37-7.42 (m, 2H), 7.47 (d, J = 8.4 Hz, 2H)o 

mmms (4 0) : 1 -^>^;i/-4- { [1- (4-7i;^>^;i/) 

TL C : Rf 0.59 (^PD*M : J— )V= 10:1) ; 
20 NMR (CD3OD) : 6 1.90-2.10 (m, 4H), 3.00-3.60 (m, 12H), 4.30 (s, 2H), 4.39 (s, 
2H), 4.63 (m, 1H), 7.02-7.06 (m, 4H), 7.18 (t, J = 7.0 Hz, 1H), 7.37-7.42 (m, 2H), 
7.48-7.58 (m, 7H)o 

mmms (4 n : 1- -4 - { n - (4-7 

25 iy 3^>^>^;i/) tf^.U^>-4-^;i/] tf^^> • 2^ 
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T L C : R f 0.62 (^DD*jVA : J — ;i/ = 10:1) ; 
NMR (CD 3 OD) : 6 1.02-1.43 (m, 5H), 1.70-2.01 (m, 10H), 3.03(d, J = 6.6 Hz, 
2H), 3.03-3.69 (m, 12H), 4.31 (s, 2H), 4.59 (m, 1H), 7.02-7.07 (m, 4H), 7.18 (t, J = 
7.5 Hz, 1H), 7.37-7.42 (m, 2H), 7.50 (d, J = 8.7 Hz, 2H)o 

5 

H»J5 (4 2) :N-^;V-1- (4- {4- [ 

TL C : Rf 0.26 (^nn^VA : J — ;i/= 10:1) ; 
NMR (CD3OD) : 6 0.92 (t, J = 7.2 Hz, 3H), 1.30-1.52 (m, 4H), 1.84-2.04 (m, 4H), 
10 2.48 (m, 1H), 2.95 (s, 3H), 2.95-3.07 (m, 2H), 3.16 (t, J = 7.2 Hz, 2H), 3.51-3.56 (m, 
2H), 4.28 (s, 2H), 7.02-7.08 (m, 4H), 7.29 (d, J = 9.0 Hz, 2H), 7.47 (d, J = 8.7 Hz, 
2H) 0 

mmm 5 (4 3) :N- typu^*/)]/**-)]/) -1- (4- {4- [ 
15 )]/) 7^ y] y^j ^->} tr^u p>- 4 

TLC : Rf 0.28 (^nn^l/A : ;i/= 10:1) ; 

NMR (CD3OD) : 6 0.85-1.00 (m, 2H), 1.15-1.46 (m, 5H), 1.65-2.13 (m, 8H), 2.49 
(m, 1H), 2.95 (s, 3H), 3.00 (d, J = 7.0 Hz, 2H), 3.00 -3.06 (m, 2H), 3.52-3.56 (m, 2H), 
20 4.28 (s, 2H), 7.02-7.08 (m, 4H), 7.29 (d, J = 8.7 Hz, 2H), 7.47 (d, J = 8.4 Hz, 2H)o 

mmm5 (4 4) :N-:/^;i/-N- 0>^n^3^>;i/^;p) - l - (4 
- {4- [ r^y] 7xy^j/} tr^ys* 

>- 4 K • affifitt 

25 TL C : Rf 0.45 (^DDtJVI/A : ^<#y— ;i/= 1 0 : 1) ; 

NMR (CD 3 OD) : 6 0.89-1.00 (m, 5H), 1.21-2.00 (m, 18H), 2.95 (s, 3H), 3.00-3.36 
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(m, 6H), 3.51-3.54 (m, 2H), 4.27 (s, 2H), 7.02-7.08 (m, 4H), 7.29 (d, J = 9.0 Hz, 2H), 
7.47 (d, J = 8.1 Hz, 2H) 0 

mMffl5 (4 5) : N- {4- [4- ( {4- [ ( 4 
5 -l--f;i/) b°^D 1 ^;v) 7^y^->] 7 

TLC : Rf 0.28 (^DD*M : p<^y— ;i/= 10:1) ; 
NMR (CD3OD) : <5 1.90-2.10 (m, 4H), 2.95 (s, 3H), 3.05-3.56 (m, 12H), 4.30 (s, 
2H), 4.39 (s, 2H), 4.63 (m, 1H), 7.02-7.08 (m, 4H), 7.29 (d, J = 9.0 Hz, 2H), 
10 7.47-7.55 (m, 7H) C 

mnm5 (46) : n- (4- {4- [ (4- { [4- o>^?n^^>;i^ 

^;p) 1 -- f;i/| jjjiTfs-ji} tf^u^>- 1 — f ;i/) 

15 TL C : Rf 0.30 (^DD$M : ;i/ = 10:1) ; 

NMR (CD3OD) : 6 1.05-1.43 (m, 5H), 1.70-2.01 (m, 10H), 2.95 (s, 3H), 3.03 (d, J 
= 6.9 Hz, 2H), 3.03-3.63 (ra, 12H), 4.31 (s, 2H), 4.59 (m, 1H), 7.02-7.08 (m, 4H), 
7.29 (d, J = 9.0 Hz, 2H), 7.49 (d, J = 8.7 Hz, 2H) Q 

20 mmm 5 (4 7) : l - is/tu^**/)]/*^)),) -4 - [1- (4-7 x. 
y 3^>^>^;i/) P>-4 --Y;i/] tf<^^>- 2 -jjJVtf^m. ' 3 

T L C : R f 0.07 (^ DD^jVA \ J —11 : ffiM= 10:1:1) ; 
NMR (CD 3 OD) : 6 1.01-1.11 (m, 2H), 1.19-1.41 (m, 4H), 1.66-2.02 (m, 8H), 
25 2.19-2.31 (m, 2H), 2.97-3.37 (m, 8H), 3.45-3.64 (m, 3H), 3.80 (m, 1H), 4.29 (s, 2H), 
4.35 (s, 1H), 7.01-7.06 (m, 4H), 7.18 (t, J=8.0 Hz, 1H), 7.39 (t, J=8.0 Hz, 2H), 7.52 (d, 
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J=9.0 Hz, 2H) 0 

mMffl5 (4 8) : l-^>^;i/-4- [1- (4 -7rcy 

5 TLC : Rf 0.05 (^DD*M : ;i/ : ffsffi= 10:1:1) ; 

NMR (CD 3 OD) : 6 1.86-2.03 (m, 2H), 2.15-2.27 (m, 2H), 2.86-3.62 (m, 11H), 
4.13-4.35 (m, 4H), 4.57 (d, J=12.5 Hz, 1H), 7.01 -7.06 (m, 4H), 7.18 (t, J=7.5 Hz, 1H), 
7.39 (t, J=8.0 Hz, 2H), 7.45-7.56 (m, 7H) Q 

10 mM$}5 (4 9) : 1- (^ n-~x^>;v -;i/) -4- [1- (4- 

TL C : Rf 0.14 (^DD*JI/A : ^^y— ;p : gf&= 10:1:1) ; 
NMR (CD 3 OD) : 6 1.22-1.57 (m, 5H), 1.67-1.85 (m, 5H), 2.06-2.78 (m, 5H), 
15 2.96-3.23 (m, 4H), 3.46-3.70 (m, 5H), 4.08 (m, 1H), 4.31 (m, 1H), 4.33 (s, 2H), 5.53 
(s, 1H), 7.02-7.07 (m, 4H), 7.18 (t, J=7.5 Hz, 1H), 7.36-7.42 (m, 2H), 7.54 (d, J=8.5 
Hz, 2H) 0 

fff£S#15 (5 0) : l-^>V*-r;V-4- [1- (4-7 ^;3rt/^>V>)\,) 

20 b°^u^>-4--f;v] \f^i?>-2--tv)stf>m. • 2mmm 

T L C : R f 0.09 (^DD*M : * $ J —JV : WW.= 10:1:1) ; 
NMR (CD 3 OD) : 6 1.92-2.41 (m, 4H), 2.87-3.95 (m, 11H), 4.31 (s, 2H), 5.53 (s, 
1H), 7.02-7.07 (m, 4H), 7.18 (t, J=7.5 Hz, 1H), 7.36 -7.42 (m, 2H), 7.45-7.54 (m, 7H)o 

25 MMmS (5 1) :4- U^%- - 2 -A^JV- 1 - [1 

- (4-7i;^>^) t^.u^>-4— r;i/] tr^^>- 3^ 



86 



WO 2004/080966 



PCT/JP2004/003333 



T L C : Rf 0.18 (^DD*M : y^y — ;i/= 10:1) ; 
NMR (CD 3 OD) : 6 0.97-1.13 (m, 2H), 1.20-1.44 (m, 3H), 1.55 (d, J=6.5 Hz, 3H), 
1.65-1.95 (m, 6H), 2.08-2.47 (m, 4H), 3.10-3.28 (m, 4H), 3.40-4.21 (m, 10H), 4.33 (s, 
2H), 7.02-7.07 (m, 4H), 7.18 (t, J=7.5 Hz, 1H), 7.37 -7.42 (m, 2H), 7.53 (d, J=8.5 Hz, 
5 2H) 0 

mM$}5 (5 2) : 4-^>^;i/-2-^^;V- 1- [1- (4-7^y^ 

^ > v>)\>) t:°^ y *s > - 4 — f ^ > • 3 mst 

TLC : Rf 0.20 (^DD^A : y^y— ;v= 10:1) ; 
10 NMR (CD 3 OD) : 6 s 1.48 (d, J=6.5 Hz, 3H), 2.01-2.38 (m, 4H), 3.12-3.25 (m, 2H), 
3.38-3.72 (m, 8H), 3.92 (br s, 2H), 4.31 (s, 2H), 4.41 (d, J=13.0 Hz, 1H), 4.47 (d, 
J=13.0 Hz, 1H), 7.01-7.06 (m, 4H), 7.18 (t, J=7.5 Hz, 1H), 7.36-7.42 (m, 2H), 
7.49-7.53 (m, 5H), 7.58-7.62 (m, 2H) G 

15 mMM5 (53) : 4- (^>^D^i/;^^^^) - 2 -*?-;i- 1- 

[l- (4-7 tr-^y ^>-4--f;i/] tr^^> ■ 2 

TLC : Rf 0.38 (^DD^M : y^y— ;v = 10:1) ; 
NMR (CD 3 OD) : 6 1.16-1.57 (m, 8H), 1.66-1.84 (m, 5H), 2.05-2.75 (m, 5H), 
20 3.00-4.73 (m, 12H), 4.33 (s, 2H), 7.01 -7.07 (m, 4H), 7.18 (t, J=7.5 Hz, 1H), 7.36 -7.42 
(m, 2H), 7.53 (d, J=8.5 Hz, 2H) 0 

(5 4) : 4-^>^;i/-2-^^l/-l- [1- (4-7x^ 

3r^>^;i/) t ^y^>-4—f;v] • 2mmm 

25 T L C : R f 0.40 (^nD^jl/A : y $ J — )l>= 10:1) ; 

NMR (CD3OD) : 6 1.29-1.55 (br, 3 H, -Me), 2.07-2.54 (m, 4H), 3.09-4.17 (m, 
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12H), 4.33 (s, 2H), 7.01-7.07 (m, 4H), 7.18 (t, J=7.5 Hz, 1H), 7.36-7.42 (m, 2H), 
7.46-7.55 (m, 7H) Q 

##$J4 

5 N- (4- (4-lfX (2-^DDrc^-;i/) J 7^ 

4- (4 -*7-J]/XJ}/7fr— J 7z; ^>X7 > ;V^tl H (1.27 

g) (DV^f-fr-fcJVA-r* K (5mL) /WW (0.5mL) jgBftfc, N, N- 
tfX (2-^Dnif;V) (8 5 6mg) ^Ottlfil?10« 

10 #bfeo t#e.tLfe«t N h U 7>-fe h^Tk^-fb*^^ h >; r>A (31.39g) 
^PX-T^T— »lfe 0 HJS^tJ^7jC^5n^.s Sf^n^l/T 3 ©ft 
tBbfco Mffi'tl^^n^7jc (3 OmL) Tift#U M<^± h U n7A-e 

:mm^jv=5 : i) T?mmLT&T®mmm%m-tzmm.fc-&m 

15 (7 9 Omg) £f#fc 0 

T L C : R f 0.60 (^'DD tM/A : ^ J — ;i/= 9:1) ; 
NMR (CDC1 3 ) : 6 7.32 (brd, J = 8.4 Hz, 2H), 7.22 (brd, J = 8.7 Hz, 2H), 7.01 (brd, 
J = 8.7 Hz, 2H), 6.96 (brd, J = 8.4 Hz, 2H), 3.72 (s, 2H), 3.51 (t, J = 7.2 Hz, 4H), 3.00 
(s, 3H), 2.93 (t, J = 7.2 Hz, 4H) Q 

20 

mMMQ : 1- (4- (4-s<?-)lxjl*—)UT^J ^>^;v) 
-4- ( 1 h^->tDV^—JV^>^-J\/) h°^^> 

##m-ei^bfc^1§r#? (2 6 6mg) C^^fM;i/A7^ K (3m 
L) §itDL-;;i/n^^>^f;nxr;i' • mmU (1 17mg) 

25 x.tz.0 n^Mcmmz. v > (o.267mD hmmmo^whi-h 
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T3®Jtf|fflbfco MmW&ma&ffi& (3 0mL) T^#U MMS/mi- h 

u^A7f«s«u aiSbT, ^T©«rts«[*^-ra*»giifli-&<» (2 iom 

TL C : Rf 0.67 (^nn*M : p<^y— )l= 9:1) ; 
5 NMR (CDCI3) : 6 7.32-7.24 (m, 2H), 7.20 (brd, J = 9.0 Hz, 2H), 6.98 (brd, J = 9.0 
Hz, 2H), 6.94 (brd, J = 9.0 Hz, 2H), 3.72 (s, 2H), 3.69 (s, 3H), 3.15 (dd, J = 4.8, 3.6 
Hz, 1H), 3.00 (s, 3H), 2.70-2.36 (m, 8H), 1.80-1.18 (m, 6H), 0.89 (t, J = 5.4 Hz, 3H) Q 

nmmi : 2- [4- (4- {4- [ (^^-JVXJV^-JV) 7xy 

10 1 — ^v>m • zmmm. 

/CH 3 




mMM 6 T*f# b ftftih-em (2 1 Omg) cDa^y— ;V (5mL) 
2 N7_RIHt;^- h U ^A^rt (0.215 mL) &inj*.*t 4 0°CT— HfejS^Ufeo M 

©4»tt«t*#-rS*»^ti^«l (141.6m g) £f#fc 0 
TLC:Rf 0.55 (^DD^VA : ^^^-;i/=5 : 1) ; 
NMR (CD 3 OD) : <? 7.53 (brd, J = 8.7 Hz, 2H), 7.29 (brd, J = 9.0 Hz, 2H), 7.06 
(brd, J = 8.7 Hz, 2H), 7.03 (brd, J = 9.0 Hz, 2H), 4.37 (s, 2H), 3.75 (brt, J = 6.3 Hz, 
20 1H), 3.56-3.34 (m, 8H), 2.95 (s, 3H), 1.92-1.80 (m, 2H), 1.48-1.32 (m, 4H), 1.00-0.86 
(m, 3H) 0 
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rnmms : N-^n^^V- 2- [4- (4- {4- [ (^;K*;i/^ 

^ k • 2mmm 

5 mmi'Cimvitfc&to (46.7mg) ©^^vsM/Ats h (2m l) 

mm^s *s?U^3r*/)VT^> (16.8 JUL L) s 1-^^-3- [3- 

w^y) rntvi/] 5. F -mmM. (28.2mg) ^J^i-t h* 

D^>^hU7^-;i/ (19.87mg) SJO^Tx Sfifct- lfta»bfc, 
10 ^^y-;i/=9 : 1) fill, tStiOMI^b^ J^T©tJttftt£ 

*f S^SiflS-^ (22.7m g) ^f#feo 
TL C : Rf 0.75 (^DD*M : — ;V= 5 : 1) ; 

NMR (CD3OD) : 6 7.49 (brd, J = 8.7 Hz, 2H), 7.29 (brd, J = 9.0 Hz, 2H), 7.05 
(brd, J = 9.0 Hz, 2H), 7.02 (brd, J = 8.7 Hz, 2H), 4.30 (s, 2H), 3.68 (m, 1H), 3.50-3.00 
15 (m, 8H), 2.95 (s, 3H), 1.90-1.58 (m, 8H), 1.44 -1.12 (m, 9H), 0.92 (brt, J = 7.5 Hz, 
3H)o 

Hi 9(1) ~mnm 9 ( 3 ) 

4- (4-^m;i/^7^7iy^» ^>X7^rt b\ £fc 
20 i±4 - ( 4 - ^ ^;M;i/tol/7 ^ 7 7 xy df.^>) ^>X7Jl/rt Koftfc 

iiDL-y;vn^^>^ x ^;i/©ft; t» t> fcfflii -r £ 7^7 

25 fimt^ JSiLTfc^-r*»?IWl^»*#fco 
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(1) : N- (^ytJ^iyJV^^-JV) -2- [4 - (4 - {4- 

TLC :Rf 0.82 (^nn^M : ^^;-;V=5 : 1) ; 
5 NMR (CD 3 OD) : 6 7.53 (brd, J = 8.7 Hz, 2H), 7.29 (brd, J = 9.0 Hz, 2H), 7.06 
(brd, J = 9.0 Hz, 2H), 7.03 (brd, J = 8.7 Hz, 2H), 4.37 (s, 2H), 3.61 (m, 1H), 3.60-3.28 
(m, 8H), 3.15 (dd, J = 7.5, 15.0 Hz, 1H), 2.99 (dd, J = 7.5, 15.0 Hz, 1H), 2.95 (s, 3H), 
1.90-1.62 (m, 6H), 1.5 8-1.16 (m, 9H), 1.04-0.88 (m, 2H), 0.93 (t, J = 7.2 Hz, 3H) Q 

10 mMM9 (2) : N-Sy^D^^l/- 2 - [4- (4- {4- [ (*^Jl 
yjl^-;i) y] y^j^-t/} ^>^;i/) ^^i?>- l --f ^> 
^>T^ K • 2iMitJM 

TLC : Rf 0.78 (^DD^M : p<^y — ;v= 5 : 1) ; 
. NMR (CD 3 OD) : 6 7.52 (brd, J = 6.6 Hz, 2H), 7.29 (brd, J = 8.4 Hz, 2H), 
15 7.10-7.01 (m, 4H), 4.36 (brs, J = 2H), 3.69 (m, 1H), 3.60 -3.20 (m, 9H), 2.95 (s, 3H), 
1.92-1.70 (m, 6H), 1.65 (m, 1H), 1.46-1.14 (m, 7H), 0. 97 (t, J = 7.5 Hz, 3H)o 

mMM9 (3) :2-(4-{4-[4- (T^yyjv^-jv) y^y^y^ 

20 2 mmt& 

TLC : Rf 0.84 (^DD*M : y.yy—;i = 5 : 1 ) ; 
NMR (CD 3 OD) : d 7.90 (brd, J = 9.3 Hz, 2H), 7.63 (brd, J = 11.4 Hz, 2H), 7.18 
(brd, J = 11.4 Hz, 2H), 7.13 (brd, J = 9.3 Hz, 2H), 4.45 (s, 2H), 3.80-3.42 (m, 9H), 
1.96-1.56 (m, 7H), 1.46-1.18 (m, 10H), 0.93 (t, J = 7.2 Hz, 3H) Q 

25 
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1 -^>^;i/^-^^^;i/^— ;i/-4- (t - ^h^^^;v^-;i/T^y ) 

tf^U^>-4-*;V^>^ (2 9 7mg) ©^^;i^;i/AT^ F (2.5m 
L) ; mm^ 1 3 - [3- ^ D bVl/] #;i/stf 

5 ^^••I8JI(2 2 6mg), 4-N, N-^^V7UK^U^> 
(144mg) *«fcV*>^D^;M^7$> (0.15mL) £#n>tTs — 

10 =40:1-10:1) TfSU J^T©4WSffit**"rS«jS^b-&4»*»fco 
TLC : Rf 0.18 (^DD^^V : ^^y— ;v= 5 : 1) 0 

##$J6 : t - 4-^^D^\^^;i/^^;v^^y^;i/7^-;i/^^.i; 

15 5 tl^bfefb^tl©^ # y (3mL) b%J^Vf 

A^fjt ( 1 5mg) ^JD^feo M^M-^r%^7j<m#Hm"Fs lfii:t2ffl 

20 H^JIO : 1- (4- (4-^f;i/X;V^-;V7^ J 

;v) -4-S/^n^->;i/^^;i/T^y ^;i//}?-;v-4- (t-y>^->>^ 

##M6T^3tb^b^©^^^;i/*:;VAT^ F (5mL) N WfM (0.2 
mL) ^^^ N 4- (4-*^)VX)\/-fc—)]/TK;7^;3r->) ^>XT;i/ 
25 TtF (2 7 4mg) 43 £T» >J T-fe h ^>7ki^b*<^r>- h U r> A (2 4 
9mg) ££[1;^ ^t!— B^Jl#bfeo MJfo^l§rt7£}I$&U ->V 
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7A^D?b^77-f- (Stx^;i/:^^^-;i/=5 0 : 1~4 0 : 1) 
9 Omg) £f#fc 0 

TLC : Rf 0.49 (^DO^^> : J— ;v= 10:1) ; 
5 N M R (CD 3 OD) : (5" 7.35 (d, J = 9.0 Hz, 2H), 7.25 (d. J = 9.0 Hz, 2H), 6.98 (d, J = 
9.0 Hz, 2H), 6.96 (d, J = 9.0 Hz, 2H), 3.69 (s, 2H), 3.01-2.99 (m, 2H), 2.93 (s, 3H), 
2.88-2.85 (m, 2H), 2.53-2.44 (m, 2H), 2.16-2.02 (m, 4H), 1.75-1.64 (m, 6H), 1.43 (s, 
9H), 1.28-1.18 (m, 3H), 0.96-0.89 (m, 2H) C 

10 1 1 : 1- (4- ( 4 -^^;i/x;i/7js-;i/T^ J ~7^j dp$o 

> • 2iMi!i& 

IMfU 1 OTi^bfe-fb-a-^I ( 1 9 Omg) CD^h^H h*D77> (3m 
L) N (3mL) 4 NMb7j<mSt^^;i/7j<M (9m 

15 D ^ia^., ist-wbfeo ^ss-^^iftsgu &>T<Dyo&m&m 

TLC : Rf 0.35 mit^^U> : p<^y-;i/= 1 0 : 1) 0 

mmm 12(1) 12(2) 

20 m&Ml l^MBbfe^b^cD^^^;p^;i/AT^ K (3mL)/fti(o.i 
mL) mWti^ (o.03m L) N b U T-fe h ^^Tk^Yb^^^^ h U 

. -7A (i03mg) &in*^ lfit-»bfeo sis«-&4Sjfc**JnAs 

25 — (Sfffio:^-;i/ : p< * y — ;v : 5 0 : 1 ) „ m&femmZ U V ^ — 

(^nn^^> : 10:1) tim »SK:J: DffiBKSi: 
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mm 12 (l) :4- (r/^KP^y) -n- (^p^3^>;]/^;i/) 
-l - (4- {4 - [ 7i;^>} ^>^;v) 

5 b^U^>-4-^;i/^it^ K • 2&&2£ 



H 3 C^N^^ 
H 

TLC : Rf 0.48 Is > : J—)\,= 10:1) ; 

NMR (CD 3 OD) : 6 7.52 (d, J = 9.0 Hz, 2H), 7.29 (d, J = 9.0 Hz, 2H), 7.06 (d, J = 

9.0 Hz, 2H), 7.03 (d, J = 9.0 Hz, 2H), 4.34 (s, 2H), 3.70-3.56 (m, 3H), 3.20-2.79 (m, 

10 7H), 2.95 (s, 3H), 2.46-2.30 (m, 2H), 1.73-1.58 (m, 8H), 1.46-1.38 (m, 2H), 1.28-1.15 
(m, 3H), 1.05-0.95 (m, 2H), 0.97 (t, J = 7.2 Hz, 3H)o 

mmm 1 2 (2) :n- (s/^d^^;^^) -4- (^7^75^) 

-l - (4- {4- [ T^y] ^>^;i/) 

15 twj i?>- 4 - * 1* . 2 jtgffijtg 

TLC : Rf 0.46 0Hfb*^V> : ;i/ = 10:1) ; 

NMR (CD3OD) : d 7.54 (d, J = 8.7 Hz, 2H), 7.29 (d, J = 8.7 Hz, 2H), 7.05 (d, J = 
8.7 Hz, 2H), 7.03 (d, J = 8.7 Hz, 2H), 4.33 (s, 2H), 3.67-3.63 (m, 2H), 3.37-3.00 (m, 
8H), 2.95 (s, 3H), 2.84-2.80 (m, 2H), 2.64-2.51 (m, 2H), 1.84-1.57 (m, 10H), 
20 1146-1.17 (m, 7H), 1.05-0.92 (m, 2H), 0.98 (t, J = 7.2 Hz, 6H) Q 
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mmmi 3 : (2 s) - 2- { [4- [ (^jit^j) ^^-^ 

-1- (4 - {4 - [ (^T-jixji*— ;v) 7^y] y^y^-^} 
5 ft£ 

CH 3 




mm.M2-eMMVfc4h&m (2 0 Omg) (5.3 mL) «*tc N 

L-^>^n^Sy;i/T^— > (9i.4mg) N n-r/^W VS>Tr: b* (50.8// 
L) s NU^;VT^> (74.5^1,) &£UX.. 6 5°CiCT 1 2KF^#bfeo 
10 0°CK:#r£lJ U 4NM/fix^;« (0.3 mL) Sj)Ditl#U^ ii 

-r^mmih^m (102.2m g) 

T L C : R f 0.55 (^DD*M : — ;V= 9:1) ; 

.15 NMR (CD3OD) : 6 7.60-7.44 (m, 2H), 7.29 (brd, J = 9.0 Hz, 2H), 7.09-6.96 (m, 
4H), 4.31 (brs, 2H), 3.80-3.62 (m, 5H), 3.52-3.02 (m, 5H), 2.95 (s, 3H), 2.30-1.82 (m, 
2H), 1.80-1.40 (m, 11H), 1.40-1.10 (m, 6H), 1.04 -0.80 (m, 5H)o 



H»J14: l- (4- (4-^^;i/^;v^— ;i/7^y 7^J*^) ^>*J 
20 ;i/) b°^u^>-4-'i';vp<^y— ;i/ 

4-t^u^;i/p<#y— ;v d.og) 43j;tF4- (4 
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^7i;^» ^>X7;Prt H (2.53 g) ©^^fM;i/A75 F ( 1 0 

mL) mm^ mm (i.omD ^jp^ s ssiits^wbfeo 

h u r-fe h^>7kmib^m^ h v v& (2.75 g) ^mx 1 2Bt^tt#u^o 

M^Ml^K-Tk (2 0mL) s ftix^A (3 0mL) £in*.TtB#U » 
5 K^^;vi!3[ll^mbfeo *«Ui*«a«I^Je7jc (l 5mL) T^#U «< 

: M^^;i/= 1 : 1) -atMU ^TO«fii^-r^^0^b^ 
(2.40 g) £f#fc 0 

TL C : Rf 0.16 (^nn*M : p<#y — ;v= 5:1) ; 
10 N M R (CDC1 3 ) : 6 7.31-7.26 (m, 2H), 7.23 -7.00 (m, 2H), 7.02-6.92 (m, 4H), 3.50 
(d, J = 6.3 Hz, 2H), 3.47 (s, 2H), 3.00 (s, 3H), 2.98-2.86 (m, 2H), 1.97 (td, J = 11.7, 
2.7 Hz, 2H), 1.79-1.64 (m, 2H), 1.50 (m, 1H), 1.36-1.20 (m, 2H) Q 

MMM 1 5 : l- (4- ( 4 - ^ ^w;v*^;V7 ^ y 7 x y ^j/) 

mmm i 4 tiibfeit^ft (2.40 g ) ©mc^ ?i/>(2 omDSit, 

h iJx^;V7^ > (3.43 mL) , ^^^;VX;i/*^r^> K (l.99mL) ^Snx./co 

Rjfomz^Mihmm >; ^ >^ a.96g) tDDitiiat5^»ife 0 

20 ( 2 0mL) -£ift#U M7kWM±h WA^UM^ MUbfco #£>;txfc 
BS<fe^U^^;i/7J^A^7D-T VP"?? J — (^*V-> : WfM^J]/= 1 : 

1) &T(Dm&M%mT&^mmih&!®) (smg) &?#fc 0 

TL C : Rf 0.32 (7DD^A : ;]/= 5 : 1) ; 

NMR (CDC1 3 ) : 6 9.65 (d, J = 1.2 Hz, 1H), 7.32-7.24 (m, 2H), 7.24-7.18 (m, 2H), 
25 7.02-6.90 (m, 4H), 3.47 (s, 2H), 3.00 (s, 3H), 2.82 (m, 2H), 2.26 (m, 2H), 2.11 (m, 
2H), 1.90 (m, 2H), 1.71 (m, 2H) o 
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rnmmi e •. n- {4- [4- ( {4- c (5 s) - 1 -y^-jv- 5 - 

5 WM. 

o 




D^^77^> (3 9 6mg) N n-7^75> (0.140m L) $$&X$ 
2 -"E)V*V S V->T— K (0.179 m L) ;i/ ( 1 3 mL) 

10 $g$£t^ 6 5°CtT12W#tfc 0 BU&WLtemiMm. (0.5mL) ?t1&7L 2 
H$|g|i»#U Ilbfco mt*?-U> ( 1 5mL) N mith'J'i'At 
M (1 5mL) *ijnxrm#U Mb ^< 5^ 1/ > T- 2 HI Jfi tH b o W$§Jg£t& 
fP^7j< (1 5mL) -£$:#U h U ^ A Hlfe, 

t#5>tifeaSfc 1.25MBM/Bm^)imWL (2 OmL) £#D;LT7 0°C{:: 

15 XI 2B#r«#bfeo M«^ft^^;v^ija^ s 7jm£#U j^ffi7jC^^- 

h;<>a (1 5mD ^in^.t^#u ft^^;i/-e2|n|»ttibfeo mmm 

%mm^M7K (1 5mL) Tifc^U M<«± h U n> Mb 
feo f#£nfcB^£^U #W#^A^DV h^:7^ — (W^^;i/ : ^ 
^y-;i/=8 : 1) tllU m^i-«fc!3^^^bT> mTcD«fit^# 

20 -r^mm^rn (47o.4m g ) &nit 0 

T'LC : Rf 0.58 (^DD*M : ^^y— ;i/= 5 : 1) ; 
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NMR (CD 3 OD) : <5 7.48 (brd, J = 8.7 Hz, 2H), 7.29 (brd, J = 8.7 Hz, 2H), 
7.08-7.00 (m, 4H), 4.26 (s, 2H), 4.12 (m, 1 : 2H), 4.04-3.92 (m, 1H), 3.88 (d, J = 5.2 
Hz, 1 : 2H), 3.82 (d, J = 6.0 Hz, 1 : 2Hz), 3.80 (m, 1 : 2H ), 3.60-3.48 (m, 2H), 
3.08-2.78 (m, 3H), 2.95 (s, 3H), 2.34-2.10 (m, 1H), 2.10-1.44 (m, 13H), 1.40-1.12 (m, 
5 6H), 1.10-0.84 (m, 2H), 0.94 (t, J = 7.2 Hz, 3 : 2H), 0.93 (t, J = 7.2 Hz, 3 : 2H) Q 

mmm 1 6 ( 1 ) ~ ( 3 ) 

4^mmm 1 5^&g$j 1 6 ^mt ©i»w-r- ^ t j; d> 

^«60!ll 6 (1) : N- (4- {4- [ (4- { (5R) - 1 -7^)1-5 
15 - [ (R) -*/&w^**/J)/ (th*D^» - 3, 

2 — fM tf^.»;^>- 1 — f;i/) ^ y^y^} 7x- 

TLC : Rf 0.51 (7nD*M : J— ;i/= 5:1) ; 
NMR (CD 3 OD) : (5" 7.47 (brd, J = 9.0 Hz, 2H), 7.29 (brd, J = 9.0 Hz, 2H), 
20 7.07-7.00 (m, 4H), 4.25 (s, 2H), 4.18(m, 1H), 3.98-3.72 (m, 2H), 3.57-3.45 (m, 2H), 
3.26 (ra, 1H), 3.06-2.78 (m, 3H), 2.95 (s, 3H), 2.46-2.18 (m, 1H), 2.14-1.86 (m, 4H), 
1.86-1.48 (m, 7H), 1.44-0.82 (m, 8H), 0.94 (t. J = 7.2 Hz, 3H)o 

mmmi 6(2) : 4 - [4- ( {4- [ (5 s) - 5 - (>> 

25 pxn^* -3, 6-mv^7^>-2-^f;i/] K^'JS? 
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TLC : Rf 0.53 (^nn*M : ;i/= 5 : 1) ; 

NMR (CD 3 OD) : 6 8.04 (brd, J = 8.7 Hz, 2H), 7.54 (brd, J = 8.7 Hz, 2H), 7.16 
(brd, J = 8.7 Hz, 2H), 7.06 (brd, J = 8.7 Hz, 2H), 4.30 (s, 2H), 4.12 (m, 1/2H), 
4.05-3.92 (m, 1H), 3.92-3.76 (m, 3/2H), 3.61-3.46 (m, 2H), 3.10-2.78 (m, 3H), 
5 2.36-1.92 (m, 5H), 1.90-1.44 (m, 10H), 1.40-1.14 (m, 5H), 1.04-0.82 (m, 5H) 0 

mmmi 6 O) :4-{4-[(4-{(5R) -l-^;i/-5- [ (R) 
-*/&W^%-i/J\/ (th*D^» **f-)V\ - 3, 6-^t^V^7^>- 

10 TLC : Rf 0.39 (^nnWA : ^#7 — )]/= 5 : 1) ; 

NMR (CD 3 OD) : 6 8.07-8.00 (m, 2H), 7.60-7.46 (m, 2H), 7.17 (brd, J = 8.7 Hz, 
2H), 7.10-7.00 (m, 2H), 4.30 (s, 2H), 4.21-4.14 (m, 1H), 4.00-3.74 (m, 2H), 3.72-3.46 
(m, 2H), 3.26 (m, 1H), 3.09-2.84 (m, 3H), 2.50-2. 20 (m, 2H), 2.16-1.88 (m, 5H), 
1.88-1.48 (m, 6H), 1.44-0.84 (m, 10H) o 

15 

##$| 7 

l-^>^;P-4- [N- (2 h^>^J]s) t°^D^> 

l-^>P)W^Vi?> (5 g) 0^^f»A7^ K ( 1 
0 OmL) mmzi?* h^^T-fe h7;i/rh K (5.5mL) N h'j7-feh^> 
20 7jC^b^r>^hU^A (8.36 g) „ mm (l.5mL) *fiU?L^ -f&JI#Lfco 

A^nYh^77-f- (Six^;v : ^^y— ;i/=4 0:1 — 1:1) -£ff 
Mb. J^T©4Wt«**-rs««fli^» (2.74 g) £f#fco 
25 TLC : Rf 0.27 D n * & > : * # y — ;v= 5 : 1 ) 

NMR (CDC1 3 ) : 6" 7.31-7.20 (m, 5H), 4.46 (t, J = 5.5 Hz, 1H), 3.50 (s, 2H), 3.38 (s, 
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6H), 2.87-2.83 (m, 2H), 2.74 (d, J = 5.5 Hz, 2H), 2.45 (m, 1H), 2.07-1.98 (m, 2H), 
1.86-1.82 (m, 2H), 1.46-1.34 (m, 2H)o 

8 

5 l-^>^;i/-4- (N- (2 h^^cc^;i/) -N- (2-^>^Da 
^mTdmMVtc^m {U As) ©^^f-;^;i/A7^ K (3 0mL) 

^fc, 1-^^-3- [3- rnbvv] 

5. F 'iMMM (2.82g) „ 4-N, N-^^^;i/T^y (2.4g) £ 

io J;ti ? N-^^D^^>;v^;v^;i/^»;^> (2.0 g) £#n;t> — H^Sra^T 

izx$c& u MTkmmi- h vt>K ct^m Mitt bfco i# e> n^^s* * 

^'JMM7A^nY h^^^-Y— (It^^^V : — JV= 1 0 : 1) 

izxmmu Lxrommmz^ir zmmh-sm (1.45 g) &i#fc 0 

15 T L C : Rf 0.36 (ffiM^)l> : y# y — ;v= 10 : 1) „ 

###0 9 : 4- (N- (2 h^r-y^JV) -N- (2—>#n-\^> 

###!l 7 TMlbfeft-ntl (9 0 Omg) CD^^y-;i/ (8mL) 
20 7j<iHb^ ( 2 0 0 m g) tR^H^T^ 5 0 °CT* 3 B$ 

25 ^»J17 : 1- (4- (4-^^MM-;V7$y7iy^» 

jl) -4- (N- (2 -V* h^^SH/) -N- (2-^>^7D^dr>>;i/pb 
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10 



9 bfe-fb^rtJ (3 0 0mL) 0$;^^»A7^ H (5m 

L) /WW. (0.2m L) mWL^ 4- (4-^^fcJl/7^7x;Jr 
*y) ^>X7JVrt h* ( 2 7 0 mg) . h'J7th ^ikmih^m± h U 
£A (2 6 8mg) £fln;iU ^i3T-^#bfeo HJfo$ft£$ftl»U ^> U 
»*7A^nYh^777^- (H^c^l/ : ^^y— ;V= 3 0 : 1~1 

0:1) izxmmh, &T®mm%m-rzwMib-&m (2 2 3mg) 

fee 

T L C : R f 0.41 : * * y — ;i/= 10:1) ; 

NMR (CDCI3) : 6 7.29-7.21 (m, 4H), 6.99 (d, J = 9.0 Hz, 2H), 6.94 (d, J = 9.0 Hz, 
2H), 4.60 (t, J = 5.5 Hz, 1H), 4.20 (m, 1H), 4.13 (dd, J = 16.5, 4.0 Hz, 2H), 3.56 -3.33 
(m, 6H), 3.40 (s, 6H), 3.05-2.96 (m, 2H), 2.19-1.22 (m, 15H) C 



1 8 : N- {4- [4- ( {4- [4- (^>^n^^l/*M-;i/) 
15 - 2 - , 4-^bKDtf7^>-l (2H) — f;]/] tT^y^> 




mum 1 1 xmit^fcih-^mcD (9mL) l^$EJc:p-h;i/:r.> 

20 (2 Omg) ^iP^ N 1 0 0°Ctt3iFliDii#Lfcc *^#s 
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—;]y=3 0:1). mmmmw? y?^?^— (^nn^^> 
y-;i/=i5 : i) ttin, 'Bmz^^oum.uh^x, i&yvmmn*. 
^■t&^mm&m (20m g ) %mz 0 

5 TLC : Rf 0.78 (Mh^^uy : ;V= 1 0 : 1) ; 

NMR (CD 3 OD) : 6 7.50 (d, J = 9.0 Hz, 2H), 7.29 (d, J = 9.0 Hz, 2H), 7.06 (d, J = 
9.0 Hz, 2H), 7.03 (d, J = 9.0 Hz, 2H), 6.60 (d, J = 6.0 Hz, 1H), 5.86 (d, J = 6.0 Hz, 
1H), 4.58 (m, 1H), 4.30 (s, 2H), 4.27 (s, 2H), 3.61-3.57 (m, 2H), 3.20-3.12 (m, 2H), 
2.95 (s, 3H), 2.26-1.21 (m, 15H)o 

10 

mnmis (i) : 1- (i-^>^;n^u^>-4-^;io - 4- (-> 

^ n^->;i/^;^-;i/) -3, 4 Kd tf^^>- 2 ( 1 H) -yf> • 

TL C : Rf 0.53 (Il^fV> : ;b= 10:1) ; 

NMR (CD3OD) : 6 7.52 (s, 5H), 6.60 (d, J = 6.0 Hz, 1H), 5.84 (d, J = 6.0 Hz, 1H), 
4.58 (m, 1H), 4.33 (s, 2H), 4.27 (s, 2H), 3.6-3.56 (m, 2H), 3.22-3.14 (m, 2H), 2.69 (m, 
20 1H), 2.19-1.29 (m, 14H)o 

mmm 1 9 : 

Ef* : 4 - [4- ( {4- [ (E) - (4-7"D^7x-;i/) (^h^>4 

^y) p<^;i/] t"^u^>- i-^;v} p<^;v) &&mm-M 

25 WM. 

Zfa: 4- [4- ( {4- [ (Z) - (4-^D^7rc-;i/) (^h^w 



102 



WO 2004/080966 



PCT/JP2004/003333 



5(15) ^iSygbfeftii^J (912 mg) (10m 
L) mmz, tfU^> (5mL) ^^^O-x^l/tFD^r^T^MI 

5 (3 4 0mg) %13uz.3mmnmmw.hfco BmsMrm, £Hfom%mmv, 
7k&£TF2NmM%i)u%., mm^mzxm^hfco mmm^mmik^K^ 

(mt*3-U> : ^^y-;i/2 5 : 1) ttlSbm 4 NMl7j<ffiI^ 
^^;W§r^^SPx, «j»U J^TcD«4ffi^#1-^*BB^b-a-t> (Ef*: 4 
10 0 9 mg\ Zf*: 5 0 Omg) &#fe 0 
Ef£: 

TL C : Rf 0.37 (^DD*M : p<^y— ;i/= 10:1) ; 
NMR (CD 3 OD) : (5" 1.29 (t, J=7.0 Hz, 3H), 1.90-2.00 (m, 2H), 2.14-2.28 (m, 2H), 
2.86-2.96 (m, 2H), 3.38-3.48 (m, 3H), 4.16 (s, 2H), 4.18 (q, J=7.0 Hz, 2H), 7.02 (d, 
15 J=9.0 Hz, 2H), 7.11 (d, J=9.0 Hz, 2H), 7.36 (d, J=9.0 Hz, 2H), 7.50 (d, J=9.0 Hz, 2H), 
7.52 (d, J=9.0 Hz, 2H), 8.00 (d, J=9.0 Hz, 2H) C 
Zf* : 

TL C : Rf 0.35 (^DD*M : )V= 10:1) ; 

NMR (CD 3 OD) : 6 1.16 (t, J=7.0 Hz, 3H), 1.76-1.91 (m, 2H), 2.03-2.14 (m, 2H), 
20 2.89 (m, 1H), 3.02-3.11 (m, 2H), 3.50-3.58 (m, 2H), 4.03 (q, J=7.0 Hz, 2H), 4.31 (s, 
2H), 7.06 (d, J=9.0 Hz, 2H), 7.16 (d, J=9.0 Hz, 2H), 7.25 (d, J=9.0 Hz, 2H), 7.55 (d, 
J=9.0 Hz, 2H), 7.57 (d, J=9.0 Hz, 2H), 8.03 (d, J=9.0 Hz, 2H) Q 

mmM2 0 (1) ~HljfS#ll2 0 (7 9) 

25 4-t Fti^>^vv><Dtttobtefflmir%T^>mmfa%:m^T, $> 
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mmm2o (i) :N-^>^;i/-i- (4- {4- c (^^vx;^^) 




TLC : Rf 0.67 (»^l/> : JV= 5 : 1) ; 

NMR (CD3OD) : 6 1.92-2.03 (m, 4H), 2.51 (m, 1H), 2.82-2.92 (m, 2H), 2.95 (s, 
3H), 3.40-3.44 (m, 2H), 4.15 (s, 2H), 4.35 (s, 2H), 7.02 (d, J = 8.7 Hz, 2H), 7.04 (d, J 
10 = 8.7 Hz, 2H), 7.23-7.33 (m, 7H), 7.45 (d, J = 8.7 Hz, 2H) Q 

mMm 2 0 (2) : 4- [4- ( {4- [ (i/ 9 OA^i/jl/Ttf-;!/) T5. 

TLC : R f 0.37 (»fl/>:^^y-;i/=5 : 1) ; 
15 NMR (CD3OD) : (5" 0.94-1.00 (m, 2H), 1.14-1.30 (m, 4H), 1.60-1.80 (m, 6H), 
1.99-2.17 (m, 5H), 3.08-3.16 (m, 2H), 3.52-3.56 (m, 2H), 3.92 (m, 1H), 4.31 (s, 2H), 
7.07 (d, J = 8.7 Hz, 2H), 7.18 (d, J = 8.7 Hz, 2H), 7.56 (d, J = 8.7 Hz, 2H), 8.04 (d, J 
= 8.7 Hz, 2H)o 

20 mMfflZO (3) :4-[4-({4-[ (^>^;i/7^y) 
TLC :Rf 0.26 OMih^T-VZs : ;]/= 5 : 1) ; 
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NMR (CD3OD) : 6 1.90-2.08 (m, 4H), 2.56 (m, 1H), 2.99-3.07 (m, 2H), 3.48-3.53 
(m, 2H), 4.28 (s, 2H), 4.36 (s, 2H), 7.06 (d, J = 8.7 Hz, 2H), 7.16 (d, J = 8.4 Hz, 2H), 
7.21-7.34 (m, 5H), 7.54 (d, J = 8.4 Hz, 2H), 8.03 (d, J = 8.7 Hz, 2H) Q 

5 mmmzo (4) : 4- [4- ( {4- [ (y^frT^s) - 

TLC : Rf 0.20 (»fl/> : J— ;V= 5 : 1) ; 
NMR (CD 3 OD) : 6 0.93 (t, J = 7.2 Hz, 3H), 1.28-1.53 (m, 4H), 1.95-2.00 (m, 4H), 
2.51 (m, 1H), 3.06-3.20 (m, 4H), 3.51-3.53 (m, 2H), 4.32 (s, 2H), 7.07 (d, J = 9.0 Hz, 
10 2H), 7.17 (d, J = 8.5 Hz, 2H), 7.55 (d, J = 8.5 Hz, 2H), 8.04 (d, J = 9.0 Hz, 2H) Q 

mmm 2 0 (5) : 4- {4- [ (4- { [ 0>^n-\^>;i/p^;!/) t X 

mm 

15 TLC : Rf 0.21 (If^fl/> : *$S—)V=5 : 1) ; 

NMR (CD 3 OD) : S 0.87 (m, 2H), 1.19 -1.31 (m, 3H), 1.46 (m, 1H), 1.64-1.73 (m, 
5H), 1.90-2.06 (m, 4H), 2.52 (m, 1H), 3.00-3.09 (m, 4H), 3.53-3.58 (m, 2H), 4.33 (s, 
2H), 7.07 (d, J = 9.0 Hz, 2H), 7.18 (d, J = 8.7 Hz, 2H), 7.56 (d, J = 8.7 Hz, 2H), 8.04 
(d, J = 9.0 Hz, 2H)o 

20 

mmm2 0 (6) : N- (>>^n^$/;i/^^;v) -4-bFD^>-l- 
(4- {4- [ 7^y] 7x;^} -4 

TLC : Rf 0.36 (^nn*M : ;v= 5 : 1) ; 

25 NMR (CD3OD) : 6 0.82-1.02 (m, 2H), 1.12-1.36 (m, 4H), 1.49 (m, 1H), 1.60-1.88 
(m, 6H), 2.31 (m, 2H), 2.95 (s, 3H), 3.04 (brt, J = 6.6 Hz, 2H), 3.22-3.45 (m, 4H), 
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4.32 (s, 2H), 6.98-7.01 (m, 4H), 7.29 (brd, J = 9. 0 Hz, 2H), 7.50 (brd, J = 9.0 Hz, 2H), 
8.09 (m, 1H) 0 

mMffl2 0 (7) :N- (->^D-\^^>;Vp<^;i/) (4 
5 - {4- [ r^y] -4-t? 

^ >; ^ > # ^ f • mmM 

TLC : Rf 0.50 (^DD*M : J— )V- 5:1) ; 
NMR (CD 3 OD) : 6 0.80-1.04 (m, 2H), 1.18-1.40 (m, 4H), 1.50 (m, 1H), 1.60-1.90 
(m, 6H), 2.30 (m, 2H), 2.91 (s, 3H), 3.04 (m, 2H), 3.20 -3.52 (m, 7H), 4.33 (s, 2H), 
10 7.02-7.18 (m, 4H), 7.45 (brt, J = 9.0 Hz, 2H), 7.5 3 (brt, J = 8.7 Hz, 2H), 8.08 (m, 
1H) 0 

m$&m 2 0 (8) : N- [4- (4- { [4- (*/9W\*S/J)/jti)\,tf=.)]/) 

15 f • mum. 

TLC : Rf 0.89 (^nn*M : — ;v= 5 : 1) ; 

NMR (CD 3 OD) : 6 1.18-1.56 (m, 5H), 1.64-1.85 (m, 5H), 2.65 (m, 1H), 2.95 (m, 
3H), 2.90-3.20 (m, 3H), 3.32-3.58 (m, 3H), 4.28 (m, 1H), 4.35 (s, 2H), 4.67 (m, 1H), 
7.00-7.12 (m, 4H), 7.29 (brd, J = 9.0 Hz, 2H), 7.5 2 (brd, J = 8.7 Hz 2H) 0 

20 

mMm2 0(9) :N-[4-(4-{[4- (ty^a^iyJVT^^-JV) 

h* • mmm. 

TL C : Rf 0.85 (^DD*M : *$>J~ ;i/= 5 : 1) ; 
25 NMR (CD 3 OD) : 6 0.90-1.06 (m, 2H), 1.08-1.40 (m, 3H), 1.60-1.80 (m, 6H), 2.31 
(brd, J = 6.0 Hz, 2H), 2.95 (s, 3H), 2.86-3.18 (m, 3H), 3.36-3.60 (m, 3H), 4.21 (m, 
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1H), 4.35 (s, 2H), 4.69 (m, 1H), 7.00-7.12 (m, 4H), 7.29 (brd, J = 9.0 Hz, 2H), 7.51 
(brd, J = 8.7 Hz, 2H)o 

mmm2 0 (10) :N- frPU^i/Jl/**)}/) - 4 1- (4 

5 - {4- [ T^y] 7i;^>} ^>^;i/) -4-t? 

TLC : Rf 0.67 (^nD^M : ;i/= 5 : 1) ; 

NMR (CD 3 OD) : (5 0.80-1.00 (m, 2H), 1.12-1.32 (m, 4H), 1.49 (m, 1H), 1.62-1.80 
(m, 6H), 2.22-2.34 (m, 2H), 2.95 (s, 6H), 2.96-3.08 (m, 2H), 3.24-3.38 (m, 4H), 4.22 
10 (s, 2H), 6.98-7.10 (m, 4H), 7.29 (brd, J = 9.3 Hz , 2H), 7.46 (brd, J = 8.7 Hz, 2H), 
7.81 (m, 1H) 0 

mMM 2 0 (11) : 4-7>^i/-N- (iy^D^^W^l/) - 1 - 
(4- {4- [ (pi^;i/x;i/*c^;i/) tkj~\ y^s^y} ^>^;i/) -4 

15 -¥^.v¥>t) jv^v- 5; h • msm 

TLC : R f 0.87 ( ^ OD*M : ^ 5:1) ; 

NMR (CD 3 OD) : d 0.95 (t, J = 7.2 Hz, 3H), 0.82-1.04 (m, 2H), 1.10-1.58 (m, 7H), 
1.58-1.78 (m, 6H), 2.06-2.24 (m, 4H), 2.95 (s, 3H), 3.05 (t, J = 3.0 Hz, 2H), 3.08-3.44 
(m, 6H), 4.32 (s, 2H), 7.00-7.12 (m, 4H), 7. 29 (brd, J = 8.7 Hz, 2H), 7.50(brd, J = 8.7 
20 Hz, 2H), 8.00 (m, 1H) Q 

mmm 20 (12) : n-^^d^->;i/-4- (4- {4- [ 

H • 

25 TLC : Rf 0.77 (^PD^M : ;t/= 5 : 1) ; 

NMR (CD 3 OD) : (5 1.08-1.44 (m, 5H), 1.58-1.92 (m, 5H), 2.95 (s, 3H), 2.95-3.60 
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(m, 9H), 4.31 (s, 2H), 7.00-7.12 (m, 4H), 7.29 (brd, J = 9.3 Hz, 2H), 7.49 (brd, J = 8.4 
Hz, 2H)o 

mnm2 0 (13) :N-^>^;v-4- (4- {4- [ 

mm 

TLC : Rf 0.73 (^DD^l/A : ;i/= 5 : 1) ; 

N M R (CD 3 OD) : (5 2.95 (s, 3H), 3.22 (m, 4H), 3.70 (m, 4H), 4.28 (s, 2H), 4.35 (s, 

2H), 7.00-7.08 (m, 4H), 7.18-7.36 (m, 7H), 7.44-7.56 (m, 2H) Q 

10 

HM^J2 0(14) : 4- (4 - {4- [ T^y] 7 

mm 

TLC : R f 0.73 (^ D D^;i/A : ^-9 J —)]/= 5:1) ; 
15 NMR (CD3OD) : 6" 2.95 (s, 3H), 3.10-3.42 (m, 8H), 4.29 (s, 2H), 7.00-7.10 (m, 
5H), 7.21-7.40 (m, 6H), 7.49 (brd, J = 8.4 Hz, 2H)o 

mt&m 2 0 (15) : N- [4- (4- {[4- (^^n^^;V7-k^) 
20 F • 

TLC : R f 0.59 (^DO*^A : J—)V= 5:1) ; 
NMR (CD 3 OD) : d 0.80-1.02 (m, 2H), 1.08-1.40 (m, 3H), 1.60-1.90 (m, 8H), 
2.04-2.20 (m, 2H), 2.41 (d, J = 6.9 Hz, 2H), 2.72 (m, 1H), 2.95 (s, 3H), 3.05 (m, 2H), 
3.48 (m, 2H), 4.27 (s, 2H), 7.00 -7.10 (m, 4H), 7.29 (brd, J = 9.0 Hz, 2H), 7.48 (brd, J 
25 = 9.0 Hz, 2H)o 
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mnmz 0 ( l 6) :N-(4-{4-[(4-t: FD^>-l-tXiJ^ 

T L C : R f 0.38 (tSfb.* 9-U> : — ;i/= 5:1) ; 

NMR (CD3OD) : d 1.71-2.16 (m, 4H), 2.95 (s, 3H), 3.06-3.53 (m, 4H), 4.08 (m, 
5 1H), 4.27 (s, 2H), 7.03 (d, J = 9,0 Hz, 2H), 7.06 (d, J = 9.0 Hz, 2H), 7.29 (d, J = 9.0 
Hz, 2H), 7.48 (d, J = 9.0 Hz, 2H)o 

mmmz o ( l 7) : l - (4- {4- [ U^;vx;i^^;v) y] 7 

10 TLC:Rf 0.36 (l^fl/>:^^y-;V=5 : 1) ; 

NMR (CD 3 OD) : <5" 1.83-2.21 (m, 4H), 2.54 (m, 1H), 2.95 (s, 3H), 2.98-3.06 (m, 
2H), 3.52-3.56 (m, 2H), 4.28 (s, 2H), 7.03 (d, J = 8.7 Hz, 2H), 7.06 (d, J = 8.7 Hz, 
2H), 7.29 (d, J = 8.7 Hz, 2H), 7.48 (d, J = 8.7 Hz, 2H)o 

15 mn&)2 0 (18) : ^>^;i/ 1- (4- {4- [ (*^)VX)Vfo-)l>) 

TLC : Rf 0.36 : J~)V= 10:1) ; 

NMR (CD 3 OD) : 6 1.85-1.94 (m, 2H), 2.06-2.12 (m, 2H), 2.60-2.78 (m, 3H), 2.94 
20 (s, 3H), 3.20-3.25 (m, 2H), 3.99 (s, 2H), 5.14 (s, 2H), 6.99-7.02 (m, 4H), 7.27 (d, J = 
8.7 Hz, 2H), 7.32-7.36 (m, 5H), 7.40 (d, J = 8.7 Hz, 2H) C 

mm\2 0 (19) : 1- (4- {4- [ (*^7l/;*;]/5fc— 

25 TLC : Rf 0.35 (Mb^^l/> : p<^y—;i/= 1 0 : 1) ; 

NMR (CD3OD) : 6 1.42 (s, 9H), 1.42-1.53 (m, 2H), 1.81-1.85 (m, 2H), 2.07-2.14 
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(m, 2H), 2.83-2.87 (m, 2H), 2.93 (s, 3H), 3.30-3.36 (m, 1H), 3.49 (s, 2H), 6.93 (d, J = 
8.7 Hz, 2H), 6.97 (d, J = 8.7 Hz, 2H), 7.24 (d, J = 8.7 Hz, 2H), 7.30 (d, J = 8.7 Hz, 
2H)o 

5 mMm2 0 (2 0) : N- {4- [4- ( 1 - b 0 ^ U *J=-)V* 9S>.1/) 7?-J 

TLC : Rf 0.34 {Mh^^Vy : J— ;i/= 10:1) ; 
NMR (CD 3 OD) : 6 1.48-1.97 (m, 6H), 2.90-2.99 (m, 2H), 2.95 (s, 3H), 3.42-3.46 
(m, 2H), 4.25 (s, 2H), 7.03 (d, J = 8.7 Hz, 2H), 7.06 (d, J = 8.7 Hz, 2H), 7.29 (d, J = 
10 8.7 Hz, 2H), 7.47 (d, J = 8.7 Hz, 2H)o 

mmm 2 0 (2 1) : N- [l - (4- {4- [ (y;^;i/x;v^;i/) t ^ 
y] y^j^-ts} - 4 -tr^u i?— ;v] -2-rh7bh*D-2 

H-t°^>-4— -r;i/T-fe K • 

15 TLC : R f 0.17 (WtWt^fr : * & J — ;V= 5:1); 

NMR (CD 3 OD) : 6 1.20-1.40 (m, 2H), 1.54-1.64 (m, 2H), 1.67-1.84 (m, 2H), 
1.88-2.21 (m, 5H), 2.95 (s, 3H), 3.06-3.18 (m, 2H), 3.30-3.46 (m, 2H), 3.46-3.56 (m, 
2H), 3.85-3.97 (m, 3H), 4.28 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 
7.29 (d, J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H)o 

20 

mmm 2 0 (22) : 1- (4- {4- [ (t^ji/x^-fr-fr) T^y] 7 

*ct/} -N- (rh7t FD-2 H-h°^ >- 4 5=- 

)V) - 4 - f^. V i>>7JJ]ytf3-y- 5; F • iMMiM. 
T L C : R f 0.18 (tim^fr J — Jl= 5:1) ; 
25 NMR (CD 3 OD) : 6 1.18-1.32 (m, 2H), 1.56-1.64 (m, 2H), 1.73 (m, 1H), 1.84-2.10 
(m, 4H), 2.53 (m, 1H), 2.95 (s, 3H), 2.96-3.11 (m, 4H), 3.28-3.42 (m, 2H), 3.49-3.58 
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(m, 2H), 3.87-3.96 (m, 2H), 4.29 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 
2H), 7.29 (d, J = 8.7 Hz, 2H), 7.49 (d, J = 8.7 Hz, 2H) Q 

mmm2 0 (2 3) : 4-^;v-N- [ 1- (4- {4- [ 

f • mmm. 

T L C : Rf 0.65 (^nn*M : *$J— JV= 5 : 1 ) ; 
NMR (CD 3 OD) : <5 1.56-1.76 (m, 2H), 1.84-2.04 (m, 2H), 2.41 (s, 3H), 2.95 (s, 
3H), 3.00 (m, 1H), 3.14-3.45 (m, 4H), 4.20 (s, 2H), 6.98-7.10 (m, 4H), 7.22-7.34 (m, 
10 2H), 7.38-7.52 (m, 4H), 7.72-7.80 (m, 2H) Q 

mmm2 0 (2 4) : n- { [1- (4- {4- [ (^^jvxji-fc-ji,) y 

15 TLC : Rf 0.44 (^nn*M : *$J— ;i/= 5 : 1) ; 

NMR (CD 3 OD) : £ 1.68-1.86 (m, 2H), 1.92-2.10 (m, 2H), 2.53 (m, 1H), 2.95 (s, 
3H), 2.90-3.04 (m, 2H), 3.42-3.54 (m, 2H), 4.26 (s, 2H), 6.98-7.06 (m, 4H), 7.22-7.36 
(m, 2H), 7.40-7.50 (m, 2H), 7.52-7.62 (m, 2H), 7.6 8 (m, 1H), 8.00 (brd, J = 7.5 Hz, 
2H) Q 

20 

mnmz 0(25) :N-[i-(4-{4-[ 7* 5. 

TLC : Rf 0.78 (^nn*M : J— ;i/= 5 : 1) ; 
25 NMR (CD 3 OD) : 6 1.70-1.92 (m, 2H), 2.08-2.26 (m, 2H), 2.95 (s, 3H), 2.98 (s, 
3H), 3.00-3.18 (m, 2H), 3.28 -3.46 (m, 2H), 3.54 (m, 1H), 4.22 (s, 2H), 6.98 -7.10 (m, 
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4H), 7.26-7.34 (m, 2H), 7.42-7.56 (m, 2H)o 

H»H2 0 (2 6) : 4 - [ ($/^n^^*;i/tol/) T^J] - 1 - 

(4- {4- [ T^y] -4 

TL C : Rf 0.20 (^Dn*M : J — JV : WM= 2 0:4:1) ; 
NMR (CD 3 OD) : 6 1.18-1.48 (m, 6H), 1.63-1.86 (m, 4H), 2.16-2.42 (m, 5H), 2.95 
(s, 3H), 3.00-3.14 (m, 2H), 3.26-3.41 (m, 2H), 4.23 (s, 2H), 7.00-7.10 (m, 4H), 7.28 
(brd, J = 9.0 Hz, 2H), 7.47 (brd, J = 8.7 Hz, 2H) o 

10 

mmm2 o (27) : 4 ->^n^^>;i/-N- ci - (4- {4- c u 

T5: y ] y^;*rt/} ^>^;v) - 4 - t? ^ >J ^ 

TL C : Rf 0.58 (p<#y— ;i/ : mh^^-]y>= 1:8) ; 
15 NMR (CD 3 OD) : 6 0.80-0.96 (m, 2H), 1.12-1.30 (m, 6H), 1.54-1.84 (m, 9H), 
2.00-2.18 (m, 4H), 2.95 (s, 3H), 3.03-3.14 (m, 2H), 3. 46-3.56 (m, 2H), 3.89 (m, 1H), 
4.28 (s, 2H), 7.03 (d, J = 8.7Hz, 2H ), 7.05 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 
7.50 (d, J = 8.7Hz, 2H) Q 

20 2 0 (2 8) : 3 -^^D^S/;i/-N- [1- (4- {4- [ (^ 

TLC : Rf 0.52 — : mh^^U>= 1 : 8) ; 

NMR (CD 3 OD) : 6 0.83-0.98 (m, 2H), 1.12-1.53 (m, 4H), 1.48 (dd, J = 6.6, 15.0 
25 Hz, 2H), 1.60-1.78 (m, 7H), 2.04-2.24 (m, 4H), 2.95 (s, 3H), 3.02-3.24 (m, 2H), 
3.35-3.58 (m, 2H), 3.90 (m, 1H), 4.27 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 
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8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.48 (d, J = 8.7Hz, 2H)o 

mMffl2 0 (29) : N- [1- ( {1- [4- (7^X;toV) 7 

-3, 5-^^^;i^-iH-t°^^— ;i/-4--r;i^} p<^;v) -4- 

TLC : Rf 0.30 : J~ ;i/= 10:1) ; 

NMR (CD 3 OD) : 6 0.90-1.10 (m, 2H), 1.10-1.40 (m, 3H), 1.60-1.90 (m, 8H), 2.05 
(d, J = 6.6 Hz, 2H) 2.10-2.20 (m, 2H), 2.39 (s, 3H), 2.44 (s, 3H), 3.10-3.30 (m, 2H), 
3.60-3.70 (m, 2H), 3.90 (m, 1H), 4.26 (s, 2H), 7.70 (d, J = 7.7 Hz, 2H), 8.07 (d, J = 
10 7.7 Hz, 2H)o 

mMM2 0 (3 0) : 2-^D^>;P-N- {1- [ (1- {4- [ (-> 
S7U^3r*y)VT$.S) ;v] -3, 5-^f;i/-lH- 

tf^y— ;i/-4--r;i/) p^v] -4-t o ^u^-M r-te yt^ y ■ 2U 



TLC : R f 0.46 (Mh^ 9- U > : * & S — JV= 10:1) ; 
NMR (CD3OD) : 6 0.90-1.10 (m, 2H), 1.10-1.40 (m, 8H), 1.60-1.90 (m, 13H), 
2.05 (d, J = 7.2 Hz, 2H) 2.10-2.30 (m, 2H), 2.39 (s, 3H), 2.44 (s, 3H), 3.00-3.20 (m, 
3H), 3.60-3.70 (m, 2H), 3.93 (m, 1H), 4.26 (s, 2H), 7.71 (d, J = 8.7 Hz, 2H), 8.03 (d, J 
20 = 8.7 Hz, 2H) 0 

mmmzo (3 n : 2->>^n-\^>>;v-N- [i- ({i- [4- ({[2 

- (^^f;i/75^) T^y} ;v) -3, 5 - 

25 -fe hr^. f • 3mm. 

TLC : Rf 0.08 : *$;~)V= 10:1) ; 



15 mm 



113 



WO 2004/080966 



PCT/JP2004/003333 



NMR (CD3OD) : 6 0.90-1.10 (m, 2H), 1.10-1.40 (m, 3H), 1.60-1.90 (m, 8H), 2.05 
(d, J = 6.9 Hz, 2H) 2.10-2.30 (m, 2H), 2.39 (s, 3H), 2.47 (s, 3H), 2.95 (s, 6H), 
3.10-3.20 (m, 6H), 3.60-3.70 (m, 2H), 3.90 (m, 1H), 4.26 (s, 2H), 7.78 (d, J = 8.9 Hz, 
2H), 8.07 (d, J = 8.9 Hz, 2H) Q 

5 

£gfflft»J2 0 (3 2) : 2 -^D^^;i/-N- [ 1 - ( {3 , 5 -I?*?- 

1- [4- ( { [2- (4-^;i/*>;n;i/) ^)V\ t=l;} xjv*- 
;p) 7^- ;v] - 1 H-tr^y— 4 — f;i/} - 4 -b°^-U y- 

10 TLC:Rf 0.39 : ^^^-;i/= 1 0 : 1) ; 

NMR (CD3OD) : 6 0.90-1.10 (m, 2H), 1.10-1.40 (m, 3H), 1.60-1.90 (m, 8H), 2.05 
(d, J = 7.2 Hz, 2H) 2.10-2.30 (m, 2H), 2.39 (s, 3H), 2.46 (s, 3H), 3.10-3.40 (m, 8H), 
3.50-3.70 (m, 4H), 3.80-3.90 (m, 3H), 4.10-4.20 (m, 2H), 4.26 (s, 2H), 7.77 (d, J = 
8.7 Hz, 2H), 8.07 (d, J = 8.7 Hz, 2H) Q 

15 

mmm2 o (33) : 2 -^d^^-n- u - c q - {4- [ 

— ;i/-4 — r;v) ^5S>i/| - 4 - if ^ u M 7^h7^ h* • 2mm^. 

TLC : Rf 0.53 : *#J-)\s= 10:1) ; 

20 NMR (CD3OD) : 6 0.90-1.10 (m, 2H), 1.10-1.40 (m, 3H), 1.60-1.90 (m, 8H), 2.05 
(d, J = 6.9 Hz, 2H) 2.10-2.30 (m, 2H), 2.39 (s, 3H), 2.46 (s, 3H), 2.74 (s, 6H), 
3.10-3.20 (m, 2H), 3.60-3.70 (m, 2H), 3.90 (m, 1H), 4.26 (s, 2H), 7.76-7.80 (m, 2H), 
7.94-7.97 (m, 2H) C 

25 mmmz 0(34): 2— >^d-^>;i,-n- a-{[i-(4-{[(2 

-tl«D^>x^) (p<^;v) 7^y] ;v} y^~)v) -3, 5 



114 



WO 2004/080966 



PCT/JP2004/003333 



T L C : R f 0.43 (m.<h^^U> : * & J — ;V = 10:1) ; 
NMR (CD 3 OD) : 6 0.90-1.10 (m, 2H), 1.10-1.40 (m, 3H), 1.60-1.90 (m, 8H), 2.05 
5 (d, J = 6.9 Hz, 2H) 2.10-2.30 (m, 2H), 2.39 (s, 3H), 2.45 (s, 3H), 2.87 (s, 3H), 
3.10-3.20 (m, 2H), 3.19 (t, J = 5.9 Hz, 2H), 3.60-3.80 (m, 2H), 3.69 (t, J = 5.9 Hz, 
2H), 3.93 (m, 1H), 4.26 (s, 2H), 7.75 (d, J = 8.7 Hz, 2H), 7.99 (d, J = 8.7 Hz, 2H)o 

mmm 2 0 (3 5) : 2 — >^?n-\^>;i/-N- {1- [ (1- {4- [ (i? 

10 ^t-jvt^j) ;v] 7 -3, 5 1 H-b°^^ 

— ;i/-4-< r;i/) -4-^u^-M 7-feh7U~- 2^M±a 

TLC : Rf 0.53 (Mit^^U^ : 10:1) ; 

NMR (CD3OD) : 6 0.90-1.10 (m, 2H), 1.15 (t, J = 7.1 Hz, 6H), 1.10-1.40 (m, 3H), 
1.60-1.75 (m, 6H), 1.75-1.90 (m, 2H), 2.05 (d, J = 7.2 Hz, 2H), 2.10-2.30 (m, 2H), 

15 2.40 (s, 3H), 2.45 (s, 3H), 3.10-3.20 (m, 2H), 3.20-3.40 (m, 4H), 3.60-3.80 (m, 2H), 
3.94 (m, 1H), 4.26 (s, 2H), 7.73 (d, J = 8.6 Hz, 2H), 7.99 (d, J = 8.6 Hz, 2H) Q 

2 0 (3 6) : 2—>^D'\^>;i/-N- [1- ( {3, 5-^^ 

jv-i- [4- (4-^e;v^U-;v^;v^-;v) -lH-tf^V 
20 — ;v-4 — I'M - 4 -t°^U 7-feh7^F- 2MmM 

TLC : Rf 0.50 {Wfc^^-Vl/ : *#;—;i= 10:1) ; 
NMR (CD3OD) : d 0.90-1.10 (m, 2H), 1.10-1.40 (m, 3H), 1.60-1.75 (m, 6H), 
1.75-1.90 (m, 2H), 2.06 (d, J = 7.2 Hz, 2H), 2.10-2.30 (m, 2H), 2.40 (s, 3H), 2.48 (s, 
3H), 3.02 (t, J = 4.7 Hz, 4H), 3.10-3.20 (m, 2H), 3.60-3.80 (m, 2H), 3.71 (t, J = 4.7 
25 Hz, 4H), 3.94 (m, 1H), 4.27 (s, 2H), 7.80 (d, J = 8.6 Hz, 2H), 7.95 (d, J = 8.6 Hz, 2H) o 
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mMffl2 0 (3 7) : 2 D^^;i/-N- {1- [ (3, 5-i?*9- 

{4- [ 1 -h°^^r:;v) 

- 1 H- tf^v'— 4 — f;v) -4-b°^>;^— ;v} 7tF7^ 

f • 2mm 

5 TLC : Rf 0.48 (mih*?-ls> : ;v= 1 0 : 1) ; . 

NMR (CD 3 OD) : 6 0.90-1.10 (m, 2H), 1.10-1.40 (m, 3H), 1.60-1.80 (m, 6H), 
1.80-2.00 (m, 2H), 2.06 (d, J = 6.9 Hz, 2H), 2.10-2.30 (m, 2H), 2.40 (s, 3H), 2.48 (s, 
3H), 2.80-3.00 (m, 2H), 2.90 (s, 3H), 3.10-3.40 (m, 4H), 3.50-3.80 (m, 4H), 3.90-4.10 
(m, 3H), 4.27 (s, 2H), 7.84 (d, J = 8.6 Hz, 2H), 8.01 (d, J = 8.6 Hz, 2H) o 

10 

mmm 2 0 (38) : [4- ( {4- [4- ( {4- [ c^n^ 

^>JVr^^-JV) T^y] - 1 -h°^'J i?—Jls} -3, 

;i/-lH-t7^;-;i/-i-^;i/] -7^-^} x;i/^-;p) - 1 - tf^^s? 

15 TLC : Rf 0.43 (Mk* ^Is^ : —)V= 10:1) ; 

NMR (CD3OD) : 6 0.90-1.10 (m, 2H), 1.10-1.40 (m, 3H), 1.30 (t, J = 7.1 Hz, 3H), 
1.60-1.90 (m, 8H), 2.05 (d, J = 6.9 Hz, 2H), 2.10-2.30 (m, 2H), 2.40 (s, 3H), 2.49 (s, 
3H), 3.10-3.20 (m, 2H), 3.40-4.00 (m, 11H), 4.22 (s, 2H), 4.27 (s, 2H), 4.29 (q, J = 
7.2 Hz, 2H), 7.84 (d, J = 8.6 Hz, 2H), 8.02 (d, J = 8.6 Hz, 2H)o 

20 

mmm2 0 (3 9) : 2-iy^D^:Wl/-N- {1- [ (3, 5-^*9- 

;v-i- {4- [ (^;vx;i/^-;i/) tks] y^-jiy -iH-t°^v~ 
-;i/-4 --Y;i/) - 4 - tr^u i?—M h T ^ K • 2iMMtM 

TLC : Rf 0.45 {mt^^V> : *#J—Jl= 10:1) ; 
25 NMR (CD 3 OD) : 6 0.90-1.10 (m, 2H), 1.10-1.40 (m, 3H), 1.60-1.90 (m, 8H), 2.05 
(d, J = 7.2 Hz, 2H), 2.10-2.30 (m, 2H), 2.36 (s, 3H), 2.37 (s, 3H), 3.03 (s, 3H), 
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3.10-3.20 (m, 2H), 3.60-3.70 (m, 2H), 3.90 (m, 1H), 4.24 (s, 2H), 7.39-7.46 (m, 4H) « 
mnm2 0 (4 0) : 2-*s?U^*/)V-N- [1- (4- {2, 6 - ^ 

TLC : Rf 0.46 O^fb^VV : J— )l= 10:1) ; 
NMR (CD3OD) : dT 0.90-1.10 (m, 2H), 1.10-1.40 (m, 3H), 1.60-1.80 (m, 8H), 2.03 
(d, J = 6.9 Hz, 2H), 2.07 (s, 6H), 2.10-2.20 (m, 2H), 2.97 (s, 3H), 3.00-3.10 (m, 2H), 
3.40-3.60 (m, 2H), 3.90 (m, 1H), 4.24 (s, 2H), 6.84 (d, J = 3.9 Hz, 2H), 7.04 (s, 2H), 
10 7.45(d,J=8.7Hz,2H)o 

mMM2 0 (4 1) : N- (1- {4- [4- (T^JXJV^-;v) y^j 

15 TLC : Rf 0.33 (mt^^U> : ;i/= 1 0 : 1) ; 

NMR (CD3OD) : 6 0.90-1.10 (m, 2H), 1.10-1.40 (m, 3H), 1.60-1.80 (m, 8H), 2.04 
(d, J = 7.2 Hz, 2H), 2.10-2.20 (m, 2H), 3.00-3.10 (m, 2H), 3.50-3.60 (m, 2H), 3.92 (m, 
1H), 4.32 (s, 2H), 7.11-7.19 (m, 4H), 7.58-7.62 (m, 2H), 7.88-7.93 (m, 2H)o 

20 mMM 2 0 (4 2) : 2 - */? n'v* *✓;!/- N - (1- {4- [4- (^3=- 

TLC : Rf 0.43 (Mb^^l/> : ^^y— ;i/= 10:1) ; 
NMR (CD3OD) : d 0.90-1.10 (m, 2H), 1.10-1.40 (m, 3H), 1.60-1.80 (m, 8H), 2.05 
25 (d, J = 6.9 Hz, 2H), 2.10 -2.20 (m, 2H), 3.00 -3.10 (m, 2H), 3.12 (s, 3H), 3.50 -3.60 (m, 
2H), 3.91 (m, 1H), 4.33 (s, 2H), 7.19-7.23 (m, 4H), 7.59 (d, J = 8.6 Hz, 2H), 7.95 (d, J 
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= 8.6 Hz, 2H)o 

mmm2o (43) : 2->>^d^>>;v-n- ci- ( {4 5 - c 

7^] -1, 1' -lf7^n;i/-3 — f;i/} ^<^;v) -4 

TLC : Rf 0.38 {Uih^^V> : J— JV= 10:1) ; 
NMR (CD 3 OD) : 6 0.90-1.10 (m, 2H), 1.10-1.40 (m, 3H), 1.60-1.80 (m, 8H), 2.02 
(d, J = 6.9 Hz, 2H), 2.10-2.20 (m, 2H), 2.99 (s, 3H), 3.00-3.10 (m, 2H), 3.50-3.60 (m, 
2H), 3.90 (m, 1H), 4.37 (s, 2H), 7.35 (d, J = 8.7 Hz, 2H), 7.45-7.60 (m, 2H), 7.67 (d, J 
10 = 8.7 Hz, 2H), 7.70-7.80 (m, 2H)o 

»J2 0 (4 4) : 2 — D^rSWl/-N - (1- {4- [4- 

f • m% 

15 TLC : Rf 0.60 (iM.4h*^U> : *$J—)\,= 1 0 : 1) ; 

NMR (CD3OD) : o 0.90-1.10 (m, 2H), 1.10-1.40 (m, 3H), 1.60-1.80 (m, 8H), 2.03 
(d, J = 7.2 Hz, 2H), 2.10-2.20 (m, 2H), 2.47 (s, 3H), 3.00 -3.10 (m, 2H), 3.50-3.60 (m, 
2H), 3.90 (m, 1H), 4.27 (s, 2H), 6.99 (d, J = 8.5 Hz, 2H), 7.04 (d, J = 8.5 Hz, 2H) 
7.32 (d, J = 8.5 Hz, 2H), 7.48 (d, J = 8.5 Hz, 2H)o 

20 

mmm 2 0 (4 5) :N-^;v-n- ci - (4- {4- [ 

^ f • msm 

TLC : Rf 0.34 (Mikt^l'ls : *#J~fr= 10:1) ; 
25 NMR (CD 3 OD) : 6 0.97 (t, J = 7.2 Hz, 3H), 1.10 (t, J = 7.4 Hz, 3H), 1.20-1.70 (m, 
4H), 1.80-2.10 (m, 2H), 2.20-2.50 (m, 2H), 2.35 (q, J = 7.6 Hz, 2H), 2.95 (s, 3H), 
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3.00-3.40 (m, 4H), 3.40-3.60 (m, 2H), 4.11 (m, 1H), 4.26 (s, 2H), 7.03 (d, J = 8.9 Hz, 
2H), 7.06 (d, J = 8.9 Hz, 2H) 7.29 (d, J = 8.9 Hz, 2H), 7.48 (d, J = 8.9 Hz, 2H)o 

mMW\2 0 (4 6) : [1- (4- {4- [ U^V* 

TLC : Rf 0.44 (Mb^^I/> : ^^y— ;i/= 10:1) ; 
NMR (CD 3 OD) : <5" 1.08 (t, J = 7.5 Hz, 3H), 1.80-2.00 (m, 2H), 2.00-2.20 (m, 2H), 
2.37 (q, J = 7.5 Hz, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.40-3.60 (m, 2H), 4.22 (s, 
10 2H), 4.40 (m, 1H), 4.61 (s, 2H), 7.00-7.05 (m, 4H), 7.22-7.46 (m, 7H), 7.45 (d, J = 
8.4 Hz, 2H)o 

mffiMZ 0 (4 7) : N- (2 h^>j^;V) — N— [ 1 - (4 - {4 

- [ (^^;vx;v*-;i/) 7^y] y^y^-iy} ^<>p)V) - 4 - b°^. y P 

15 7"n;i>7^ b* • ttKKtft 

TLC : Rf 0.43 (m^^U> : >y J—)^= 10:1) ; 
NMR (CD 3 OD) : (5 1.07 (t, J = 7.4 Hz, 3H), 1.90-2.00 (m, 2H), 2.42 (q, J = 7.4 Hz, 
2H), 2.40-2.60 (m, 2H), 2.96 (s, 3H), 3.00-3.20 (m, 2H), 3.34 (s, 3H), 3.40-3.60 (m, 
4H), 4.05 (m, 1H), 4.28 (s, 2H), 7.01-7.06 (m, 4H), 7.28-7.31 (m, 2H), 7.51-7.56 (m, 

20 2H)o 

mMM2 0 (4 8) :N- (3-tFD^>7^;V) -N- [1- (4 - {4 

25 TLC : Rf 0.43 »^5="l/> : *#J~)\s= 1 0 : 1) ; 

NMR (CD 3 OD) : 6 1.10 (t, J = 7.2 Hz, 3H), 1.19 (t, J = 6.0 Hz, 2H), 1.60-1.80 (m, 
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2H), 1.80-2.40 (m, 6H), 2.41 (q, J = 7.4 Hz, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 
3.40-3.60 (m, 4H), 3.80 (m, 1H), 4.05 (m, 1H), 4.28 (s, 2H), 7.03 (t, J = 8.7 Hz, 2H), 
7.05 (t, J = 7.4 Hz, 2H), 7.29 (t, J = 7.4 Hz, 2H), 7.50 (t, J = 8.7 Hz, 2H)o 

5 mMM2 0 (49) : N- (i/^n^^fjl/) -N- [ 1 - (4- {4 

TLC : Rf 0.54 «^fV> : *#J—)ls= 10:1) ; 
NMR (CD 3 OD) : <5 0.87-0.91 (m, 2H), 1.07 (t, J = 7.2 Hz, 3H), 1.10-1.40 (m, 5H), 
10 1.60-1.80 (m, 4H), 1.80-2.00 (m, 2H), 2.36 (q, J = 7.2 Hz, 2H), 2.40-2.60 (m, 2H), 
2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.16 (d, J = 7.5 Hz, 2H), 3.40 -3.60 (m, 2H), 3.80 (m, 
1H), 4.26 (s, 2H), 7.03 (d, J = 8.7 Hz, 2H), 7.06 (d, J = 8.7 Hz, 2H), 7.29 (d, J = 8.7 
Hz, 2H), 7.48 (d, J = 8.7 Hz, 2H) C 

15 mMM2 0 (5 0) : 4- (T-fe^;i/T^y) -N- (^n^iWV^ 
-1- (4 - {4- [ (^^-JIXJ^—JV) T^y] -y^j^-^} ^> 

-4-t o ^u^>^;p^^-y-^ f • mmu. 

TLC : Rf 0.39 (^nn*M : y^y— ;i/= 9:1) ; 
NMR (CD 3 OD) : d 0.80-1.00 (m, 2H), 1.08-1.32 (m, 4H), 1.48 (m, 1H), 1.60-1.78 
20 (m, 4H), 2.05 (brs, 3H), 2.10-2.50 (m, 4H), 2.95 (s, 3H), 3.00 (t, J = 6.3 Hz, 2H), 
3.04-3.50 (m, 4H), 4.30 (s, 2H), 6.98-7.08 (m, 4H), 7.28 (brd, J = 9.0 Hz, 2H), 7.49 
(brd, J = 8.7 Hz, 2H) Q 

mMW\2 0 (51) :4-[4-({4-[ D^^7-fe^) y 
25 a- j ] - l -tw;^- y^-;v) 7i; 3^>] ^<^>x;i/^ 
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TLC : Rf 0.50 (ifb^f-l/> : J— ;i/= 10:1) ; 
NMR (CD3OD) : 6 0.90-1.10 (m, 2H), 1.20-1.40 (m, 3H), 1.60-1.80 (m, 8H), 2.04 
(d, J = 7.2 Hz, 2H), 2.10-2.20 (m, 2H), 3.10-3.20 (m, 2H), 3.23 (s, 3H), 3.40-3.60 (m, 
2H), 3.91 (m, 1H), 4.29 (s, 2H), 7.08-7.14 (m, 4H), 7.34 (d, J = 8.6 Hz, 2H), 7.54 (d, J 
5 = 8.6 Hz, 2H) 0 

MS$|2 0 (5 2) : N- (^n7D tlVl/^^V) -N- [1- (4- {4 

- [ (^^;i/^;i/^-;i/) T^y] ^>^;v) -4-t?^u^ 

10 TLC : Rf 0.43 m4h*^U> : 1 0 : 1) ; 

NMR (CD 3 OD) : 6 0.30-0.40 (m, 2H), 0.60-0.70 (m, 2H), 0.95 (m, 1H), 1.10 (t, J 
= 7.4 Hz, 3H), 1.90-2.10 (m, 2H), 2.40-2.60 (m, 2H), 2.43 (q, J = 7.2 Hz, 2H), 2.95 (s, 
3H), 3.00-3.20 (m, 2H), 3.22 (d, J = 6.3 Hz, 2H), 3.45-3.60 (m, 2H), 4.00 (m, 1H), 

4.28 (s, 2H), 7.02-7.08 (m, 4H), 7.27-7.32 (m, 2H), 7.50 (t, J = 8.1 Hz, 2H) C 

15 

mmn 2 0 (53) : n- ( -1- (4- {4 

- [ (^;i/x;i/*-;i/) 7^y] ~7^;ici/} ^>^;v) -4-tf^.U^ 

>ti)^^^ k -mmm 

TLC : Rf 0.64 (Jg^f-U> : ^y~;i/= 10:1) ; 
20 NMR (CD 3 OD) : 6 0.89-0.97 (m, 2H), 1.18-1.41 (m, 7H), 1.60-1.74 (m, 4H), 
1.87-2.04 (m, 4H), 2.47 (ra, 1H), 2.95 (s, 3H), 2.95-3.04 (m, 2H), 3.16-3.21 (m, 2H), 
3.52-3.56 (m, 2H), 4.27 (s, 2H), 7.03 (d, J = 8.7 Hz, 2H), 7.06 (d, J = 8.7 Hz, 2H), 

7.29 (d, J = 8.7 Hz, 2H), 7.47 (d, J = 8.7 Hz, 2H) Q 

25 ^fe0!|2O(5 4) : 2-^^D^^;i/-N- (1- {4- [4- (p<5^ 
;i/^;v7^f-;i/) y -4-tf^l)^— jv) 7-feh7^ 
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k • mam 

TLC : Rf 0.21 (^nn^l/A : *9 J — ;i/= 10:1) ; 
NMR (CD 3 OD) : 6 0.90-1.10 (m, 2H), 1.10-1.40 (m, 3H), 1.60-1.80 (m, 8H), 2.04 
(d, J = 6.9 Hz, 2H), 2.10-2.20 (m, 2H), 2.80 (s, 3H), 3.10 -3.20 (m, 2H), 3.50-3.60 (m, 
5 2H), 3.90 (m, 1H), 4.31 (s, 2H), 7.16 (d, J = 8.7 Hz, 2H), 7.22 (d, J = 9.0 Hz, 2H), 
7.58 (d, J = 9.0 Hz, 2H), 7.74 (d, J = 8.7 Hz, 2H)o 

mmm 20 (55) : n - [ 2 - x.m] - 1 - ( 4 

- {4- [ (p<^;i/x;v^-;i/) t$s] y*.;**/} -4 -if 

10 ^ »; > # ;v/K^r -y- ^ h* • 

TLC : Rf 0.30 (ttfcffcL*^V> : ;i/ = 10:1) ; 

NMR (CD 3 OD) : <5 1.23 (t, J = 7.5 Hz, 3H), 1.88-2.08 (m, 4H), 2.46-2.67 (m, 5H), 
2.94-3.07 (m, 2H), 2.95 (s, 3H), 3.37 (t, J = 7.0 Hz, 2H), 3.52-3.56 (m, 2H), 4.28 (s, 
2H), 7.03 (d, J = 9.0 Hz, 2H), 7.06 (d, J = 9.0 Hz, 2H), 7.29 (d, J = 9.0 Hz, 2H), 7.48 
15 (d, J = 9.0 Hz, 2H) 0 

mum 2 0 (5 6) : 2-^^d^>>;v-n- [ 1 - (4 - {2 

s>-4- [ (^^;i/x;i/^-;v) t^j~\ y^y**s} ^>pj\y) -4-tf 

20 TL C : Rf 0.30 (^OD*M : — JV= 1 0 : 1) ; 

NMR (CD 3 OD) : d 0.90-1.10 (m, 2H), 1.10-1.40 (m, 3H), 1.60-1.80 (m, 8H), 2.03 
(d, J = 6.9 Hz, 2H), 2.10 -2.20 (m, 2H), 2.99 (s, 3H), 3.00 -3.20 (m, 2H), 3.40-3.60 (m, 
2H), 3.72 (s, 3H), 3.89 (m, 1H), 4.31 (s, 2H), 6.83-6.94 (m, 3H), 6.99-7.05 (m, 2H), 
7.39-7.45 (m, 2H)o 

25 

mMm2 0 (5 7) : 2-5^D^S/;i/-N- [1- (4 - {3 - [ 
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TLC : Rf 0.30 (^DD^M : J— )V= 10:1) ; 
NMR (CD3OD) : 6 0.90-1.10 (m, 2H), 1.10-1.40 (m, 3H), 1.60-1.80 (m, 8H), 2.04 
5 (d, J = 6.9 Hz, 2H), 2.10 -2.20 (m, 2H), 2.96 (s, 3H), 3.00 -3.20 (m, 2H), 3,40-3.60 (m, 
2H), 3.90 (m, 1H), 4.29 (s, 2H), 6.79 (dd, J = 7.5, 2.4 Hz, 1H), 6.95-7.01 (m, 2H), 
7.08-7.11 (m, 2H), 7.31-7.34 (m, 1H), 7.51-7.54 (m, 2H) Q 

2 0 (5 8) : N — [4— (4 — {[4— (^>^D^>^7tf jP) 
10 - 3 -y 1 - ^^y^) 

TLC : Rf 0.72 (^DD*M : y #y-;b = 5 : 1) ; 
NMR (CD3OD) : d 0.82-1.44 (m, 8H), 1.60-1.85 (m, 6H), 2.30-2.42 (m, 2H), 2.95 
(s, 3H), 2.95-3.65 (m, 5H), 4.10-5.15 (m, 4H), 7.00-7.12 (m, 4H), 7.24-7.38 (m, 2H), 
15 7.52 (brd, J = 8.7 Hz, 2H) 0 

mmmz 0(59) : l- (4- {4- [ (y^;]/7,;i/*-;i/; r^y] 7 
^>s^;i/) - 4 - u i?— )]/ ^^D^\^^;i/*;w^~h • 

20 TLC : Rf 0.69 (Mfcn^l/ : y#y~;i/= 1 0 : 1) ; 

NMR (CD 3 OD) : 6 1.06-1.42 (m, 6H), 1.54-1.92 (m, 6H), 1.95-2.17 (m, 2H), 2.26 
(m, 1H), 2.95 (s, 3H), 3.05-3.58 (m, 5H), 4.29 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 
(d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.49 (dd, J = 4.2, 8.7Hz, 2H) C 

25 Wmm2 0 (6 0) : (2R, 3 R) -3-^D^;V-3-t KD^ 
>>-2- ( { [1- (4- {4- [ (y^;i/X;i/^n;v) T^y] 7^7* 
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TLC : Rf 0.23 : *$J— ;i/=8 : 2) ; 

NMR (CD 3 OD) : 6" 1.00-1.34 (m, 5H), 1.48 (m, 1H), 1.58-1.80 (m, 4H), 1.83-2.11 
5 (m, 5H), 2.58 (m, 1H), 2.95 (s, 3H), 2.87-3.00 (m, 2H), 3.40-3.49 (m, 2H), 3.51 (t, J = 
6.0Hz, 1H), 4.18 (s, 2H), 4.39 (d, J = 6.0Hz, 1H), 7.02 (d, J = 8.7Hz, 2H), 7.03 (d, J 
= 8.7Hz, 2H), 7.28 (d, J = 8.7Hz, 2H), 7.46 (d, J = 8.7Hz, 2H)o 

^$£$12 0 (6 1) : N-^;V-2-$^n^r^>;i/-N- [1- (4- 
10 {3- [ (^^JVXJ]y^-JV) r^y] y^S^ci/} ^>^;v) - 4 

TLC : Rf 0.32 (^nn*M : — ;i/= 10:1) ; 

NMR (CD 3 OD) : <5" 0.80-1.10 (m, 2H), 0.97 (t, J = 7.2 Hz, 3H), 1.20-1.40 (m, 5H), 
1.40-1.60 (m, 2H), 1.60-2.00 (m, 8H), 2.30-2.40 (m, 2H), 2.32 (d, J = 7.2 Hz, 2H), 
15 2.96 (s, 3H), 3.10-3.30 (m, 4H), 3.50-3.60 (m, 2H), 4.20 (m, 1H), 4.30 (s, 2H), 6.80 
(m, 1H), 6.95 (m, 1H), 7.00 (m, 1H), 7.08 (d, J = 8.7 Hz, 2H), 7.33 (t, J = 8.1 Hz, 1H), 
7.55-7.61 (m, 2H) Q 

m&m 2 0 (6 2) : 4- [4- ( {4- 17^)1 ('vfriJ* J -4 )V) 75^] 

20 - 1 - u * ^m.mm • mmu 

TLC : Rf 0.34 (^DD*M : J— )]/= 10:1) ; 
NMR (CD3OD) : 6 0.90-1.00 (m, 3H), 0.97 (t, J = 7.4 Hz, 3H), 1.20-1.40 (m, 6H), 
1.50-1.70 (m, 4H), 1.80-2.00 (m, 2H), 2.20-2.40 (m, 4H), 3.00-3.20 (m, 4H), 
3.50-3.70 (m, 2H), 4.10 (m, 1H), 4.31 (s, 2H), 7.07 (d, J = 9.0 Hz, 2H), 7.17 (d, J = 
25 9.0 Hz, 2H), 7.56 (d, J = 9.0 Hz, 2H), 8.04 (d, J = 9.0 Hz, 2H)o 
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mmm2 0 (6 3) : 4- [4- ( {4- (^VJ^JV) 

TLC : Rf 0.40 (^DD*M : Jl= 10:1) ; 

NMR (CD 3 OD) : 6 0.86 (t, J = 7.2 Hz, 3H), 1.20-1.50 (m, 4H), 1.50-1.70 (m, 2H), 
5 1.88-1.95 (m, 2H), 2.00-2.20 (m, 2H), 2.30-2.40 (m, 2H), 3.00-3.20 (m, 2H), 
3.50-3.60 (m, 2H), 4.27 (s, 2H), 4.45 (m, 1H), 4.62 (s, 2H), 7.03-7.07 (m, 2H), 
7.13-7.37 (m, 7H), 7.52 (d, J = 8.4 Hz, 2H), 8.01-8.04 (m, 2H) Q 

2 0 (6 4) : N-^;V-2-^^D^^;1/-N- [1- (4- 

10 {2- [ ;v) 75y] ^^y^s/} ^>^;p) - 4 

TLC : Rf 0.50 (^dd*M : *9 J — ;i/= 10:1) ; 
NMR (CD3OD) : 6 0.90-1.00 (m, 2H), 0.97 (t, J = 7.2 Hz, 3H), 1.20-1.40 (m, 5H), 
1.40-1.80 (m, 8H), 1.80-2.00 (m, 2H), 2.21 (d, J = 6.9 Hz, 2H), 2.30-2.40 (m, 2H), 
15 2.98 (s, 3H), 3.00-3.30 (m, 4H), 3.50-3.60 (m, 2H), 4.20 (m, 1H), 4.28 (s, 2H), 6.98 
(m, 1H), 7.12 (d, J = 8.7 Hz, 2H), 7.18-7.21 (m, 2H), 7.52-7.54 (m, 3H) G 

mmm 2 0 (6 5) : 73- ;i [ 1- (4- {4- [ 

20 h ■ 

T L C : R f 0.77 (ftKxf;i/ : j* # y — ;V= 10:1) ; 
NMR (CD3OD) : 6 0.90 (t, J = 7.2Hz, 3H), 1.21-1.36 (m, 2H), 1.42-1.58 (m, 2H), 
1.88-2.00 (m, 2H), 2.09-2.34 (m, 2H), 2.95 (s, 3H), 3.00-3.14 (m, 2H), 3.17-3.28 (m, 
2H), 3.43-3.58 (m, 2H), 3.93 (m , 1H), 4.25 (s, 2H) , 5.12 (s, 2H), 7.03 (d, J = 8.7Hz, 
25 2H), 7.05 (d, J = 8.7Hz, 2H), 7.24-7.38 (m, 7H), 7.47 (d, J = 8.7Hz, 2H) C 
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I«$I2 0 (6 6) tu;v [1- (4- {4- [ 

TLC : R f 0.75 ; J — )V= 10:1) ; 

5 NMR (CD 3 OD) : 6 1.90-2.01 (m, 2H), 2.09-2.19 (m, 2H), 2.95 (s, 3H), 3.01-3.12 
(m, 2H), 3.44-3.55 (m, 2H), 3.89 (d, J = 5.5Hz, 2H), 4.03 (m, 1H), 4.25 (s, 2H), 
5.09-5.21 (m, 2H), 5.13 (s, 2H), 5.83 (ddd, J = 22.5, 10.2, 5.4Hz, 1H), 7.03 (d, J = 
8.7Hz, 2H), 7.05 (d, J = 8.7Hz, 2H), 7.25-7.38 (m, 7H), 7.47(d, J = 8.7Hz, 2H)o 

10 mmm 2 0 (6 7) :^>^;i/ 2-^=~)\y [1- (4- {4- [ C*?- 
;i/x;v#^;v) T^y] ^^y^^>} ^>^;v) - 4 - if ^ u ^— ;v] 

h ■ mastm. 

T L C : R f 0.76 (ilx^JV : * 9 J ~)\s= 10:1) ; 
NMR (CD3OD) : 6 1.75 (t, J = 2.1Hz, 3H), 1.95-2.08 (m, 2H), 2.18-2.36 (m, 2H), 
15 2.95 (s, 3H), 3.03-3.18 (m, 2H), 3.47-3.57 (m, 2H), 4.03 (d, J = 2.1Hz, 2H), 4.07 (m, 
1H), 4.26 (s, 2H), 5.16 (s, 2H) , 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hs, 2H), 
7.25-7.41 (m, 7H), 7.47 (d, J = 8.7Hz, 2H) Q 

2 0 (6 8) : N-^;i/-2 -^^D^^;i/-N- (1- {3- 

20 [ (p?^;vx;i/^;i/) t^j~\ -4 -y^j *iy<>PM -4-tf^y 

TL C : Rf 0.48 (^DU*M : *$J— )]/ : WB.= 2 0 : 2 : 1) ; 
NMR (CD 3 OD) : 6 0.90-1.00 (m, 2H), 0.97 (t, J = 7.2 Hz, 3H), 1.10-1.40 (m, 5H), 
1.50-1.80 (m, 8H), 1.80-2.00 (m, 2H), 2.21 (d, J = 6.9 Hz, 2H), 2.30-2.40 (m, 2H), 
25 3.04 (s, 3H), 3.05-3.30 (m, 4H), 3.50-3.70 (m, 2H), 4.14 (m, 1H), 4.28 (s, 2H), 6.89 
(d, J = 8.4 Hz, 1H), 7.10 (d, J = 7.5 Hz, 2H), 7.20-7.29 (m, 2H), 7.40-7.46 (m, 2H), 
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7.68 (d, J = 2.1 Hz, 1H) 0 

mmm2 0 (6 9) : N-:/^-2-^n^3r^;i/-N- {1- [4- 
5 ^gjg 

TLC : Rf 0.54 (^nn*M : J— )U : WW.= 2 0:2:1) ; 
NMR (CD3OD) : 6 0.90-1.00 (m, 2H), 0.98 (t, J = 7.2 Hz, 3H), 1.10-1.40 (m, 5H), 
1.50-1.80 (m, 8H), 1.80-2.00 (m, 2H), 2.22 (d, J = 6.6 Hz, 2H), 2.30-2.40 (m, 2H), 
3.10-3.30 (m, 4H), 3.50-3.60 (m, 2H), 4.19 (m, 1H), 4.34 (s, 2H), 7.16 (d, J = 9.1 Hz, 
10 2H), 7.24 (d, J = 8.4 Hz, 2H), 7.63 (d, J = 8.4 Hz, 2H), 8.27 (d, J = 9.1 Hz, 2H) C 

mmm 2 0 (70) : 4- [4- ( {4- (^n^^T-tz^ 

15 TLC : Rf 0.79 (^DD*M : )V= 1 0 : 1) ; 

NMR (CD 3 OD) : 6 0.90-1.00 (m, 2H), 0.97 (t, J = 7.2 Hz, 3H), 1.10-1.40 (m, 5H), 
1.40-1.80 (m, 8H), 1.80-2.00 (m, 2H), 2.21 (d, J = 6.9 Hz, 2H), 2.30-2.40 (m, 2H), 
3.00-3.20 (m, 4H), 3.23 (s, 3H), 3.50-3.60 (m, 2H), 4.18 (m, 1H), 4.29 (s, 2H), 7.11 
(d, J = 9.0 Hz, 4H), 7.35 (d, J = 9.0 Hz, 2H), 7.54 (d, J = 9.0 Hz, 2H)o 

20 

nmrnzo an : N-^;v-2-^n-^>;i/-N- a- (4- 

{2 -PW1/-4- [ ;v) T^y] y^j^} 

- 4 - tf ^ u *J=- tBStttt 

TLC : Rf 0.44 (^DD*M : ^^y— )]/= 10:1) ; 
25 NMR (CD3OD) : 6 0.90-1.00 (m, 2H), 0.97 (t, J = 7.2 Hz, 3H), 1.10-1.40 (m, 5H), 
1.40-1.80 (m, 8H), 1.80-2.00 (m, 2H), 2.16 (s, 3H), 2.21 (d, J = 6.9 Hz, 2H), 
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2.30-2.40 (m, 2H), 2.96 (s, 3H), 3.00-3.20 (m, 4H), 3.50-3.60 (m, 2H), 4.10 (m, 1H), 
4.25 (s, 2H), 6.91-6.98 (m, 3H), 7.13 (dd, J = 8.6, 2.6 Hz, 1H), 7.20 (m, 1H), 
7.44.7.49 (m, 2H)o 

5 mnmzo (72) : n-^;v-2-^^d^^;i/-n- c.i- u- 

TL C : Rf 0.33 (^DD*M : )]/= 10:1) ; 

NMR (CD3OD) : 6 0.90-1.00 (ra, 2H), 0.97 (t, J = 7.2 Hz, 3H), 1.10-1.40 (m, 5H), 
10 1.40-1.80 (m, 8H), 1.80-2.00 (m, 2H), 2.07 (s, 6H), 2.21 (d, J = 6.6 Hz, 2H), 
2.30-2.40 (m, 2H), 2.97 (s, 3H), 3.00-3.20 (m, 4H), 3.50-3.60 (m, 2H), 4.17 (m, 1H), 
4.24 (s, 2H), 6.86 (d, J = 8.7 Hz, 2H), 7.04 (s, 2H), 7.45 (d, J = 8.7 Hz, 2H) C 

mmmz 0(73): n-^^-n- l 1 - (4 - {2-^nn-4- c u 

15 7^7] y^j^y} ^>^;v) - 4 -tr^D - 

2 -i/c7n^*i,')lT~te h7^ K • UBM. 

TL C : Rf 0.60 (^UD^l/A : J— )]/= 10:1) ; 

NMR (CD3OD) : 6 0.90-1.00 (m, 2H), 0.97 (t, J = 7.4 Hz, 3H), 1.20-1.40 (m, 5H), 

1.40-1.60 (m, 2H), 1.60-2.00 (m, 8H), 2.21 (d, J = 6.6 Hz, 2H), 2.30-2.40 (m, 2H), 
20 3.01 (s, 3H), 3.10-3.30 (m, 4H), 3.50-3.60 (m, 2H), 4.10 (m, 1H), 4.27 (s, 2H), 6.99 

(d, J = 8.4 Hz, 2H), 7.13 (d, J = 9.0 Hz, 1H), 7.24 (dd, J = 9.0, 2.6 Hz, 1H), 7. 43 (d, J 

= 2.6 Hz, 1H), 7.48-7.52 (m, 2H) Q 

mmmZO (7 4) : (2R) -2-^D^>;i/-2-tFD^>-N 

25 - [l- (4- {4- [ (^^;i/x;i/^;i/) t^j~\ 
;i/) - 4 - U 7th7^K- iMMiM. 
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T L C : R f 0.48 (Six^;i/ : ^ ^ J — ;y= 10:1) ; 
NMR (CD 3 OD) : 6 1.06-1.38 (m, 5H), 1.45-1.94 (m, 8H), 2.05-2.16 (m, 2H), 2.95 
(s, 3H), 3.03-3.17 (m, 2H), 3.48-3.57 (m, 2H), 3.79 (d, J = 4.0Hz, 1H), 3.96 (m, 1H), 
4.28 (s, 2H), 7.03 (d, J = 8.7H z, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 
5 7.51 (d, J = 8.7Hz, 2H)o 

m&M2 0 (7 5) : (2 S) -2-^^n^i/;P-2-t Fn^>-N 
- [1- (4- {4- [ (p<^;i/^;V^-;i/) 7*^^] 7iy^} 
;V) -4-tf^U^-;i/] T-fehT^F-^tg 
10 T L C : R f 0.48 (mm^9-J\y : J —Jl= 10:1) ; 

NMR (CD 3 OD) : 6 1.06-1.38 (m, 5H), 1.45-1.94 (m, 8H), 2.05-2.16 (m, 2H), 2.95 
(s, 3H), 3.03-3.17 (m, 2H), 3.48-3.57 (m, 2H), 3.79 (d, J = 4.0Hz, 1H), 3.96 (m, 1H), 
4.28 (s, 2H), 7.03 (d, J = 8.7H z, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7 Hz, 2H), 
7.51 (d, J = 8.7Hz, 2H) 0 

15 

mmrn 2 0 (7 6) : 2- [4- ( {4- i-mi/ (^n^r-> 

TLC : Rf 0.50 (Mh*9-)s> : J— )V= 10:1) ; 
20 NMR (CD 3 OD) : 6 0.90-1.00 (m, 2H), 0.97 (t, J = 7.2 Hz, 3H), 1.10-1.40 (m, 5H), 
1.50-1.60 (m, 2H), 1.65-1.80 (m, 6H), 1.80-2.00 (m, 2H), 2.21 (d, J = 6.9 Hz, 2H), 
2.30-2.40 (m, 2H), 3.00 (s, 3H), 3.10-3.30 (ra, 4H), 3.50-3.60 (m, 2H), 3.74 (s, 3H), 
4.10 (m, 1H), 4.26 (s, 2H), 6.98 (d, J = 8.7 Hz, 2H), 7.10 (d, J = 8.7 Hz, 1H), 
7.45-7.52 (m, 3H), 7.79 (d, J = 3.0 Hz, 1H) Q 

25 

mmm2o (77) : 2- [4- ( {4- (^n^^rr-k^ 
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;W T5.y] - 1 -H^ut?-;i/} ^;v) ^y^] -5- [ 

TLC : Rf 0.40 (iM^hA^Uy : J— JV= 10:1) ; 
NMR (CD3OD) : 6 0.95-1.05 (m, 2H), 0.97 (t, J = 7.3 Hz, 3H), 1.10-1.40 (m, 5H), 
5 1.50-1.80 (m, 8H), 1.80-2.00 (m, 2H), 2.21 (d, J = 6.9 Hz, 2H), 2.30-2.40 (m, 2H), 
3.01 (s, 3H), 3.05-3.25 (m, 4H), 3.50-3.60 (m, 2H), 4.10 (m, 1H), 4.26 (s, 2H), 6.95 
(d, J = 8.7 Hz, 2H), 7.09 (d, J = 8.7 Hz, 1H), 7.46-7.51 (m, 3H), 7.83 (d, J = 2.7 Hz, 
1H) 0 

10 mMm2 0 (7 8) : (2R) -N-7^-2-^^DA^>;v-2-h 
Fn^sy-N- [l- (4- {4- [ T^y] y^j 

TLC:Rf 0.55 (Ift^f l/> : ^^y-;V=9 : 1) ; 
NMR (CD3OD) : 6 0.90-2.58 (m, 22H), 2.95 (s, 3H), 3.02-3.35 (m, 4H), 3.50-3.60 
15 (m, 2H), 3.94-4.17 (m, 2H), 4.28 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 

2H), 7.29 (d, J = 8.7Hz, 2H), 7.45-7.54 (m, 2H)o 

mmm 2 0 (7 9) : (2 S) -N-W-2-^D^>jl/-2-t 
Hn^>-N- [1- (4- {4- [ (^;i/x;v*-;v) T^y] 7^; 
20 ^>^;i/) -4-tT^-U ^— 

TLC : Rf 0.55 (»^I/> : ;i/ = 9 : 1) ; 

NMR (CD3OD) : 0.90-2.58 (m, 22H), 2.95 (s, 3H), 3.02-3.35 (m, 4H), 3.50-3.60 
(m, 2H), 3.94-4.17 (m, 2H), 4.28 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 
2H), 7.29 (d, J = 8.7Hz, 2H), 7.45-7.54 (m, 2H)o 

25 

»J2 0 (8 0) : (3, 4-h^>X) -N- (i/?W\**/JW?-;i>) 
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- 3 1 - (4- {4- [ (^^;vx;i/^-;v) 
>>} ^>^;v) -4-t^u^>*;v^-y-^ F -JM^ 

TLC : Rf 0.40 (^nn^t/A : ;>< # 7—;i/= 9 : 1) ; 
NMR (CD 3 OD) : d 0.84-1.04 (m, 2H), 0.93 (d, J = 6.0 Hz, 3H), 1.14-1.34 (m, 4H), 
5 1.48 (m, 1H), 1.60-1.80 (m, 4H), 1.88-2.04 (m, 2H), 2.06-2.18 (m, 2H), 2:72 (m, 1H), 
2.88-3.12 (m, 3H), 2.95 (s, 3H), 3.22-3. 60 (m, 2H), 4.28 (brs, 2H), 7.00-7.18 (m, 4H), 
7.29 (brd, J = 9.0 Hz, 2H), 7.48 (brd, J = 8.7 Hz, 2H)o 

mmm 2 0 (si) : (3, 4 —>x) -n- (^n^swi^^io - 

10 3-^^;v-l- (4- {4- [ 7^] y^s^y} 

-4-b 0 ^U^>^;v^^r-9-^ K • mmM 

TLC : Rf 0.25 (^nn^M : 9:1) ; 

NMR (CD3OD) : 6 0.82-1.06 (m, 2H), 1.00 (d, J = 6.9 Hz, 3H), 1.13-1.34 (m, 4H), 

1.46 (m, 1H), 1.62-1.80 (m, 4H), 1.92-2.24 (m, 3H), 2.55 (m, 1H), 2.90-3.12 (m, 2H), 
15 2.95 (s, 3H), 3.13-3.62 (m, 4H), 4.29 (brs, 2H), 6.98-7.10 (m, 4H), 7.29 (brd, J = 9.0 

Hz, 2H), 7.51 (brd, J = 8.7 Hz, 2H) Q 

mmm 2 0 (8 2) : N- (^n^r 3^) - I- (4- {4- [ 
20 *rVr^ H • msSM 

TL C : Rf 0.73 (^DD^jVA : ;i/ = 5:1) ; 

NMR (CD3OD) : 6 0.80-1.02 (m, 2H), 1.19-1.35 (m, 4H), 1.49 (m, 1H), 1.60-1.80 
(m, 4H), 2.95 (s, 3H), 3.06 (m, 2H), 3.61 (m, 1H), 4.12 -4.32 (m, 4H), 4.39 (s, 2H), 
6.98-7.06 (m, 4H), 7.29 (brd, J = 9.0 Hz, 2H), 7.4 5 (brd, J = 8. 7 Hz, 2H)o 

25 

mmm2 0 (8 3) : (1R 3 3 s, 5S) -N- (S/trn^S/JV 
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-8- (4- {4- [ ra- y] 7i;^>} ^>^;v) 

[3. 2. l] ***>-3-#;i/Jifc*i^ I* 

- HCI 

TL C : Rf 0.53 (^DD*M : ;i/ = 5:1) ; 

5 N M R (CD 3 OD) : 6 0.85-1.04 (m, 2H), 1.20-1.36 (m, 4H), 1.46 (m, 1H), 1.60-1.78 
(m, 4H), 1.85-1.90 (m, 2H), 2.08-2.16 (m, 4H), 2.38-2.50 (m, 2H), 2.88 (m, 1H), 2.95 
(s, 3H), 3.00 (d, J = 6.9 Hz, 2H), 3.96 (m, 2H), 4.16 (s, 2H), 7.00-7.10 (m, 4H), 
7.24-7.32 (m, 2H), 7.53 (brd, J = 8.7 Hz, 2H) D 

10 2 0 (84) : (3aR, 5s, 6 aS) -N- (^D^SWl/^ 

^;v) -2- (4- {4- [ (p<^;i/^;v^n;i/) r^y] y^y^} ^ 
>¥)i) ^^tFD^n^v^ [c] tfn— ;v-5-^;i/^^^ h • 




■ HCI 



15 TLC:Ef 0.55 (^DD^I/A : ^^y-;V=5 : 1) ; 

NMR (CD 3 OD) : 6 0.80-1.02 (m, 2H), 1.04-1.36 (m, 3H), 1.46 (m, 1H), 1.60-2.18 
(m, 9H), 2.76-3.04 (m, 7H), 2.95 (s, 3H), 3.60-3.78 (m, 2H), 4.35 (s, 2H), 7.00-7.19 
(m, 4H), 7.24-7.32 (m, 2H), 7.42-7.58 (m, 2H) C 
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HWJ2 0 (8 5) : (3 aR, 5r, 6aS) -N- (S/PU^S/n/* 

-2- (4 - {4 - [ ;v) 7x;^>} ^ 

>^;v) t^^tFD^D^ [c] trn— ;v- 5 -*;i/s}WMM K • 




• HCI 



TL C : Rf 0.39 (^DD^M : J— ;i/= 5:1) ; 
NMR (CD 3 OD) : (5 0.80-1.00 (m, 2H), 1.10-1.36 (m, 3H), 1.42 (m, 1H), 1.60-1.82 
(m, 6H), 2.18 (m, 1H), 2.24-2.38 (m, 2H), 2.78-3.40 (m, 9H), 2.95 (s, 3H), 4.30 (s, 
2H), 7.00-7.10 (m, 4H), 7.22-7.38 (m, 2H), 7.42-7.5 8 (m, 2H) D 

10 

mmm2 1 m ~ a n 

MT%J3)i'-tf>BM^ifc&, 4- (4-^^;vx;i/^— )vt^j 

15 ;vT^>^fe^ffl^-r^T^>M#f*^^v^T. mmi 4^mmmi 5^ 
mmmi Gtmmomm^u-r^hizxy), pat <DW&&&ir 

m&M2 1 (1) : (3S) - 1 -^>^;V- 3 - {*/#U^i/ 

20 -6- {l- [ (3, 5-^^-;i/- 1-731— iH-if7^-;i/-4 
--r;i/) ;v} -2, 5-\f^s?>i?*> -imb. 



133 



WO 2004/080966 



PCT/JP2004/003333 




TLC : Rf 0.73 (^nn*M : 5 : 1) ; 

NMR (CD 3 OD) : 6 0.82-2.42 (m, 24H), 2.80-3.12 (m, 2H), 3.56-3.70 (m, 2H), 

3.79 (m, 1H), 4.02-4.16 (m, 4H), 5.12-5.38 (m, 1H), 7.20-7.62 (m, 10H) o 

5 

mMM2 1 (2) : (3 S) -l-^;i/-3- (->^ D-\^>;i/^;i/) 
-6 - [1- (4 -y a^j **y^lsV)V) -4 -h°^'J^-;]/] -2 3 5 - 

TLC : Rf 0.73 (^DD*M : J~)\,= 5:1) ; 
10 NMR (CD3OD) : 6 0.80-1.08 (m, 5H), 1.10-1.42 (m, 6H), 1.42-2.38 (m, 14H), 
2.78-3.08 (m, 3H), 3.44-3.60 (m, 2H), 3.62-4.14 (m, 3H), 4.26 (brs, 2H), 7.00-7.06 
(m, 4H), 7.18 (m, 1H), 7.38-7.52 (m, 4H)o 

mmm2 1 (3) : (SR) -l-^;V-3- [ (R) -S/^da^ 
15 (tFD^>» - 6 - [ 1 - (4 -7i; 3r*^>^;i/) -4-fcT 

^ U ^-/l/] -2, 5-h°^^^>^^->. ±£g^ 
TLC : Rf 0.62 (^DD*M : ;b= 5 : 1) ; 

NMR (CD 3 OD) : <5" 0.86-2.48 (m, 23H), 2.81-3.08 (m, 3H), 3.27 (m, 1H), 
3.45-3.58 (m, 2H), 3.64-4.00 (m, 2H), 4.18 (m, 1H), 4.25 (brs, 2H), 7.00-7.07 (m, 
20 4H), 7.18 (m, 1H), 7.28-7.52 (m, 4H)o 



134 



WO 2004/080966 



PCT/JP2004/003333 



mm@}2 1 (4) : (3S) -3-^>j;;i/-l-^;i/-6- [1- (4 
-^^3^>^>^;i/) ;v] - 2, 5 -fcT^$> ■ 

mmm 

TLC:Rf 0.65 (^DD^M : ^^y-;i/=5 : 1) ; 
5 NMR (CD 3 OD) : 6 0.78-2.30 (m, 12H), 2.52-3.96 (m, 9H), 4.14-4.28 (m, 2H), 
4.38 (m, 1H), 6.98-7.52 (m, 14H) Q 

mMM2 1 (5) : (3S) - 1-7^;I/-3-^Da^>;I/-6- [1 

- -4-h°^U^-;i/] -2, 5-t?^.^> 

io v-iti/ • 

TL C : Rf 0.65 (^DD*M : )V- 5 : 1) ; 

NMR (CD 3 OD) : 6 0.78-1.00 (m, 3H), 1.00-2.38 (m, 20H), 2.78-3.08 (m, 3H), 

3.48-4.04 (m, 5H), 4.26 (m, 2H), 6.98 -7.10 (m, 4H), 7.18 (m, 1H), 7.39-7.54 (m, 4H)< 

15 mfaW2 1 (6) : (3S) - 1 (hFD^^l/) -6 

- [1- (4-7 i?Jl) - 4 - tf-^U V-—)\y~\ -2, 

^ • mmm 

TL C : Rf 0.46 (^nn*M : J— ;i/= 5:1) ; 
NMR (CD 3 OD) : d 0.76-1.01 (m, 3H), 1.22-1.42 (m, 2H), 1.44-1.72 (m, 3H), 
20 1.86-2.38 (m, 4H), 2.80-3.08 (m, 3H), 3.44-3.60 (m, 2H), 3.64-4.12 (m, 5H), 4.26 
(brs, 2H), 6.96-7.10 (m, 4H), 7.18 (m, 1H), 7.36-7.52 (m, 4H)o 

MMm2 1 (7) : (3S) - 1 -7^)1- 3 - (J/^ D^f^;!^ 
-6- {1- [ (3, 5-^^- l-7x^;i/- lH-lf^y-;i/-4 



135 



WO 2004/080966 



PCT/JP2004/003333 



TLC : Rf 0.68 (^DD^VA : )V= 5:1) ; 

NMR (CD 3 OD) : 6 0.86-1.08 (m, 5H), 1.16-2.12 (m, 20H), 2.39 (m, 6H), 
2.78-3.16 (m, 3H), 3.56-3.70 (m, 2H), 3.76-4.14 (m, 3H), 4.24 (brs, 2H), 7.47-7.56 
(m, 5H)o 

5 

mmm2 l (8) : OR) [ (R) -^^da^>;1/ 

(tKn=^» - 6- {1- [ (3, 5 1 -:7x.-;i, 

- iH-h°^v— ;i/-4--r;i/) p<^;i/] -4 -if^.u^— -2,5- 

10 TLC : Rf 0.67 (^DD*M :^^y-;V=5 : 1) ; 

NMR (CD 3 OD) : 6 0.90-2.14 (m, 23H), 2.32-2.40 (m, 6H), 2.80-3.14 (m, 3H), 
3.28 (m, 1H), 3.56-3.68 (m, 2H), 3.68-4.00 (m, 2H), 4.19 (m, 1H), 4.24 (brs, 2H), 
7.42-7.60 (m, 5H)o 

15 mmm 2 1 o> : (3 s) - 3 -^>^- 1 -^;v-6- {1- [ (3, 

5-^?vi/- l-7i-^- lH-K^y- ;p-4— f;v) -4 
- U -2, 5 - tf ^ i? > • WMM 

TLC : Rf 0.74 (^DD*M : ^^y— ;i/=5 : 1) ; 
NMR (CD3OD) : <5" 0.78-2.40 (m, 12H), 2.32-2.40 (m, 6H), 2.32-3.95 (m, 8H), 
20 4.12-4.44 (m, 4H), 7.10-7.28 (m, 5H), 7.40-7.61 (m, 5H) 0 

«$12 1 (10) : (3S) -l-^;i/-3-^nA^>;i/-6-{l 

- C (3, 5-^^;v- l-7xr;i/- lH-t°^\7— ;v-4-^;i/) p< 

-4 -t?^>;^— - 2 , 5 - ^ > ^ > • i^it^ 

25 TLC : Rf 0.74 (^DD*M : )\s= 5 : 1) ; 

NMR (CD 3 OD) : 6 0.80-1.00 (m, 3H), 1.02-2.22 (m, 20H), 2.32-2.40 (m, 6H), 
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2.80-3.18 (m, 3H), 3.58-4.08 (m, 5H), 4.24 (brs, 2H), 7.40-7.60 (m, 5H) Q 

mffi,m2 l (ll) : (3S) - 1 (iy^xn^^jv^^jv) 

-6- [1- (4-7^; ^>^>i^JV) -4-t^US^— ;V] - 2 

TL C : Rf 0.82 (^Dn*M : J— )V= 5:1) ; 
NMR (CD 3 OD) : 6 0.95 (t, J = 7.5 Hz, 3H), 0.85-1.10 (m, 2H), 1.16-1.42 (m, 6H), 
1.46-2.10 (m, 13H), 2.21 (m, 1H), 2.81 (m, 1H), 3.00-3.20 (m, 2H), 3.34-3.72 (m, 
5H), 3.92-4.08 (m, 2H), 4.30 (s, 2H), 7.00-7.10 (m, 4H), 7.18 (m, 1H), 7.36-7.44 (m, 
10 2H), 7.54 (brd, J = 8.4 Hz, 2H) C 

mnm2 2 : N- {4- [4- ( {4- [ (I E) -2-^^7U^Sy;V- 

p<^>x;V^>T^ F • m^*5J:tFN- {4- [4- ({4- 
15 [ ( 1 Z) - 2 -v-^n-\^>;i/-N-:n h^>^ >^ ^ - 1 - 
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H 3 C 

mmm 5 ( 1 5 > -cmt htz.ik&moixio d ^.mmm 20 (15) xwm 

5 TLC : Rf 0.67,0.73 (^dp^;va : p<^y—;i/= 9 : 1) ; 

NMR (CD3OD) : 6 0.84-1.06 (m, 2H), 1.08-1.36 (m, 4H), 1.18 (t, J = 7.2 Hz, 3H), 
1.58-2.18 (m, 9H), 2.23 (d, J = 7.2 Hz, 2H), 2.42 (m, 1H), 2.95 (s, 3H), 3.02 (m, 2H), 
3.38-3.56 (m, 2H), 4.00 (q, J = 7.2 Hz, 2H), 4 .26 (s, 2H), 7.00-7.10 (m, 4H), 
7.22-7.36 (m, 2H), 7.47 (brd, J = 8.4 Hz, 2H) C 

0 

mnm 2 3 : n- [4- (4- { [4- c^;v { c q-^^^d-s 

7i-;i/] ^^>x;v^>t^ F • 
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H 3 C H 



N 





HCI 



H 

N.^CH 3 



10 



15 



mmm3TW&vtcit-mo (i 1 7mg) on, n-^^^mmt^ 

F (3mL) -b';xf;i/7^> (0.1 mL) mWLte^ 1- *?-)\sl/Zu^ 
V->f])l^>m (50mg) „ ^7irjI/*X*iJ;i/7^F (0.077mL) £7JQ 

KffifcU J^T©«Mtflt*W-ra*IB?9flj-&» (5 8mg) £f#fc 0 
T L C : R f 0.60 (Sj^c^;V) ; 

NMR (CD3OD) : 6 0.96 (t, J = 7.2 Hz, 3H), 1.30-1.60 (m, 12H), 1.32 (s, 3H), 
1.87-2.07 (m, 6H), 2.95 (s, 3H), 3.05-3.15 (m, 4H), 3.52-3.56 (m, 2H), 4.19 (m, 1H), 
4.28 (s, 2H), 7.03 (d, J = 9.0 Hz, 2H), 7.06 (d, J = 9.0 Hz, 2H), 7.29 (d, J = 9.0 Hz, 
2H), 7.49 (d, J = 9.0 Hz, 2H) 0 



2 3 (1) - (1 5 1) 



20 



mum 2 3 ^ mmomm^t u vxmmz & v tia&fms. tcitm 



23(1) :3-[({[l-(4-{4-[ 



139 



WO 2004/080966 



PCT/JP2004/003333 



T L C : R f 0.75 y — ;i/ : : 7K= 4:2:1) ; 

NMR (CD 3 OD) : 6 1.70-1.96 (m, 2H), 2.10-2.30 (m, 2H), 2.96 (s, 3H), 3.07-3.20 
5 (m, 2H), 3.46-3.60 (m, 2H), 3.84 (m, 1H), 4.31 (s, 2H), 7.02-7.08 (m, 4H), 7.30 (d, J 
= 8.7 Hz, 2H), 7.35 (t, J = 7.8 Hz, 1H), 7.51 (d, J = 8.7 Hz, 2H), 7.59-7.66 (m, 2H), 
8.04 (s, 1H) 0 

»J2 3 (2) : N- (4- {4- [ (4- C (y^)UT^J) 

T L C : R f 0.51 (JgffiLx.^ )\s : * 9 J — ;V= 5:1); 
NMR (CD 3 OD) : 6 0.92 (t, J = 6.9 Hz, 3H), 0.94 (t, J = 6.9 Hz, 3H), 1.40-1.26 (m, 
4H), 1.56-1.42 (m, 4H), 1.95-1.83 (m, 2H), 2.20-2.02(m, 2H), 2.95 (s, 3H), 3.17-3.05 
15 (m, 6H), 3.60-3.50(m, 2H), 4. 13 (m, 1H), 4.27 (s, 2H), 7.03(d, J = 8.7 Hz, 2H), 7.06 
(d, J = 8.7 Hz, 2H), 7.29 (d, J = 8.7 Hz, 2H), 7.49 (d, J = 8.7 Hz, 2H)o 

mMM2 3(3) :N-(4-{4-[(4 - {r/^;i/ [ (t-^JVT^ 

20 -;p) y#>x;i^>T^ F -ikmiM. 

T L C : R f 0.65 (mm^JV : J — ;i/= 5:1); 
NMR (CD3OD) : (5" 0.95 (t, J = 7.2 Hz, 3H), 1.33 (s, 9H), 1.40-1.25 (m, 2H), 
1.58-1.44 (m, 2H), 1.92-1.83 (m, 2H), 2.10-1.97 (m, 2H), 2.95 (s, 3H), 3.15-3.02 (m, 
4H), 3.58-3.50 (m, 2H), 4.15 (m, 1H) , 4.28 (s, 2H), 7.03 (d, J = 8.7 Hz, 2H), 7.06 (d, 

25 J = 8.7 Hz, 2H), 7.30 (d, J = 9.0 Hz, 2H), 7.50 (d, J = 8.7 Hz, 2H)o 
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mMM2 3(4) :N-(4-{4-[(4 - [ (^D-\^>;i/ 

T L C : R f 0.62 {Wm.^)V : * # J — 5:1) ; 
5 NMR (CD 3 OD) : 6 0.94 (t, J = 7.2 Hz, 3H), 1.95-1.10 (m, 18H), 2.20-2.02 (m, 
2H), 2.95 (s, 3H), 3.18-3.02 (m, 4H), 3.60-3.50 (m, 3H), 4.18 (m, 1H), 4.27 (s, 2H), 
7.03 (d, J = 8.7 Hz, 2H), 7.06 (d, J = 8.7 Hz, 2H), 7.29 (d, J = 8.7 Hz, 2H), 7.49 (d, J 
= 8.7Hz,2H) 0 

10 mt&m 2 3(5) : N- (4 - {4- [ (4- [ (7^1/7^) 

T L C : R f 0.71 (iHxf;i/ — ;v= 5:1); 

NMR (CD 3 OD) : 6 0.84-0.95 (m, 3H), 1.14-1.50 (m, 4H), 1.86-2.09 (m, 4H), 2.95 
15 (s, 3H), 3.01-3.12 (m, 2H), 3.13 (t, J = 6.9 Hz, 2H), 3.44-3.52 (m, 2H), 4.24 (s, 2H), 

4.35 (m, 1H), 4.46 (s, 2H), 7.02 (d, J = 9.0 Hz, 2H), 7.04 (d, J = 9.0 Hz, 2H), 
7.20-7.35 (m, 7H), 7.46 (d, J = 9.0Hz, 2H)o 

mmm 2 3(6) :N-(4-{4-[(4- {^>^;V [ (^^/n^> 
20 jvt^j) -l-ti^u^— ;v) y^j^} 

-7 3L=-)V) ^^>^;v^>7^ h* - Jim 
T L C : R f 0.70 (mm^)l : * * J —Jl= 5:1); 
NMR (CD 3 OD) : 6 1.02-1.40 (m, 6H), 1.52-2.08 (m, 8H), 2.95 (s, 3H), 3.02-3.13 
(m, 2H), 3.44-3.60 (m, 3H), 4.22 (s, 2H), 4.39 (m, 1H), 4.43 (s, 2H), 7.02 (d, J = 9.0 
25 Hz, 2H), 7.04 (d, J = 9.0 Hz, 2H), 7.20-7.36 (m, 7H), 7.46 (d, J = 9.0 Hz, 2H) Q 
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mnm2 3 (7) : n- (4- {4- [ (4- [ (^kt^s) 

T L C : Rf 0.42 : * $ J —)V= 5:1); 

5 NMR (CD3OD) : 6 1.02-1.13(m, 3H), 1.84-2.08 (m, 4H), 2.95 (s, 3H), 3.00-3.12 
(m, 2H), 3.15-3.21(m, 2H), 3.42-3.52 (m, 2H), 4.23 (s, 2H), 4.32 (m, 1H), 4.46 (s, 
2H), 7.01 (d, J = 9.0 Hz, 2H), 7.04 (d, J = 8.7 Hz, 2H), 7.20-7.34 (m, 7H), 7.46 (d, J = 
8.7 Hz, 2H) 0 

10 mmn 23(8) : n- {4- [4- ( {4- c c (^n^^i/^y) 

TLC : R f 0.55 {WWt^?-)l> : * $J—)l= 5:1); 
NMR (CD3OD) : 6 1.12-1.44 (m, 6H), 1.54-2.13 (m, 8H), 2.95 (s, 3H), 3.02-3.14 
15 (m, 2H), 3.28-3.40 (m, 2H), 3.37 (s, 3H), 3.42-3.58 (m, 5H), 4.13 (m, 1H), 4.27 (s, 
2H), 7.03 (d, J = 8.7 Hz, 2H), 7.0 6 (d, J = 8.7 Hz, 2H), 7 .29 (d, J = 8.7 Hz, 2H), 7.49 
(d, J = 8.7 Hz, 2H) 0 

mMM2 3(9):4-[({[l-(4-{4-[ (*m*JU*-») 

TLC:Rf 0.30 (^f-V>:^^^-;i/=5 : 1) ; 
NMR (CD3OD) : 6 1.71-1.82 (m,2H), 2.21-2.26 (m,2H), 2.96 (s,3H), 2.99-3.17 
(m, 2H), 3.52-3.57 (m, 2H), 3.84 (m, 1H), 4.30 (s, 2H), 7.03-7.08 (m, 4H), 7.30 (d, J 
25 = 8.6 Hz, 2H), 7.47 (d, J = 8.6 Hz, 2H), 7.51 (d, J = 8.6 Hz, 2H), 7.91 (d, J = 8.6 Hz, 
2H)o 
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mffi.m2 3 (10) : N- [4- (4- { [4- (2, 

KD-3 (2H) -^r^JV—JV) - 1 - t°^>j *J—)]/~\ 

TLC:Rf 0.62 Mx^:^^y-;V=5 : 1) ; 
NMR (CD 3 OD) : 6 1.93-1.97 (m, 2H), 2.95 (s, 3H), 2.96-3.30 (m, 4H), 3.55-3.59 
(m, 2H), 4.31 (s, 2H), 5.19 (m, 1H), 7.04 (d, J = 8.7 Hz, 2H), 7.07 (d, J = 8.7 Hz, 2H), 
7.13 (m, 1H), 7.22 (m, 1H), 7.29 (d, J = 8.7 Hz, 2H), 7.50 (d, J = 8.7 Hz, 2H), 7.63 (m, 
1H), 8.02 (m, 1H) 0 

mm 2 3(11) : N- {4- [4- ( {4- [ 

TLC:Rf 0.71 mm^JV : *#;~JV=5 : 1) ; 

NMR (CD 3 OD) : <5" 0.97 (t, J = 7.5Hz, 3H), 1.30-1.45 (m, 2H), 1.54-1.66 (m, 2H), 

1.94-2.04 (m, 2H), 2.14-2.32 (m, 2H), 2.95 (s, 3H), 3.05-3.18 (m, 2H), 3.24-3.34 (m, 
2H), 3.51-3.63 (m, 2H), 4.19 (m , 1H), 4.29 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J 
= 8.7Hz, 2H), 7.23-7.34 (m, 7H), 7.51 (d, J = 8.7Hz, 2H)o 

mffi.M2 3(12) : N- [4- (4- { [4- (y^;v { [ (2 -y^- 

T L C : R f 0.75 (BM^fr : * * J —)V= 5:1); 
NMR (CD 3 OD) : 6 0.90 (t, J = 7.2Hz, 3H), 1.20-1 .46 (m, 4H), 1.84-1.93 (m, 2H), 
2.00-2.18 (m, 2H), 2.79 (t, J = 7.2Hz, 2H), 2.95 (s, 3H), 2.99-3.12 (m, 4H), 3.39 (t, J 
= 7.2Hz, 2H), 3.48-3.57 (m, 2H), 4.06 (m, 1H), 4.27 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 
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7.06 (d, J = 8.7Hz, 2H), 7.13-7.27 (m, 5H), 7.29 (d, J = 8.7Hz, 2H), 7.49 (d, J = 8.7 
Hz, 2H)o 

mm 2 3(13) : n- [4- (4- { [4- c^;i/ { [ u-^;^ 

TLC:Rf 0.78 (JSm^)^ : # J ~)V= 5 : 1) ; 

NMR (CD3OD) : d 0.97 (t, J = 7.5Hz, 3H), 1.33-1.44 (m, 2H), 1.55-1.66 (m, 2H), 

1.94- 2.02 (m, 2H), 2.14-2.30 (m, 2H), 2.95 (s, 3H), 3.04-3.14 (m, 2H), 3.22-3.32 (m, 
10 2H), 3.52-3.62 (m, 2H), 4.17 (m , 1H), 4.29 (s, 2H ), 6.97-7.08 (m, 6H), 7.27-7.33 (m, 

4H), 7.50 (d, J = 8.7Hz, 2H)o 

mmm2 3 ( 1 4) : n- [4- u- { u- c^;p n (2, 5-*? 

T L C : R f 0.79 (f'fix^jV : ^ # y -;i/= 5:1); 

NMR (CD3OD) : 6 0.99 (t, J = 7.2Hz, 3H), 1.34-1.48 (m, 2H), 1.60-1.71 (m, 2H), 

1.95- 2.04 (m, 2H), 2.14-2.30 (m, 2H), 2.16 (s, 3H), 2.27 (s, 3H), 2.95 (s, 3H), 
3.04-3.16 (m, 2H), 3.24-3.34 (m, 2H), 3.52-3.60 (m, 2H), 4.15(m, 1H), 4.28 (s, 2H), 

20 6.91-7.10 (m, 7H), 7.29 (d, J = 8.7Hz, 2H), 7.49 (d, J = 8.7Hz, 2H)o 

mMM2 3(15) :N-[4-(4-{[4- { [ (4-7;i/ 

^D7x-;i/) 7^7] T^y) - 1 - 1:^ U 

25 TLC : Rf 0.82 (Sfflfcc^-;!/ : **y-;i/=5 : 1) ; 

NMR (CD 3 OD): 6 1.94-2.20 (m, 4H), 2.95 (s, 3H), 3.02-3.14 (m, 2H), 3.44-3.55 
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(m, 2H), 4.25 (s, 2H), 4.36 (m, 1H), 4.64 (s, 2H), 6.97 (d, J = 8.7 Hz, 2H), 7.02 (d, J = 
8.7Hz, 2H), 7.05 (d, J = 8.7 Hz, 2H), 7.24-7.41 (m, 9H), 7.46 (d, J = 8.7Hz, 2H)o 

mmw2 3 a 6) : n- {4- [4- ( {4- c { c (4-7^71 

5 7^y] ( 2 h^>>:n^;v) T^y] - l - t°^u 

T L C : R f 0.50 (Wm^JV \ J -;]/= 5:1) ; 
NMR (CD 3 OD) : 6 1.98-2.08 (m, 2H), 2.10-2.26 (m, 2H), 2.95 (s, 3H), 3.02-3.18 
(m, 2H), 3.47 (s, 3H), 3.44-3.64 (m, 6H), 4.14 (m, 1H), 4.29 (s, 2H), 6.98-7.06 (m, 
10 2H), 7.03 (d, J = 8.7Hz, 2H), 7.07 (d, J = 8.7Hz, 2H), 7.22-7.28 (m, 2H), 7.29 (d, J 
= 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H)o 

mmm2 3 (17) : n- {4 - [4- ( {4- ly^jv ( { [3- 

T L C : R f 0.73 (Sfflfex^;i> : * * J —Jl= 5:1); 
NMR (CD3OD) : 6 0.98 (t, J = 7.2Hz, 3H), 1.33-1.46 (m, 2H), 1.54-1.66 (m, 2H), 
1.93-2.04 (m, 2H), 2.14-2.24 (m, 2H), 2.46 (s, 3H), 2.95 (s, 3H), 3.04-3.18 (m, 2H), 
3.24-3.34 (m, 2H), 3.48-3.60 (m , 2H), 4.16 (m, 1H), 4.29 (s, 2H), 6.76 (m, 1H), 
20 7.00-7.22 (m, 7H), 7.30 (d, J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H) Q 

mrnmz 3 a 8) : n- {4- [4- ( {4- ( { [3- 

25 T L C : R f 0.76 (Wm^fr : J -;]/= 5:1) ; 

NMR (CD3OD) : 6 1.90-2.02 (m, 2H), 2.04-2.20 (m, 2H), 2.43 (s, 3H), 2.95 (s, 
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3H), 3.00-3.15 (m, 2H), 3.42-3.54 (m, 2H), 4.23(s, 2H), 4.36 (m, 1H), 4.66 (s, 2H), 
6.92 (m, 1H), 7.03 (d, J = 8.7Hz, 2H), 7.04 (d, J = 8.7Hz, 2H), 7.15 (d, J = 7.8Hz, 2H), 

7.25- 7.39 (m, 9H), 7.45 (d, J = 8.7Hz, 2H)o 

5 mMM2 3 (19) : N- [4- (4- { [4- { [ (2-^DD 

T L C : R f 0.77 (MflSL^fr : J —JV= 5:1); 
NMR (CD 3 OD) : 6 0.98 (t, J = 7.2Hz, 3H), 1.34-1.48 (m, 2H), 1.65-1.75 (m, 2H), 
10 1.96-2.06 (m, 2H), 2.16-2.32 (m, 2H), 2.26 (s, 3H), 2.95 (s, 3H), 3.04-3.16 (m, 2H), 

3.26- 3.34 (m, 2H), 3.51-3.60 (m , 2H), 4.16 (m, 1H), 4.28 (s, 2H), 7.03 (d, J = 8.7Hz, 
2H), 7.06 (d, J = 8.7Hz, 2H), 7.14-7.21 (m, 2H), 7.28-7.31 (m,3H), 7.50 (d, J = 8.7Hz, 
2H) 0 

15 f!»J2 3 (2 0) : N- (4- {4- [ (4- [ (^^7^ 

T L C : Rf 0.77 (H^c^V : J —)V= 5:1); 
NMR (CD3OD): 6 0.98 (t, J = 7.2Hz, 3H), 1.34-1.46 (m, 2H), 1.61-1.73 (m, 2H), 
20 1.94-2.04 (m, 2H), 2.13-2.30 (m, 2H), 2.15 (s, 6H), 2.23 (s, 3H), 2.95 (s, 3H), 
3.04-3.16 (m, 2H), 3.24-3.32 (m, 2H), 3.52-3.60 (m, 2H), 4.15 (m, 1H), 4.28 (s, 2H), 
6.87 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 
7.49 (d, J = 8.7Hz, 2H)o 

25 mmM2 3(21) : N- {4- [4- ( {4 - [ { [ 
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)]/) 7 x. 7x-;v} ^^>^M>7^ H -lii 

T L C : R f 0.79 (OTfcc^-;!/ : * 5:1); 
NMR (CD 3 OD): 6 0.97 (t, J = 7.2Hz, 3H), 133-1.45 (m, 2H), 1.55-1.68 (m, 2H), 
1.96-2.06 (m, 2H), 2.15-2.32 (m, 2H), 2.58 (s, 3H), 2.95 (s, 3H), 3.06-3.19 (m, 2H), 
5 3.25-3.35 (m, 2H), 3.53 -3.62 (m , 2H), 4.19 (m, 1H), 4.30 (s, 2H), 7.04 (d, J = 8.7Hz, 
2H), 7.07 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.41 (t, J = 8.0Hz, 1H), 7.50 (d, 
J = 8.7Hz, 2H), 7.62 (ddd, J = 8.0, 2.1, 1.2Hz, 1H), 7.68 (ddd, J = 8.0, 1.5, 1.2Hz, 1H), 
8.00 (m, 1H) 0 

10 mnm2 3 (22) : N- {4 - [4 - ( {4- [ [ (^>Z?;]sT$S) # 

T L C : R f 0.73 (gfig;c^;i/ : # J — ;i/= 5:1) ; 
NMR (CD3OD) : 6 0.94 (t, J = 7.2Hz, 3H), 1.26-1 AO (m, 2H), 1.47-1.60 (m, 2H), 
15 1.87-1.98 (m, 2H), 2.06-2.21 (m, 2H), 2.95 (s, 3H), 3.02-3.18 (m, 4H), 3.49-3.59 (m, 
2H), 4.15 (m, 1H),4.27 (s, 2H) 4.36 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (J = 8.7Hz, 
2H), 7.23-7.31 (m, 7H), 7.49 (d, J = 8.7Hz, 2H)o 

mmm2 3(23) : n- {4- [4- ( {4 - c c ( 1 -t^>^-;vt 

20 ^y) tUV^—JVl (3 -t HD^$/^;i/) T^y] - 1 -\f^VS?~ JP} 

TLC : Rf 0.66 (Wm^JV : ;i/= 5 : 1) ; 

NMR (CD3OD) : 6 1.18 (d, J = 6.3 Hz, 3H), 1.38-1.50 (m, 2H), 1.64-1.80 (m, 7H), 
1.80-1.94 (m, 2H), 1.95-2.12 (m, 10H), 2.95 (s, 3H), 3.00-3.54 (m, 4H), 3.48-3.57 (m, 
25 2H), 3.74 (m, 1H), 4.12 (m, 1H), 4.27 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 
8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.49 (d, J = 8.7Hz, 2H) 0 
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mmm2 3 (24) :N-[4-(4-{[4- (y^J\y { [ (2—>^D 

5 T L C : R f 0.52 (WW.^^ : * * J — fr= 10:1); 

NMR (CD 3 OD) : 6 0.95 (t, J = 7.2Hz, 3H), 0.85-1.02 (m, 2H), 1.13-1.58 (m, 10H), 
1.61-1.80 (m, 5H), 1.83-1.95 (m, 2H), 2.03-2.19 (m, 2H), 2.95 (s, 3H), 3.02-3.13 (m, 
6H), 3.48-3.58 (m, 2H), 4.14 ( m, 1H), 4.27 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J 
= 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H) C 

10 

mMM2 3 (25) : N- [4- (4- { [4- ({[ (2-^D^=^ 
;i/rc^;i/) 7^ y] t^J) - 1 -HVOj ^n;]/] 7 

T L C : R f 0.24 (BWk^JV : j* * y — ;i/= 10:1) ; 
15 NMR (CD 3 OD) : 6 0.85-1.00 (m, 2H), 1.10-1.40 (m, 7H), 1.60-1.78 (m, 6H), 
2.08-2.20 (m, 2H), 2.95 (s, 3H), 3.02-3.18 (m, 4H), 3.45-3.55 (m, 2H), 3.72 (m, 1H), 

4.27 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.05 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 
7.50 (d, J = 8.7Hz, 2H) Q 

20 mmm 2 3(26) : n- {4 - [4 - ( {4 - [ { [ (2-^>^d^^ 

T L C : R f 0.29 (mWt^Jly : J — ;V= 10:1) ; 
NMR (CD 3 OD) : 6 0.84-1.00 (m, 2H), 1.15-1.44 (m, 7H), 1.60-1.78 (m, 6H), 
25 1.97-2.13 (m, 2H), 2.74 (s, 3H), 2.95 (s, 3H), 3.03-3.20 (m, 4H), 3.51-3.60 (m, 2H), 

4.28 (s, 2H),4.30(m, 1H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J 
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= 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H)o 

mmm2 3 (27) : N- {4 - [4- ( {4 - [ { [ (2->>^n-s3-> 

T L C : R f 0.57 (MW^fr \ J — )l= 10:1) ; 
NMR (CD3OD) : 6 0.84-1.01 (m, 2H), 1.12 (t, J = 6.9Hz, 3H), 1.08-1.45 (m, 6H), 
1.58-1.80 (m, 5H), 1.85-1.94 (m, 2H), 1.97-2.18 (m, 2H), 2.95 (s, 3H), 3.02-3.14 (m, 
6H), 3.48-3.59 (m, 2H), 4.20 (m, 1H), 4.28 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J 
10 = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.49 (d, J = 8.7Hz, 2H)o 

mMM2 3 (2 8) :N— {4 — [4— ( {4 — [ { [ (2 — >^n^^> 

15 TL C : Rf 0.69 {WW.^)^ : J — ;i/= 1 0 : 1) ; 

NMR (CD 3 OD) : 6 0.91 (t, J = 7.5Hz, 3H), 0.82-1.00 (m, 2H), 1.15-1.40 (m, 6H), 
1.42-1.80 (m, 6H), 1.80-2.20 (m, 5H), 2.95 (s, 3H), 2.98-3.22 (m, 6H), 3.42-3.58 (m, 
2H), 4.12 (m, 1H), 4.27 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.30 
(d, J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H)o 

20 

mmm2 3(29) : n- {4- [4- ( {4- [ { [ (2 ->>^?n-x^> 

iM. 

25 TLC : Rf 0.64 (H*n^;V ; J — ;i/= 10:1) ; 

NMR (CD 3 OD) : 6 0.85-1.00 (m, 2H), 1.08-1.40 (m, 6H), 1.60-1.80 (m, 5H), 



149 



WO 2004/080966 



PCT/JP2004/003333 



1.87-2.18 (m, 4H), 2.95 (s, 3H), 3.02-3.18 (m, 2H), 3.15 (t, J = 6.2Hz, 2H), 3.29 -3.38 
(m, 2H),3.36 (s, 3H), 3.45-3.57 (m, 4H), 4.08 (m, 1H), 4.27 (s, 2H), 7.03 (d, J = 
8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.48 (d, J = 8.7Hz, 2H) „ 

5 mnm2 3 (30) :N-[4-(4-{[4- (^>^;V { [ (2-^ 

T L C : R f 0.73 (Sj£&x.^;i/ : * # J —jl= 10:1) ; 
NMR (CD 3 OD) : 6 0.78-0.93 (m, 2H), 1.02-1.33 (m, 6H), 1.56-1.70 (m, 5H), 
10 1.85-2.03 (m, 4H), 2.95 (s, 3H), 2.98-3.20 (m, 4H), 3.42-3.53 (m, 2H), 4.23 (s, 2H), 
4.36 (m, 1H), 4.45 (s, 2H), 7.02 (d, J = 8.7Hz, 2H), 7.04 (d, J = 8.7Hz, 2H), 
7.15-7.38 (m, 7H), 7.45 (d, J = 8.7Hz, 2H)o 

mmm2 3(31) : N- {4- [4- ( {4- [ { [ (2—>^D-M^> 
15 T^y] (>>^n^^>;Mf;i/) T^y] - 1 - 

T L C : R f 0.71 (WM^fr : J —)V= 10:1) ; 
NMR (CD 3 OD) : 6 0.83-1.12 (m, 4H), 1.15-1.41 (m, 10H), 1.52-1.80 (m, 10H), 
20 1.87-1.95 (m, 2H), 2.18-2.30 (m, 2H), 2.95 (s, 3H), 3.02-3.14 (m, 4H), 3.17 (t, J = 
6.2Hz, 2H), 3.48-3.57 (m, 2H), 3.91 (m, 1H), 4.27 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 
7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.49 (d, J = 8.7Hz, 2H) Q 

mmmz 3(32) : n- [4- (4- { [4- { c (s^n^ 
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T L C : R f 0.69 (Bilx^;v : ^ 9 J — ;V= 10:1) ; 
NMR (CD 3 OD) : 8 0.95 (t, J = 7.2Hz, 3H), 0.82-1.05 (m, 2H), 1.14-1.42 (m, 5H), 
1.43-1.58 (m, 3H), 1.62-1.81 (m, 5H), 1.85-1.98 (m, 2H), 1.99-2.22 (m, 2H), 2.95 (s, 
3H), 2.99 (d, J = 6.9Hz, 2H), 3 .02-3.17 (m, 4H), 3.48-3.60 (m, 2H), 4.15 (m, 1H), 
5 4.28 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J =. 8.7Hz, 2H), 
7.49 (d, J = 8.7Hz, 2H) C 

mmm2 3 (33) : n- [4 - (4-{[4- ( { c c^n^^;^ 

?-)]/) t%j~\ ;v} t 5. y ) - 1 71; 

10 3^>) h* • iMM^ 

T L C : R f 0.48 (SUx^I/ : * 10:1) ; 

NMR (CD3OD) : S 0.83-1.02 (m, 2H), 1.12-1.33 (m, 4H), 1.58-1.80 (m, 6H), 2.03 
(m, 1H), 2.09-2.11 (m, 2H), 2.95 (s, 3H), 3.02-3.15 (m, 4H), 3.50-3.58 (m, 2H), 3.72 
(m, 1H), 4.27 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.05 (d, J = 8.7Hz, 2H), 7.29 (d, J = 

15 8.7Hz, 2H), 7.49 (d, J = 8.7Hz, 2H)o 

•mm\2 3 (34) : N- {4- [4- ({4- [{[ D-\^>;i/^ 
:W 7^] (^^;i/) y ] - 1 - ^ V 

20 TLC:Rf 0.52 Mxf;V:^^y-;i/=10 : 1) ; 

NMR (CD 3 OD) : (5" 0.81-1.00 (m, 2H), 1.13-1.32 (m, 4H), 1.48 (m, 1H), 1.60-1.90 
(m, 6H), 1.93-2.12 (m, 2H), 2.75 (s, 3H), 2.95 (s, 3H), 2.98 (d, J = 6.9Hz, 2H), 
3.04-3.19 (m, 2H), 3.49-3.60 (m, 2H), 4.28 (s, 2H), 4.33 (m, 1H), 7.03 (d, J = 8.7Hz, 
2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H)o 

25 

mMm2 3 (35) :N-{4-C4-({4-[{[ (S^n^df^;!/;* 
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TLC : Rf 0.55 (H^o^V : ^ # y — ;i/= 10:1) ; 
NMR (CD 3 OD) : 6 0.83-0.99 (m, 2H), 1.14 (t, J = 6.9Hz, 3H), 1.08-1.32 (m, 2H), 
5 1.47 (m, 1H), 1.60-1.79 (m, 6H), 1.86-1.95 (m, 2H), 2.00-2.17 (m, 2H), 2.95 (s, 3H), 
2.98 (dd, J = 7.2, 2.0Hz, 2H), 3.02-3.25 (m, 4H), 3.49-3.58 (m, 2H), 4.22 (m, 1H), 
4.28 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 
7.50 (d, J = 8.7Hz, 2H) G 

10 rniMM 2 3 (3 6) : N- {4 - [4- ( {4 - [ { [ (i/>7W\*ci/)]/* 

TLC : Rf 0.59 (Mfcc^P : * 9 J — ;V= 10:1) ; 
NMR (CD 3 OD) : 6 0.91 (t, J = 7.2Hz, 3H), 0.83-0.99 (m, 2H), 1.10-1.33 (m, 4H), 
15 1.40-1.80 (m, 7H), 1.85-1.96 (m, 2H), 2.02-2.20 (m, 2H), 2.95 (s, 3H), 2.98 (d, J = 
7.2Hz, 2H), 3.00-3.17 (m, 4H), 3 .50-3.58 (m, 2H), 4.14 (m, 1H), 4.27 (s, 2H), 7.03 
(d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.49 (d, J = 8.7Hz, 
2H)o 

20 mn&m 23 (37) : n- {4- [4- ( {4- [ { [ (^n^^;^ 

T^y] (2-^ b^>a^;i/) r^y] -l-tr^u 

TLC : Rf 0.57 : —JV= 10:1) ; 

NMR (CD 3 OD) : 6 0.85-1.00 (m, 2H), 1.15-1.35 (m, 3H), 1.43 (m, 1H), 1.63-1.80 
25 (m, 5H), 1.88-2.18 (m, 4H), 2.95 (s, 3H), 2.95 (d, J = 6.6Hz, 2H), 3.02-3.15 (m, 2H), 
3.25-3.38 (m, 2H), 3.36 (s, 3H), 3.46-3.58 (m, 4H), 4.10 (m, 1H), 4.27 (s, 2H), 7.03 
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(d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.49 (d, J = 8.7Hz, 
2H) 0 

mmm2 3(3 8) : N- [4- (4- { [4 - (^>^;v { [ (S^n^ 

T L C : R f 070 (g^r-g^l/ : — ;i/= 10:1) ; 

NMR (CD 3 OD) : 6 0.72-0.85 (m, 2H), 1.08-1.40 (m, 4H), 1.50-1.79 (m, 5H), 
1.90-2.08 (m, 4H), 2.95 (s, 3H), 2.96 (d, J = 6.9Hz, 2H), 3.02-3.17 (m, 2H), 3.44-3.56 
10 (m, 2H), 4.24 (s, 2H), 4.38 (m, 1H), 4.46 (s, 2H), 7.02 (d, J = 8.7Hz, 2H), 7.04 (d, J = 
8.7Hz, 2H), 7.20-7.38 (m, 7H), 7.46 (d, J = 8.7Hz, 2H)o 

mMM2 3 (3 9) : N- [4- (4- { [4- ( D-^^>;i/^;i/) 

T L C : R f 0.72 (WW.^)^ : * $ J —)V= 10:1) ; 
NMR (CD 3 OD) : 6 0.82-1.05 (m, 4H), 1.13-1.35 (m, 6H), 1.46 (m, 1H), 1.60-1.85 
(m, 11H), 1.87-1.98 (m, 2H), 2.15-2.31 (m, 2H), 2.95 (s, 3H), 2.98 (d, J = 6.6Hz, 2H), 
2.94-3.13 (m, 4H), 3.50-3.59 (m , 2H), 3.89 (m, 1H), 4.26 (s, 2H), 7.03 (d, J = 8.7Hz, 
20 2H), 7.06 (d, J = 8.7Hz, 2H), 7.30 (d, J = 8.7Hz, 2H), 7.48 (d, J = 8.7Hz, 2H) Q 

H»J2 3 (4 0) : N- {4- [4- ( {4- [ [ U^$-»\s7 $ 

25 T L C : R f 0.44 (H^c^;v : * # J — ;i/= 10:1) ; 

NMR (CD 3 OD) : 6 1.12 (t, J = 7.0 Hz, 3H), 1.07-1.43 (m, 5H), 1.59-1.96 (m, 7H), 
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1.97-2.18 (m, 2H), 2.95 (s, 3H), 3.03-3.26 (m, 4H), 3.48-3.61 (m, 3H), 4.21 (m, 1H), 
4.28 (s, 2H), 7.03 (d, J = 8.7 Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.30 (d, J = 8.7Hz, 2H), 
7.50 (d, J = 8.7Hz, 2H)o 

5 mffi,ffl2 3(4 1) : N- {4- [4- ( {4- [ (7-'J^ 

T L C : R f 0.56 {WWt^)^ : ^ # J — ;i/= 10:1) ; 
N M R (CD 3 OD) : 6 1.23 (t, J = 7.0 Hz, 3H), 1.94-2.04 (m, 2H), 2.10-2.29 (m, 2H), 
10 2.95 (s, 3H), 3.05-3.19 (m, 2H), 3.38 (q, J = 7.0Hz, 2H), 3.52-3.61 (m, 2H), 4.25 (m, 
1H), 4.30 (s, 2H), 7.04 (d, J = 8.7Hz, 2H), 7.07 (d, J = 8.7Hz, 2H), 7.24-7.38 (m, 
7H), 7.50 (d, J = 8.7Hz, 2H) Q 

mmm 2 3(42) : n- {4- [4- ( {4- [ [ (^>^;i/T^ y) # 

T L C : R f 0.52 {WW.^)^ : J — ;i/= 10:1) ; 
N M R (CD3OD) : 6 1.16 (t, J = 7.0 Hz, 3H), 1.89-1.97 (m, 2H), 2.02-2.18 (m, 2H), 
2.95 (s, 3H), 3.02-3.15 (m, 2H), 3.25 (q, J = 7.0Hz, 2H), 3.50-3.58 (m, 2H), 4.21 (m, 
20 1H), 4.28 (s, 2H), 4.36 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 
7.18-7.30 (m, 7H), 7.49 (d, J = 8.7Hz, 2H) D 

mffi,M2 3 (43) :N-[4-(4-{[4- { [ (2-7^- 

;i/^^;v) T^Jl #;i/^-;i<} T^y) - l - tr^u i?— y 

T L C : R f 0.67 (WW^fr : —)V= 10:1) ; 
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N MR (CD 3 OD) : (5 1.06 (t, J = 7.0 Hz, 3H), 1.84-1.93 (m, 2H), 1.98-2.15 (m, 2H), 
2.79 (t, J = 7.5Hz, 2H), 2.95 (s, 3H), 3.01-3.20 (m, 4H), 3.38 (t, J = 7.5Hz, 2H), 
3.50-3.59 (m, 2H), 4.19 (m, 1H), 4.28 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 
8.7Hz, 2H), 7.12-7.33 (m, 7H), 7.49 (d, J = 8.7Hz, 2H)o 

5 

23 (44) :N-(4-{4-C(4 - [ {^)VT^ J ) 

T L C : Rf 0.20 OSm^JV : J — )V= 10:1) ; 
10 N M R (CD 3 OD) : <S 1.09 (t, J = 7.2Hz, 3H), 1.13 (t, J = 7.2 Hz, 3H), 1.85-1.95 (m, 
2H), 1.98-2.18 (m, 2H), 2.95 (s, 3H), 3.03-3.24 (m, 6H), 3.50-3.59 (m, 2H), 4.21 (m, 
1H), 4.29 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.30 (d, J = 8.7Hz, 
2H), 7.50 (d, J = 8.7Hz, 2H) C 

15 mifm 2 3 (45) : N- {4- [4- ( {4 - [ [ (t -7?-)l7 5. J ) 

T L C : R f 0.41 mm^JV : * # J — ;i/= 10:1) ; 
NMR (CD 3 OD) : 6 1.13 (t, J = 7.2 Hz, 3H), 1.33 (s, 9H), 1.82-1.93 (m, 2H), 
20 1.95-2.11 (m, 2H), 2.95 (s, 3H), 3.02 -3.15 (m, 2H), 3.18 (t, J = 7.2Hz, 2H), 3.49-3.59 
(m, 2H), 4.22 (m, 1H), 4.28 (s, 2H ), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 
7.29 (d, J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H)o 

mMm2 3 (46) :N- {4- [4- ( {4- [ [ (7^)\s7KJ) tiJl 
25 (:c^;v) T^y] - 1 -\f^V y^J^I y 
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T L C : R f 0.37 (H&a^;]/ J — ;V= 10:1) ; 
NMR (CD 3 OD) : 8 0.93 (t, J = 7.2Hz, 3H), 1.13 (t, J = 7.0 Hz, 3H), 1.26-1.40 (m, 
2H), 1.42-1.54 (m, 2H), 1.85-1.96 (m, 2H), 1.98-2.15 (m, 2H), 2.95 (s, 3H), 3.02-3.24 
(m, 6H), 3.49-3.58 (m, 2H), 4 .21 (m, 1H), 4.28 (s, 2H), 7.03 (d, J = 8.7Hz, 2H ), 7.06 
5 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H) Q 

mmmz 3(47) :N-{4-C4-({4-C[ (^^DA^i/;V7^ 
j) (rntf;i/) 7^/] - 1 - tf^ »J ;rf^;i/) y ^ 

10 T L C : R f 0.67 : — ;V= 10:1) ; 

NMR (CD 3 OD) : 0.93 (t, J = 7.2 Hz, 3H), 1.13-1.41 (m, 5H), 1.48-1.67 (m, 3H), 
1.71-1.92 (m, 6H), 2.03-2.20 (m, 2H), 2.95 (s, 3H), 3.03-3.14 (m, 4H), 3.50-3.59 (m, 
3H), 4.10 (m, 1H), 4.27 (s, 2H ), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 
7.29 (d, J = 8.7Hz, 2H), 7.49 (d, J = 8.7Hz, 2H)o 

15 

mmm 2 3 (48) : N- {4- [4- ( {4- [ 
(^ntvv) 7^7] - 1 - tf ^ 1; ^ - 7xy^>] ? 
^^>x;^>7^ K • 

T L C : R f 0.73 (g^a^l/ : J — ;V= 10:1) ; 
20 NMR (CD3OD) : 6 0.96 (t, J = 7.2 Hz, 3H), 1.59-1.72 (m, 2H), 1.95-2.06 (m, 2H), 
2.15-2.31 (m, 2H), 2.95 (s, 3H), 3.05-3.18 (m, 2H), 3.22-3.32 (m, 2H), 3.52-3.61 (m, 
2H), 4.18 (m, 1H), 4.29 (s, 2H) , 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 
7.23-7.37 (m, 7H), 7.50 (d, J = 8.7Hz, 2H)o 

25 mmm2 3(49) : n- {4- u- ( u- c [ (^>^;i/^^y) ±> 
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T L C : R f 0.74 (flx^;v : * $ J — ;v= 10:1) ; 
NMR (CD 3 OD) : 6 0.91 (t, J = 7.0 Hz, 3H), 1.50-1.66 (m, 2H), 1.87-1.98 (m, 2H), 
2.04-2.21 (m, 2H), 2.95 (s, 3H), 3.02-3.15 (m, 4H), 3.49-3.58 (m, 2H), 4.14 (m, 1H), 
5 4.27 (s, 2H), 4.36 (s, 2H), 7.0 3 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.15 -7.32 
(m, 7H), 7.49 (d, J = 8.7Hz, 2H) o 

mmm 2 3(50) : n- {4- [4- ( {4- [ { [ (2-7^-;^^ 

T L C : R f 0.72 (Mm^)\y : — ;V= 10:1) ; 

NMR (CD3OD) : <5 0.85 (t, J = 7.2 Hz, 3H), 1.38-1.51 (m, 2H), 1.84-1.93 (m, 2H), 
2.00-2.19 (m, 2H), 2.75-2.82 (m, 2H), 2.95 (s, 3H), 2.94-3.15 (m, 4H), 3.33-3.41 (m, 
2H), 3.48-3.58 (m, 2H), 4.11 (m , 1H), 4.27 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.07 (d, J 
15 = 8.7Hz, 2H), 7.13-7.31 (m, 7H), 7.49 (d, J = 8.7Hz, 2H)o 

mmm2 3(5 1) : N- {4- [4- ( {4- [ [ (x^7$y) ±>Jl 

(rnhvi/) 7^/] - 1 -tr^.»j^— ;v} ^;v) y^j^y] 

20 T L C : R f 0.56 (ffiM^fr : J — ;V= 10:1) ; 

NMR (CD3OD) : 6 0.91 (t, J = 7.0 Hz, 3H), 1.09 (t, J = 7.2 Hz, 3H), 1.46-1.60 (m, 
2H), 1.86-1.95 (m, 2H), 2.03-2.19 (m, 2H), 2.95 (s, 3H), 3.00-3.22 (m, 6H), 3.50-3.59 
(m, 2H), 4.13 (m, 1H), 4.28 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 
7.29 (d, J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H) Q 

25 

mMm2 3 (5 2) : N- {4 - [4- ( {4- [ [ (t -7>;V7^y) 
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T L C : R f 0.68 (ffi^c^V : * $ J — ;V= 10:1) ; 
NMR (CD3OD) : 6 0.91 (t, J = 7.2 Hz, 3H), 1.32 (s, 9H), 1.47-1.61 (m, 2H), 
5 1.84-1.94 (m, 2H), 1.95-2.11 (m, 2H), 2.95 (s, 3H), 3.01-3.15 (m, 4H), 3.50-3.57 (m, 
2H), 4.16 (m, 1H), 4.28 (s, 2H), 7.0 3 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 
7.29 (d, J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H) 0 

H»J2 3 (5 3) : N- {4 - [4- ( {4 - [ [ (7?-)V7^J) 
10 (y°nbVV) T^y] - l-b°^U^^;i/} ^^;i/) y^y^>>] 

TL C : Rf 0.74 (WeWt^))/ : * & J —)V= 10:1) ; 
NMR (CD3OD) : 6 0.91 (t, J = 7.5 Hz, 3H), 0.92 (t, J = 7.5Hz, 3H), 1.27-1.39 (m, 
2H), 1.41-1.59 (m, 4H), 1.85-1.96 (m, 2H), 2.03-2.20 (m, 2H), 2.95 (s, 3H), 3.02-3.22 
15 (m, 6H), 3.50-3.58 (m, 2H), 4 .13 (m, 1H), 4.28 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 

(d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H)o 

mmm 23 (54) : N - (4 - {4 - C (4 - {y^;v [ (^>^;vr =• 
j) 7^ j} - 1 -tyo;s>— ;v) *=$-)V\ 7 ^ 7x 

20 -;i/) ^^>^;v^>t^ H -^m^ 

T L C : R f 0.69 (WM^fr : J — ;i/= 10:1) ; 
NMR (CD3OD) : d 0.91 (t, J = 7.2 Hz, 3H), 0.95 (t, J = 7.2Hz, 3H), 1.23-1.41 (m, 
6H), 1.44-1.58 (m, 4H), 1.86-1.95 (m, 2H), 2.03-2.20 (m, 2H), 2.95 (s, 3H), 3.02-3.17 
(m, 6H), 3.48-3.58 (m, 2H), 4.14 (m, 1H), 4.28 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 
25 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.49 (d, J = 8.7Hz, 2H) 0 
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mmm2 3 (55) :N-(4-{4-[(4- {^>^;v [ (^>^;i/T 

T L C : R f 0.71 {WM^)V : * * J — )]/= 10:1) ; 
5 N M R (CD3OD) : 6 0.86 (t, J = 7.2 Hz, 3H), 1.10-1.50 (m, 6H), 1.88-2.09 (m, 4H), 
2.95 (s, 3H), 3.01-3.17 (m, 2H), 3.13 (t, J = 7.0Hz, 2H), 3.44-3.52 (m, 2H), 4.24 (s, 
2H), 4.35 (m, 1H), 4.46 (s, 2H), 7.02 (d, J = 8.7Hz, 2H), 7.04 (d, J = 8.7Hz, 2H), 
7.20-7.36 (m, 7H), 7.45 (d, J = 8.7Hz, 2H) Q 

10 HJf6fl|2 3 (56) : N- (4- {4- [ (4- { (2-* h^>^)V) 

T L C : R f 0.29 \ J — )l>= 10:1) ; 

N MR (CD3OD) : 6 0.91 (t, J = 7.0 Hz, 3H), 1.22-1.38 (m, 4H), 1.41-1.54 (m, 2H), 
15 1.87-2.19 (m, 4H), 2.95 (s, 3H), 3.02 -3.16 (m, 2H), 3.11 (t, J = 7.0Hz, 2H), 3.28 -3.38 

(m, 2H), 3.36 (s, 3H), 3.45- 3.58 (m, 4H), 4.10 (m, 1H), 4.27 (s, 2H), 7.03 (d, J = 
8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H) o 

mW&m 2 3 (57) : N- (4- {4- [ (4- [ (^ V^DhVl/ 

T L C : R f 0.65 : p< ^ y — ;i/= 10:1) ; 

NMR (CD 3 OD) : d 0.91 (t, J = 7.2 Hz, 3H), 1.13 (d, J = 6.6Hz, 6H), 1.28-1.40 (m, 
2H), 1.43-1.57 (m, 2H), 1.85-1.96 (m, 2H), 2.02-2.19 (m, 2H), 2.95 (s, 3H), 3.03-3.15 
25 (m, 4H), 3.48-3.58 (m, 2H), 3 .91 (m, 1H), 4.13 (m, 1H), 4.28 (s, 2H), 7.03 (d, J = 
8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.49 (d, J = 8.7Hz, 2H) „ 
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mmm 2 3 (58) : N- (4 - {4 - [ (4 - C U V 7D h° 

5 T L C : R f 0.70 (Sixf-;i/ : * $ J — ;v= 10:1); 

NMR (CD 3 OD) : 6 1.05 (d, J = 6.6Hz, 6H), 1.86-2.10 (m, 4H), 2.95 (s, 3H), 
3.02-3.15 (m, 2H), 3.44-3.53 (m, 2H), 3.91 (m, 1H), 4.24 (s, 2H), 4.35 (m, 1H), 4.47 
(s, 2H), 7.02 (d, J = 8.7Hz, 2H), 7.0 4 (d, J = 8.7Hz, 2H), 7.21-7.39 (m, 7H), 7.46 (d, 
J = 8.7Hz, 2H)o 

10 

mmm2 3(59) : n- {4- [4- ( {4- [ c {?3-)vt%;) 

T L C : R f 0.33 mm^T-fr : J — ;i/= 10:1) ; 
15 NMR (CD 3 OD) : 6 0.93 (t, J = 7.2 Hz, 3H), 1.26-1.51 (m, 4H), 1.87-1.98 (m, 2H), 
2.00-2.18 (m, 2H), 2.95 (s, 3H), 3.01 -3.16 (nx 2H), 3.12 (t, J = 7.0Hz, 2H), 3.28 -3.37 
(m, 2H), 3.36 (s, 3H), 3.45- 3.58 (m, 4H), 4.10 (m, 1H), 4.27 (s, 2H), 7.03 (d, J = 
8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.49 (d, J = 8.7Hz, 2H) o 

20 mmm 23 (60) •. n - [4- (4 - { [4- ( { [ (2 y^-^7^ 

TLC : Rf 0.39 (»fV> : *#7~)V= 10:1) ; 
NMR (CD 3 OD) : d 1.66-1.73 (m, 2H), 2.22-2.26 (m, 2H), 2.95 (s, 3H), 3.08-3.17 
25 (ra, 2H), 3.51-3.55 (m, 2H), 3.80 (m, 1H), 3.86 (s, 3H), 4.29 (s, 2H), 6.86 (m, 1H), 
6.94 (m, 2H), 7.04 (d, J = 9.0 Hz, 2H), 7.07 (d, J = 9.0 Hz, 2H), 7.29 (d, J = 9.0 Hz, 
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2H), 7.49 (d, J = 9.0 Hz, 2H), 7.96 (m, lH)o 

mmm2 3 (6 l) :N-[4-(4-{[4-({[(3-^ Y*^7=. 

T L C : R f 0.30 \ J — ;V= 10:1) ; 

NMR (CD3OD) : (5 1.67-1.79 (m, 2H), 2.20-2.24 (m, 2H), 2.96 (s, 3H), 3.08-3.16 
(m, 2H), 3.51-3.55 (m, 2H), 3.75 (s, 3H), 3.81 (m, 1H), 4.29 (s, 2H), 6.56 (m, 1H), 
6.82 (m, 1H), 7.02-7.16 (m, 6H), 7.30 (d, J = 9.0 Hz, 2H), 7.50 (d, J = 9.0 Hz, 2H)o 

10 

mum 2 3 (62) : n- [4- (4- { [4- ( { c (4-* h*^?*- 

T L C : R f 0.25 (:^fb^ ^1/ > : ^ # ^ — ;V= 10:1) ; 
15 NMR (d 6 -DMSO) : d 1.66-1.75 (m, 2H), 1.99-2.23 (m, 2H), 2.97 (s, 3H), 
2.97-3.05 (m, 2H), 3.31-3.35 (m, 2H), 3.64 (m, 1H), 3.67 (s, 3H), 4.22 (d, J = 4.8 Hz, 
2H), 6.38 (br-d, J = 7.2 Hz, 1H), 6.79 (d, J = 9.0 Hz, 2H), 7.03 (d, J = 9.0 Hz, 2H), 
7.06 (d, J = 9.0 Hz, 2H), 7.25 (d, J = 9.0 Hz, 2H), 7.26 (d, J = 9.0 Hz, 2H), 7.55 (d, J 
= 9.0 Hz, 2H), 8.24 (s, 1H), 9.70 (s, 1H) 0 

20 

mmm 2 3(63) : n- (4 - {4 - [ (4 - { [ (^d^^kts. 

y) t^j} - l - fcr^oj *J =•))/) *?-)V\ 7^J^>} 7^ 

— ;v) j* #>x;i/^>T5; F • MWM. 
T L C : R f 0.25 (g»x^;V : * $ J — )V= 10:1) ; 
25 NMR (CD 3 OD) : 6 1.06-1.41 (m, 5H), 1.53-1.88 (m, 6H), 2.01 (m, 1H), 2.09-2.18 
(m, 2H), 2.95 (s, 3H), 3.02-3.12 (m, 2H), 3.40-3.55 (m, 3H), 3.72 (m, 1H), 4.27 (s, 
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2H), 7.03 (d, J = 8.7Hz, 2H), 7.0 5 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.49 
(d, J = 8.7Hz, 2H) 0 

mnm2 3 (64) :N-{4-[4-({4-[ (7- V J 

T L C : R f 0.26 (Bfsgfcn^;i/ : * $ J — ;i/= 10:1) j 
NMR (CD 3 OD) : d 1.64-1.89 (m, 2H), 2.10-2.25 (m, 2H), 2.95 (s, 3H), 3.03-3.25 
(m, 2H), 3.36-3.57 (m, 2H), 3.85 (m, 1H), 4.29 (s, 2H), 6.97 (t, J = 7.5Hz, 1H), 7.03 
10 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.20-7.38 (m, 6H), 7.50 (d, J = 8.7Hz, 
2H)o 

mM®\2 3 (65) : N- (4 - {4- [ (4- [ (^^P7Dtf 

;PT^y) t^j} -l-t^u^ ;p) r^y^} 

15 ^rc-;v) ^^>x;i/*>7^ F -ttfflfeffi 

T L C : R f 0.46 (ft^^;!/ : S —)V= 10:1) ; 
NMR (CD 3 OD) : 6 0.42-0.50 (m, 2H), 0.62-0.71 (m, 2H), 0.93 (t, J = 7.2Hz, 3H), 
1.23-1.37 (m, 2H), 1.41-1.53 (m, 2H), 1.84-1.96 (m, 2H), 2.04-2.23 (m, 2H), 2.51 (m, 
1H), 2.95 (s, 3H), 3.02-3.15 (m, 4H), 3.49-3.59 (m, 2H), 4.09 (m, 1H), 4.28 (s, 2H), 

20 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.50 (d, J = 
8.7Hz, 2H)o 

mmm2 3 (66) : N- (4 - {4- [ (4 - [ (>>^D^;V 

T L C : R f 0.58 (Wf&^K : * & S 10:1) ; 
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NMR (CD3OD) : 6 0.95(t, J = 7.2Hz, 3H), 1.26-1.41 (m, 2H), 1.44-1.56 (m, 2H), 
1.60-1.73 (m, 2H), 1.84-2.30 (m, 8H), 2.95 (s, 3H), 3.02-3.15 (m, 4H), 3.48-3.59 (m, 
2H), 4.10 (m, 1H), 4.20 (m, 1H), 4.27 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 
8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H) Q 

5 

mmmz 3 (67) : n- (4 - {4- [ (4 - [ ^>ym^>^- 

TLC : Rf 0.60 (mWt^JV : ~;V= 10:1) ; 

10 NMR (CD3OD) : <5 0.94 (t, J = 7.2Hz, 3H), 1.25-1.76 (m, 10H), 1.85-1.98 (m, 4H), 
2.02-2.21 (m, 2H), 2.95 (s, 3H), 3.02-3.16 (m, 4H), 3.48-3.59 (m, 2H), 4.03 (m, 1H), 
4.14 (m, 1H), 4.28 (s, 2H), 7.0 3 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J 
= 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H)o 

15 mmm2 3(68) : n- (4 - {4 - [ (4 - [ (^h-^t fd 

- 2 H- tr^>- 4 — i )VT^J) T^J} - 1 -tf^U i?— 

;v) **f-)V\ y^y^y} y^-)i) ^^>x;v^>t^ F • i&WM 

T L C : R f 0.31 (mm^Jly : * # J — )V= 10:1) ; 
NMR (CD 3 OD) : 6 0.95 (t, J = 7.2Hz, 3H), 1.26-1.64 (m, 6H), 1.72-1.95 (m, 4H), 
20 2.03-2.21 (m, 2H), 2.95 (s, 3H), 3.02-3.17 (m, 4H), 3.38-3.59 (m, 4H), 3.78 (m, 1H), 
3.86-3.96 (m, 2H), 4.13 (m, 1H), 4.28 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 
8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.49 (d, J = 8.7Hz, 2H)o 

mmm2 3 (6 9) : N- (4- {4- [ (4- {7^)1 [ (yyu^y°7- 
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T L C : R f 0.67 : * * J — ;V= 10:1) ; 

N M R (CD 3 OD) : 6 0.94 (t, J = 7.2Hz, 3H),1.26-1.72 (m, 14H), 1.78-1.94 (m, 4H), 
2.03-2.20 (m, 2H), 2.95 (s, 3H), 3.02-3.16 (m, 4H), 3.49-3.59 (m, 2H), 3.74 (m, 1H), 
4.14 (m, 1H), 4.28 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, 
5 J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H)o 

mMM2 3 (70) :N-{4-[4-({4-[ (7-'jy*M-jV) 

10 T L C : R f 0.76 : * # J — ;V= 10:1) ; 

NMR (CD3OD) : 6 0.92 (t, J = 7.2Hz, 3H), 1.28-1.44 (m, 4H), 1.55-1.69 (m, 2H), 
1.93-2.04 (m, 2H), 2.12-2.30 (m, 2H), 2.95 (s, 3H), 3.03-3.18 (m, 2H), 3.23-3.32 (m, 
2H), 3.51-3.60 (m, 2H), 4.19 (m , 1H), 4.29 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J 
= 8.7Hz, 2H), 7.22-7.35 (m, 5H), 7.41 (d, J = 7.5Hz, 2H), 7.50 (d, J = 8.7Hz, 2H)o 

15 

mmm2 3 (71) : n- {4- [4- ( {4 - [ c ^>^u^->jvt^ 

T L C : R f 0.78 {WW.^9-)V : J — ;i/= 10:1) ; 
20 NMR (CD3OD) : 6 0.91 (t, J = 7.2Hz, 3H), 1.12-1.41 (m, 9H), 1.46-1.93 (m, 9H), 
2.02-2.19 (m, 2H), 2.95 (s, 3H), 3.02-3.15 (m, 4H), 3.48-3.60 (m, 3H), 4.13 (m, 1H), 
4.28 (s, 2H), 7.03 (d, J = 8.7H z , 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 
2H), 7.50 (d, J = 8.7Hz, 2H) Q 

25 H»'J2 3 (7 2) : N- (4 - {4- [ (4 - {7>;;V [ (^Da^ 
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T L C : R f 0.74 (ffim^JV : — ;i/= 10:1) ; 

NMR (CD 3 OD) : 6 1.08-1.42 (m, 6H), 1.55-2.12 (m, 8H), 2.95 (s, 3H), 3.03-3.16 
(m, 2H), 3.47-3.59 (m, 3H), 3.81 (d, J = 5.0Hz, 2H), 4.27 (s, 2H), 4.32 (m, 1H), 5.18 
5 (dd, J = 10.5, 1.5 Hz, 1H), 5.20 (dd J = 20.2, 1.5 Hz, 1H), 5.83 (ddd, J = 20.2, 10.5, 
5.0 Hz, 1H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 
7.50 (d, J = 8.7Hz, 2H) 0 

mmmz 3 (73) : n- (4 - {4- [ (4 - {2-7^— n [ o>^n 

10 ^->jvt^j) *;i/^r:;p] 7^/} - 1 - tf^ y it—ji) y ^ 

T L C : R f 0.75 (I»n^;i< : ^ # J — ;i/= 10:1) ; 
NMR (CD 3 OD) : 6 1.15-1.43 (m, 5H), 1.77 (t, J = 2.4Hz, 3H), 1.58-2.00 (m, 7H), 
2.05-2.20 (m, 2H), 2.95 (s, 3H), 3.03-3.18 (m, 2H), 3.50-3.62 (m, 3H), 3.92 (d, J = 
15 2.4Hz, 2H), 4.23 (m, 1H), 4.28 (s , 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 
2H), 7.29 (d, J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H)o 

mm 2 3 (7 4) : N- (4- {4- [ (4- [ (7°U\fJlT$ 

j) T^y} - 1 - if ^ U y^J^-y} y*. 

20 — ;v) *#>y>)\s*>T^ k • ii^^ 

T L C : R f 0.71 : * 9 J — ;V== 10:1) ; 

NMR (CD3OD) : 6 0.89 (t, J = 7.2Hz, 3H), 0.94 (t, J = 7.2Hz, 3H), 1.26-1.41 (m, 
2H), 1.45-1.58 (m, 4H), 1.85-1.95 (m, 2H), 2.04-2.22 (m, 2H), 2.95 (s, 3H), 3.03-3.16 
(m, 6H), 3.48-3.59 (m, 2H), 4.15 (m, 1H), 4.28 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 
25 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H)o 
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mmm2 3 (75) :N-(4-{4-[(4 - [ (7°DhVPT 

T L C : Rf 0.73 : * J — )\s= 10:1) ; 

5 N M R (CD3OD) : 6 0.89 (t, J = 7.2Hz, 3H), 0.92 (t, J = 7.0Hz, 3H), 1.23 -1.40 (m, 
4H), 1.44-1.59 (m, 4H), 1.85-1.95 (m, 2H), 2.03-2.21 (m, 2H), 2.95 (s, 3H), 3.04-3.15 
(m, 6H), 3.49-3.58 (m, 2H), 4. 15 (m, 1H), 4.28 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 
(d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H)o 

10 HflB^J 2 3 ( 7 6 ) : N- {4- [4- ( {4- [ [ (y^)VT^J ) 

T L C : R f 0.75 : ^ ^ y — ;v= 10:1) ; 

NMR (CD3OD) : d 0.91 (d, J = 7.2Hz, 3H), 0.92 (t, J = 7.2Hz, 3H), 1.24-1.41 (m, 
15 6H), 1.43-1.59 (m, 4H), 1.85-1.96 (m, 2H), 2.03-2.21 (m, 2H), 2.95 (s, 3H), 3.03-3.20 
(m, 6H), 3.49-3.58 (m, 2H), 4. 15 (m, 1H), 4.28 (s, 2H), 7.03 (d, J = 8.7Hs, 2H), 7. 06 
(d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H)o 

mil&m 2 3 (77) : N- {4- [4- ( {4 - [ [ &Wr$S) 
20 (^^D^^f;v) T^y] - 1 -h^U^-;i/} ^;v) 

TLC : Rf 0.74 (Mfct^;!/ : J — ;V= 10:1) ; 
NMR (CD 3 OD) : 6 0.92 (t, J = 7.2Hz, 3H), 0.83-1.00 (m, 2H), 1.15-1.80 (m, 13H), 
1.87-1.98 (m, 2H), 2.13-2.32 (m, 2H), 2.95 (s, 3H), 3.00-3.17 (m, 6H), 3.48-3.57 (m, 
25 2H), 3.89 (m, 1H), 4.27 (s, 2H) , 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 
7.29 (d, J = 8.7Hz, 2H), 7.49 (d, J = 8.7Hz, 2H)o 
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mMM2 3 (78) : N- (4 - {4- [ (4 - [ (^**s)VT$. 

j) t^j} - 1 -t°^>;^-;v) 7i;^} ^ 

5 T L C : R f 0.72 {WPBL^fy * $ J — ;V= 10:1) ; 

NMR (CD 3 OD) : 6 0.89 (t, J = 7.2Hz, 3H), 0.94 (t, J = 7.2Hz, 3H), 1.22-1.39 (m, 
8H), 1.41-1.56 (m, 4H), 1.85-1.94 (m, 2H), 2.03-2.21 (m, 2H), 2.95 (s, 3H), 3.02-3.19 
(m, 6H), 3.49-3.58 (m, 2H), 4 .15 (m, 1H), 4.28 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 
(d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H) Q 

10 

mnm 2 3(79) : n- (4- {4- [ (4- c (^>^jit 

T L C : R f 0.71 (K*^;]/ : S — JV= 10:1) ; 
15 NMR (CD 3 OD) : 6 0.90 (t, J = 7.2Hz, 3H), 0.92 (t, J = 7.2Hz, 3H), 1.23 -1.40 (m, 
8H), 1.44-1.60 (m, 4H), 1.86-1.95 (m, 2H), 2.03-2.20 (m, 2H), 2.95 (s, 3H), 3.02-3.20 
(m, 6H), 3.49-3.58 (m, 2H), 4. 15 (m, 1H), 4.28 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 
(d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H) Q 

20 mmm 2 3 (so) :n- (4- {4- [ (4- c ( t - 73- ;i 

T^y) 7^} - 1 -fc°^'J^-;i/) 7*.;**/} 

T L C : R f 0.69 (WM^?-)l> : S —JV= 10:1) ; 
NMR (CD 3 OD) : 6 1.18 (s, 9H), 1.90-2.09 (m, 4H), 2.95 (s, 3H), 3.05-3.17 (m, 
25 2H), 3.47-3.56 (m, 2H), 4.26 (s, 2H), 4.42 (s, 2H), 4.45 (m, 1H), 7.02 (d, J = 8.7Hz, 
2H), 7.05 (d, J = 8.7Hz, 2H), 7.2 3-7.39 (m, 7H), 7.49 (d, J = 8.7Hz, 2H)o 
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mmm2 3 (8 l) :N-C4-(4-{[4-({[ (2-bFD^>7 

r^y] M t^j) - 1 -tr^y V—)^ 71 

5 TLC:Rf 0.53 (M^^l/> : ^^^-;i/=l 0 : 1) ; . 

NMR (CD 3 OD) : 6 1.65-1.77 (m, 2H), 2.20-2.25 (m, 2H), 2.95 (s, 3H), 3.07-3.15 
(m, 2H), 3.50-3.55 (m, 2H), 3.81 (m, 1H), 4.29 (s, 2H), 6.72-6.85 (m, 3H), 7.03 (d, J 
= 8.7 Hz, 2H), 7.06 (d, J = 8.7 Hz, 2H), 7.29 (d, J = 8.7 Hz, 2H), 7.50 (d, J = 8.7 Hz, 
2H), 7.69 (m, 1H) C 

10 

m&mZ 3 (82) :N- [4- (4- { [ (3aR, 6aS) -5- {7* 
[c] b°D— ;i/-2 ( 1 H) --f;v] ^^-M y^J^y) ~y ^-)V\ 




TLC : Rf 0.50 (7nD*M : J— ;i/= 5 : 1) ; 
NMR (CD 3 OD) : <5" 0.88-1.00 (m, 3H), 1.14-1.84 (m, 16H), 2.00-2.22 (m, 2H), 
2.70-3.79 (m, 9H), 2.95 (s, 3H), 4.08 (m, 1H), 4.35 (m, 2H), 7.00 -7.10 (m, 4H), 
7.22-7.34 (m, 2H), 7.45-7.58 (m, 2H) Q 

20 

H£fc$]2 3 (83) :N-[4-(4-{[4- (7^)1 { [ (2-^ h^r 

tx;~\ rs-y) - 1 -t?^y s>n;i/] 7 



168 



WO 2004/080966 



PCT/JP2004/003333 



T L C : R f 0.27 (Jgm^fr : * 9 J — 10:1) ; 
NMR (CD 3 OD) : 6 0.95 (t, J = 7.2Hz, 3H), 1.27-1.41 (m, 2H), 1.45-1.59 (m, 2H), 
1.87-1.97 (m, 2H), 2.03-2.20 (m, 2H), 2.95 (s, 3H), 3.02-3.15 (m, 4H), 3.33 (s, 3H), 
5 3.32-3.36 (m, 2H), 3.40-3.47 (m , 2H), 3 .51-3.58 (m, 2H), 4.14 (m, 1H), 4,28 (s, 2H), 
7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.50 (d, J = 
8.7Hz, 2H)o 

mnm2 3 (84) : n- u- u- -c [4- (y^jv { c (4-t fd 

T L C : R f 0.64 (^DD*M : ;]/ = 5:1) ; 

NMR (CD3OD) : d 0.97 (t, J = 7.5 Hz, 3H), 1.39 (m, 2H), 1.62 (m, 2H), 1.92 (m, 
2H), 2.22 (m, 2H), 2.95 (s, 3H), 3.18 (m, 2H), 3.25 (m, 2H), 3.52 (m, 2H), 4.14 (m, 
15 1H), 4.27 (s, 2H), 6.68-6.78 (m, 2H), 7.00-7.10 ( m, 6H), 7.24-7.34 (m, 2H), 7.49 

(brd, J = 8.4 Hz, 2H)o 

mmm 23(85) : n- [4- u- { [4- { c (3-hfd 

T^y] *ji#=.)i} T^y) - 1 -tf^U 

20 7xy^r>» 7i-JV] ^^>^;i/*>75 K • 

TLC : Rf 0.64 (7nn^A : ;V= 5:1) ; 

NMR (CD3OD) : S 0.96 (t, J = 7.5 Hz, 3H), 1.39 (m, 2H), 1.60 (m, 2H), 1.98 (m, 
2H), 2.21 (m, 2H), 2.95 (s, 3H), 3.11 (m, 2H), 3.28 (m, 2H), 3.58 (m, 2H), 4.18 (m, 
1H), 4.28 (s, 2H), 6.48 (m, 1H), 6.78 (m, 1H), 6.8 4 (m, 1H), 7.0 0 -7.12 (m, 5H), 

25 7.22-7.40 (m, 2H), 7.50 (brd, J = 8.7 Hz, 2H) C 



169 



WO 2004/080966 



PCT/JP2004/003333 



mmm2 3 (86) :N-[4-(4-{[4-({[ (4-hFn^>7 

TLC : Rf 0.44 (7nn*M : ;V= 5 : 1) ; 

5 NMR (CD 3 OD) : 6 1.70 (m, 2H), 2.19 (m, 2H), 2.95 (s, 3H), 3.08 (m, 2H), 3.48 
(m, 2H), 3.78 (m, 1H), 4.25 (s, 2H), 6.62-6.78 (m, 2H), 7.00-7.36 (m, 8H), 7.47 (brd, 
J = 8.4 Hz, 2H)o 

2 3 (87) : N- [4 - (4 - { [4 - ( { [ (3-hFD^7 
io T^y] T^y) - 1 -U^U ^— 7^ 

J iris) 7x.-)V~\ *#>7sJl*>T^ F • 
TLC : Rf 0.51 (^DD^l/A : ;i/=5 : 1) ; 

NMR (CD 3 OD) : 6 1.52 (m, 2H), 1.95 (m, 2H), 2.24 (m, 2H), 2.89 (m, 2H), 2.93 
(s, 3H), 3.56 (s, 2H), 3.60 (m, 1H), 6.39 (m, 1H), 6.71 (m, 1H), 6.90 -7.08 (m, 5H), 
15 7.18-7.38 (m, 5H) Q 

mmm2 3 (88) : n- [4- (4- { [4- { c (4-* 

7x7^) *#>XJl*>7^ F 

20 TLC:Rf 0.71 (7DD^M : ^^7-;i/=5 : 1) ; 

NMR (CD3OD) : 6 0.96 (t, J = 7.2 Hz, 3H), 1.26-1.44 (m, 2H), 1.52-1.80 (m, 6H), 
2.28 (m, 2H), 2.93 (s, 3H), 3.02 (m, 2H), 3.22 (m, 2H), 3.54 (s, 2H), 3.75 (s, 3H), 
4.04 (m, 1H), 6.80-6.88 (m, 2H), 6.90-7.02 (m, 4H ), 7.18-7.38 (m, 6H) Q 

25 mMffl2 3 (8 9) : N- {4- [4- ( {4- l^Jl ( { [4- (h >J 
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TL C : Rf 0.78 (^DD^M : — )V= 5 : 1) ; 

NMR (CD 3 OD) : 6 0.97 (t, J = 7.5 Hz, 3H), 1.32-1.50 (m, 2H), 1.53-1.68 (m, 2H), 
1.94-2.06 (m, 2H), 2.08-2.34 (m, 2H), 2.95 (s, 3H), 3.12 (m, 2H), 3.32 (m, 2H), 3.58 
5 (m, 2H), 4.18 (m, 1H), 4.30 (s, 2H), 7.00 -7.12 ( m, 4H), 7.22-7 .38 (m, 2H), 7.42-7.60 
(m, 6H)o 

H»U2 3 (9 0) : N- {4- [4- ( {4- [ (T^y^7;i/^-;V) 

10 >x;i/^>T^ H • 

T L C : R f 0.15 (W^^P : * $ J — ;i/= 10:1) ; 
NMR (CD3OD) : 6 0.95 (t, J = 7.2Hz, 3H), 1.27-1.42 (m, 2H), 1.50-1.63 (m, 2H), 
1.81-2.02 (m, 2H), 2.11-2.30 (m, 2H), 2.95 (s, 3H), 3.05-3.21 (m, 4H), 3.51-3.60 (m, 
2H), 4.13 (m, 1H), 4.29 (s, 2H) , 7.03 (d, J = 8.7Hz, 2H), 7.05 (d, J - 8.7Hz, 2H), 

15 7.29 (d, J = 8.7Hz, 2H), 7.52 (d, J = 8.7Hz, 2H)o 

mmm 23(91) : n- [4- (4- { [4- c^;i/ { [ ( 4 - 1 f □ 

20 T L C : R f 0.19 (B»n^;i, : — ;p= 10:1) ; 

NMR (CD 3 OD) : 6 0.95 (t, J = 7.2Hz, 3H), 1.27-1.41 (m, 2H), 1.45-1.79 (m, 10H), 
1.86-1.95 (m, 2H), 2.03-2.22 (m, 2H), 2.95 (s, 3H), 3.02-3.17 (m, 4H), 3.48-3.65 (m, 
3H), 3.87 (m, 1H), 4.15 (m, 1H) , 4.29 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 
8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H) Q 

25 

mmm2 302) :n-c4-(4-{[4- ct^^ { c {2-?m 
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T L C : R f 0.73 (H^n^l/ : p< * J — JV= 10:1) ; 
NMR (CD3OD) : 6 0.98 (t, J = 7.2Hz, 3H), 1.32-1.48 (m, 2H), 1.58-1.72 (m, 2H), 
5 1.95-2.06 (m, 2H), 2.14-2.33 (m, 2H), 2.95 (s, 3H), 3.03-3.18 (m, 2H), 3.25-3.35 (m, 
2H), 3.52-3.61 (m, 2H), 4.17 (m , 1H), 4.29 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J 
= 8.7Hz, 2H), 7.10-7.18 (m, 3H), 7.29 (d, J = 8.7Hz, 2H), 7.45 (dt, J = 2.4, 7.2Hz, 
1H), 7.51 (d, J = 8.7Hz, 2H) Q 

10 mMM 23 (93) :N-[4-(4-{[4- { [ ( 3 - 

TL C : Rf 0.73 mW.^)^ \ J — ;V= 10:1) ; 
NMR (CD3OD) : 6 0.97 (t, J = 7.2Hz, 3H), 1.33-1.46 (m, 2H), 1.54-1.67 (m, 2H), 
15 1.93-2.06 (m, 2H), 2.15-2.32 (m, 2H), 2.95 (s, 3H), 3.05-3.18 (m, 2H), 3.26-3.35 (m, 
2H), 3.52-3.62 (m, 2H), 4.18 (m, 1H), 4.29 (s, 2H), 6.74 (dt, J = 2.4, 8.1Hz, 1H), 7.04 
(d, J = 8.7Hz, 2H), 7.07 (d, J = 8.7Hz, 2H), 7.12 (d, J = 4.0Hz, 1H), 7.20-7.31 (m, 
2H), 7.29 (d, J = 8.7Hz, 2H), 7.51 (d, J = 8.7Hz, 2H)o 

20 mum 23(94) : n- (4 - {4 - [ (4 - [ ( 4 - t: »; v=. 

;vT5;y ) T^y} - l -tf^jj *J—)V) y^y^y} 

*&>x)\yfc>T^ K • 2^^ 
TL C : Rf 0.53 (^nD*M : J— ;i/= 10:1) ; 
NMR (CD3OD) : 6 0.96 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
25 2.00-2.10 (m, 2H), 2.30-2.40 (m, 2H), 2.95 (s, 3H), 3.10-3.30 (m, 2H), 3.40-3.50 (m, 
2H), 3.50-3.60 (m, 2H), 4.30 (m, 1H), 4.31 (s, 2H), 7.02-7.08 (m, 4H), 7.29 (d, J = 
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8.6 Hz, 2H), 7.54 (d, J = 8.6 Hz, 2H), 8.09 (d, J = 7.5 Hz, 2H), 8.47 (d, J = 7.5 Hz, 



mmmz 3(95) : n- (4 - {4 - [ (4 - {^jv c o-irys?- 

TLC : Rf 0.50 (^DD^VA : J— ;i/= 10:1) ; 
NMR (CD 3 OD) : <5" 0.97 (t, J = 7.2 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
2.00-2.10 (m, 2H), 2.30-2.40 (m, 2H), 2.95 (s, 3H), 3.10-3.30 (m, 2H), 3.30-3.40 (m, 
10 2H), 3.50-3.70 (m, 2H), 4.30 (m, 1H), 4.31 (s, 2H), 7.02-7.08 (m, 4H), 7.29 (d, J = 
9.0 Hz, 2H), 7.53 (d, J = 9.0 Hz, 2H), 7.95 (dd, J = 8.5, 2.4 Hz, 1H), 8.43 (d, J = 8.5 
Hz, 1H), 8.61 (d, J = 8.5 Hz, 1H), 9.20 (d, J = 2.4 Hz, 1H) C 

mmm 23 (96) : 2 - [ ( 1 1 - (4- {4 - [ c* 

TLC :Rf 0.36 (mt*^U> : y#y— ;i/ = 9:1) ; 
NMR (CD3OD) : 6 0.97 (t, J = 7.5Hz, 3H), 1.35-1.51 (m, 2H), 1.60-1.72 (m, 2H), 
1.92-2.04 (m, 2H), 2.16-2.35 (m, 2H), 2.95 (s, 3H), 3.08-3.11 (m, 2H), 3.23-3.35 (m, 
20 2H), 3.52-3.63 (m, 2H), 4.22-4. 36 (m, 3H), 7.02 (t, J = 7.8Hz, 1H), 7.03 (d, J = 
8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.49 (dt, J = 1.8, 7.8Hz, 
1H), 7.54 (d, J = 8.7Hz, 2H), 8.05 (dd, J = 7.8, 1.8Hz, 1H ), 8.42 (d, J = 7.8Hz, 1H) Q 

mum 2 3 (9 7) : 3 - [ ( {^;V [1- (4 - {4 - [ (p< ^VXA- 

jv-tf - ;i/) t 5. ; ] ^mmm • mmm. 



2H) 0 
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TLC:Rf 0.30 (^fl/>:^^y-;i/=9 : 1) ; 
NMR (CD3OD) : 6 0.95 (t, J = 7.5Hz, 3H), 130-1.44 (m, 2H), 1.53-1.64 (m, 2H), 
1.90-2.03 (m, 2H), 2.20-2.38 (m, 2H), 2.95 (s, 3H), 3.05-3.19 (m, 2H), 3.25-3.36 (m, 
2H), 3.49-3.59 (m, 2H), 4.23 (m , 1H), 4.29 (s, 2H), 7.02 (d, J = 8.7Hz, 2H), 7.04 (d, J 
5 = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.36 (t, J = 7.8Hz, 1H), 7.53 (d, J = 8.7Hz, 2H), 
7.60 (ddd, J = 7.8, 2.4, 1.8Hz, 1H), 7.69 (dt, J = 7.8, 2.4Hz, 1H), 8. 04 (t, J = 1.8Hz, 
1H) 0 

mnm2 3 o 8) : 4- [ ( {y^ji 11- (4- {4- [ (^t-jixji 
jv^-jv) t k j ] ^mm • mmm. 

TLC : Rf 0.34 (M^f!/> : *c?J—;i= 9 : 1 ) ; 
NMR (CD3OD) : 6 0.97 (t, J = 7.2Hz, 3H), 1.33-1.46 (m, 2H), 1.54-1.66 (m, 2H), 
1.94-2.05 (m, 2H), 2.20-2.38 (m, 2H), 2.95 (s, 3H), 3.06-3.20 (m, 2H), 3.25-3.37 (m, 
15 2H), 3.50-3.60 (m, 2H), 4.20 (m , 1H), 4.29 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J 
= 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.49 (d, J = 8.5Hz, 2H), 7.52 (d, J = 8.7Hz, 
2H), 7.92 (d, J = 8.5Hz, 2H) 0 

mmm 2 3 (99) : c ( [ 1 - ( 4 - { 4 - [ 

TLC : Rf 0.41 (»^l/> : *#J—)l>=4 : 1) ; 
NMR (CD 3 OD): d 0.94 (t, J = 7.2Hz, 3H), 1.27-1.41 (m, 2H), 1.48-1.62 (m, 2H), 
1.84-1.95 (m, 2H), 2.08-2.26 (m, 2H), 2.95 (s, 3H), 2.98-3.18 (m, 4H), 3.44-3.53 (m, 
25 2H), 3.80 (s, 2H), 4.15 (m, 1H) , 4.25 (s, 2H), 7.02 (d, J = 8.7Hz, 2H), 7.03 (d, J = 
8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.53 (d, J = 8.7Hz, 2H)o 
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3 (1 0 0) : N- {4 - [4- ( {4- [ [ (^^nA^>>;V7 

5 TLC : Rf 0.43 (tttfb* ^- V > : )V= 1 0 : 1) ; 

NMR (CD 3 OD) : d 1.10-1.50 (m, 6H), 1.60-1.80 (m, 4H), 1.80-2.00 (m, 4H), 
2.00-2.20 (m, 2H), 2.95 (s, 3H), 3.00-3.15 (m, 2H), 3.20-3.30 (m, 2H), 3.40-3.70 (m, 
5H), 4.10 (m, 1H), 4.27 (s, 2H), 7.03 (d, J = 8.7 Hz, 2H), 7.06 (d, J = 8.7 Hz, 2H ), 
7.29 (d, J = 9.0 Hz, 2H), 7.48 (d, J = 9.0 Hz, 2H) G 

10 

mtim2 3 (10 1) : N- {4- [4- ( {4- [ [ (is? U^^>)17 
5. J) #;v;Jf-;i/3 (4-bFo^>7*^) T^-y] -l-tf^y^-;v} 

TLC : Rf 0.42 : ^^7— ;i/= 10:1) ; 

15 NMR (CD 3 OD) : 6 s 1.10-1.40 (m, 6H), 1.40-1.70 (m, 5H), 1.70-2.00 (m, 6H), 

2.00-2.20 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (in, 4H), 3.50-3.60 (m, 2H), 3.59 (t, J = 6.0 
Hz, 2H), 4.10 (m, 1H), 4.27 (s, 2H), 7.03 (d, J = 8.8 Hz, 2H), 7.07 (d, J = 8.8 Hz, 2H), 
7.29 (d, J = 8.8 Hz, 2H), 7.48 (d, J = 8.8 Hz, 2H)o 

20 mmm 23 (102) : n- {4- [4- ( {4- c c (^d^^t 

a- y) (3-tFn^7f;i/) T^y] -l-tf^u^-M 

TLC : Rf 0.43 (HMhtf-Ul/ : J— ;i/= 10:1) ; 
NMR (CD3OD) : 6 1.10-1.50 (m, 6H), 1.17 (d, J = 6.3 Hz, 3H), 1.70-2.00 (m, 9H), 
25 2.00-2.20 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 4H), 3.50-3.60 (m, 2H), 3.70 (m, 1H), 
4.10 (m, 1H), 4.27 (s, 2H), 7.02-7.07 (m, 4H), 7.29 (d, J = 8.9 Hz, 2H), 7.50 (d, J = 
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8.9 Hz, 2H) 0 

mmmz 3(103) : n- {4 - [4- ( {4 - c c (^^u^^jvt 

TLC : Rf 0.44 (j^fb/^l/> : ^ ;i/ = 10:1) ; 

NMR (CD3OD) : 6 0.97 (t, J = 7.4 Hz, 3H), 1.10-2.20 (m, 16H), 2.99 (s, 3H), 
3.10-3.20 (m, 4H), 3.40-3.60 (m, 4H), 4.10 (m, 1H), 4.27 (s, 2H), 7.01-7.08 (m, 4H), 
7.28-7.31 (m, 2H), 7.48 (d, J = 8.7 Hz, 2H)o 

10 

mnm2 3 (104) : 4- c < ci- (4- {4- c 

^;V^-;v) T=> y] >H • mmiU. 
TLC : Rf 0.73 (&fc*?-]/> : ^*y— ;i/=4 : 1) ; 
15 NMR (CD3OD) : <5 0.95 (t, J = 7.5Hz, 3H), 1.28-1.41 (m, 2H), 1.44-1.59 (m, 2H), 
1.74-1.85 (m, 2H), 1.87-1.97 (m, 2H), 2.03-2.20 (m, 2H), 2.31 (t, J = 6.9Hz, 2H), 
2.95 (s, 3H), 3.02-3.15 (m, 4H), 3 .20 (t, J = 6.9Hz, 2H), 3.50-3.58 (m, 2H), 4.13 (m, 
1H), 4.28 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 
2H), 7.50 (d, J = 8.7Hz, 2H)o 

20 

rnmrn 2 3(105) : n- [4 - (4 - { [4 - { [ (4 -y n 

TLC : Rf 0.53 (^DD*M : J~ )V= 10:1) ; 
25 NMR (CD3OD) : 6 0.96 (t, J = 7.2 Hz, 3H), 1.30-1.40 (m, 2H), 1.55-1.60 (m, 2H), 
1.95-2.00 (m, 2H), 2.20-2.30 (m, 2H), 2.95 (s, 3H), 3.10-3.20 (m, 2H), 3.30-3.40 (m, 
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2H), 3.50-3.60 (m, 2H), 4.20 (m, 1H), 4.29 (s, 2H), 7.01-7.08 (m, 4H), 7.23-7.40 (m, 
6H), 7.51 (d, J = 8.4 Hz, 2H)o 

mnm 23(106) : n- [4- (4- { [4- { c ( 3 D 

5 n7x^;i/) rs-y] TS-y) - l -t°^>; 

TLC : Rf 0.53 (^OD*M : ;V= 10:1) ; 

N M R (CD3OD) : 6 0.97 (t, J = 7.4 Hz, 3H), 1.30-1.40 (m, 2H), 1.55-1.65 (m, 2H), 
1.95-2.05 (m, 2H), 2.20-2.30 (m, 2H), 2.96 (s, 3H), 3.10-3.20 (m, 2H), 3.30-3.40 (m, 
10 2H), 3.50-3.60 (m, 2H), 4.15 (m, 1H), 4.29 (s, 2H), 7.00-7.09 (m, 5H), 7.23-7.31 (m, 
4H), 7.48-7.51 (m, 3H) C 

mnm 23(107) : n- [4 - u - { [4 - (^;v { c ( 2 n 

T L C : R f 0.53 (^DD*M : $ J — ;V = 10:1) ; 
NMR (CD3OD) : <5 0.99 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.80 (m, 2H), 
2.00-2.10 (m, 2H), 2.20-2.30 (m, 2H), 2.95 (s, 3H), 3.10-3.20 (m, 2H), 3.30-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 4.20 (m, 1H), 4.29 (s, 2H), 7.02-7.10 (m, 4H), 7.14 (dd, J = 
20 7.5, 1.5 Hz, 1H), 7.27-7.31 (m, 3H), 7.42 (dd, J = 7.5, 1.5 Hz, 1H), 7.50 (d, J = 8.4 Hz, 
2H), 7.63 (dd, J = 7.5, 1.5 Hz, 1H) Q 

mmm 23(108) :n-[4-(4-{[4- ct^i/ { [ ( 4 

TLC : Rf 0.53 (^OD*M : J— JV= 10:1) ; 
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NMR (CD 3 OD) : 6 0.97 (t, J = 7.4 Hz, 3H), 1.30-1.40 (m, 2H), 1.55-1.65 (m, 2H), 
1.95-2.05 (m, 2H), 2.20-2.30 (m, 2H), 2.28 (s, 3H), 2.95 (s, 3H), 3.10-3.20 (m, 2H), 
3.20-3.30 (m, 2H), 3.50-3.60 (m, 2H), 4.20 (m, 1H), 4.29 (s, 2H), 7.02-7.10 (m, 6H), 
7.19 (d, J = 8.4 Hz, 2H), 7.29 (d, J = 9.0 Hz, 2H), 7.50 (d, J = 9.0 Hz, 2H) D 

5 

mmm 23(109) :n-[4-(4-{[4- { [ ( 3 

jiy^-jV) T^y] ;v} TKJ) - 1 -tf^U 

TLC : R f 0.59 (^DD^M : *#J—Jl= 10:1) ; 
10 NMR (CD 3 OD) : 6 0.97 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.20-2.30 (m, 2H), 2.30 (s, 3H), 2.95 (s, 3H), 3.10-3.20 (m, 2H), 
3.30-3.40 (m, 2H), 3.50-3.60 (m, 2H), 4.10 (m, 1H), 4.29 (s, 2H), 6.87 (d, J = 6.6 Hz, 
1H), 7.01-7.15 (m, 7H), 7.29 (d, J = 8.9 Hz, 2H), 7.50 (d, J = 8.9 Hz, 2H) C 

15 mmm2 3(110) : n- [4- (4- { [4- ( { [ (2-^ 

TLC : Rf 0.50 (7nn*M : *#;—)l= 10:1) ; 
NMR (CD3OD) : 6 0.98 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.80 (m, 2H), 
20 1.90-2.10 (m, 2H), 2.20-2.30 (m, 2H), 2.22 (s, 3H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 
3.30-3.40 (m, 2H), 3.50-3.60 (m, 2H), 4.14 (m, 1H), 4.28 (s, 2H), 7.02-7.15 (m, 7H), 
7.19 (m, 1H), 7.29 (d, J = 8.7 Hz, 2H), 7.49 (d, J = 8.7 Hz, 2H)o 

mMfflZ 3(111) : N- [4- (4- { [4- C^-;i/ { [ (3-^ h 
25 ^>>7rc-;i/) T^y] TKJ) - 1 -W) $>— 
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TL C : Rf 0.53 (^nnW : J— )l>= 10:1) ; 
N M R (CD 3 OD) : 6 0.97 (t, J = 7.2 Hz, 3H), 1.30-1.40 (m, 2H), 1.50-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.10-2.30 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.30-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 3.76 (s, 3H), 4.15 (m, 1H), 4.29 (s, 2H), 6.63 (m, 1H), 6.91 
5 (m, 1H), 7.01-7.08 (m, 5H), 7.16 (m, 1H), 7.29 (d, J = 8.9 Hz, 2H), 7.50 (d, J = 8.9 
Hz, 2H) 0 

mnm2 3 (112) : n- [4- (4- { [4- c/^;v { [ (2-* h 

10 y^j^-y) ^^>^jv*>7^ F • tffflttft 

TLC : Rf 0.55 (^OD*M : y^y— ;i/= 10:1) ; 
NMR (CD3OD) : 6 1.02 (t, J = 7.4 Hz, 3H), 1.40-1.50 (m, 2H), 1.60-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.10-2.30 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.30-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 3.87 (s, 3H), 4.26 (m, 1H), 4.29 (s, 2H), 6.89 (m, 1H), 

15 6.99-7.08 (m, 6H), 7.29 (d, J = 8.7 Hz, 2H), 7.51 (d, J = 8.7 Hz, 2H), 7.76 (dd, J = 7.8, 
1.5 Hz 3 lH)o 

mmm2 3 a 1 3) : n- {4- [4- ( {4- imv ( { [3- (h 

20 *3-Jl) y^J^>2 y*.—M ^^>x;^>7^ h* • i&MM 

TLC : Rf 0.55 (^UD*M : j—)\,= 10:1) ; 
NMR (CD 3 OD) : 6 0.97 (t, J = 7.2 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.80 (m, 2H), 
1.90-2.10 (m, 2H), 2.10-2.30 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.30-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 4.20 (m, 1H), 4.29 (s, 2H), 7.02-7.08 (m, 4H), 7.27-7.31 (m, 

25 3H), 7.45 (m, 1H), 7.51 (d, J = 8.7 Hz, 2H), 7.60 (d, J = 8.4 Hz, 1H), 7.78 (s, 1H) C 
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mmm2 3 ( 1 1 4) : n- [4- (4- { [4- ( { [ u-t fd^> 

T L C : R f 0.19 (Mx?-;V : p< ^ J — ;p= 5:1); 
5 NMR (CD 3 OD) : 6 1.52-1.72 (m, 9H), 2.01 (m, 1H), 2.10-2.21 (m, 2H), 2.95 (s, 
3H), 3.02-3.14 (m, 2H), 3.47-3.62 (m, 3H), 3.72 (m, 1H), 3.78 (m, 1H), 4.27 (s, 2H), 
7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.49 (d, J = 
8.7Hz, 2H) 0 

io mm* 3 (115) : 2- c ( ci- (4- {4- c 

jv^k-jv) T^y] 7xyjfH ^>y;v) -4-tf^.u^— ;i/J 7^y} 

T L C : R f 0.39 (i^b^lx> : ^ * y — 4:1) ; 
NMR (CD 3 OD) : 6 0.93 (d, J = 6.0Hz, 6H), 0.95 (t, J = 7.5Hz, 3H), 1.28-1.42 (m, 
15 2H), 1.48-1.79 (m, 5H), 1.82-1.95 (m, 2H), 1.97-2.19 (m, 2H), 2.95 (s, 3H), 2.90-3.05 

(m, 2H), 3.08-3.25 (m, 2H), 3 .42-3.52 (m, 2H), 4.13 (m, 1H), 4.19 (s, 2H), 4.32 (dd, 
J = 9.0, 6.0Hz, 1H), 7.02 (d, J = 8.7Hz, 2H), 7.04 (d, J = 8.7Hz, 2H), 7.28 (d, J = 
8.7Hz, 2H), 7.47 (d, J = 8.7Hz, 2H) 0 

20 mmm 23 ( 1 1 6) : n- {3 - [ ( 11- (4 - {4- [ u 

TLC : Rf 0.32 (^Dn^VA : ^^y— ;i/= 10:1) ; 
NMR (CD3OD) : 6 0.96 (t, J = 7.2 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
25 1.90-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.95 (s, 3H), 2.96 (s, 3H), 3.05-3.20 (m, 2H), 
3.20-3.40 (m, 2H), 3.50-3.60 (m, 2H), 4.23 (m, 1H), 4.29 (s, 2H), 6.90 (m, 1H), 
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6.99-7.08 (m, 4H), 7.11 (m, 1H), 7.22 (t, J = 8.1 Hz, 1H), 7.29 (d, J = 9.0 Hz, 2H), 
7.38 (t, J = 2.1 Hz, 1H), 7.53 (d, J = 9.0 Hz, 2H)o 

mnm2 3(117) : n- u- [ ( &m c 1 - u - {4 - c u 

TLC : Rf 0.50 (J^fb^V> : ^^y— ;V= 10:1) ; 
N M R (CD3OD) : 6 0.97 (t, J = 7.2 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.90 (s, 3H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 
10 3.20-3.40 (m, 2H), 3.50-3.60 (m, 2H), 4.20 (m, 1H), 4.29 (s, 2H), 7.02-7.08 (m, 4H), 
7.18 (t, J = 9.0 Hz, 2H), 7.28-7.33 (m, 4H), 7.55 (d, J = 9.0 Hz, 2H)o 

mmm 23(118) : n- [4 - (4- { [4- (^;v { [ (3-th* 

15 7xy^r>') 7i-;p] ^^>x;^>7^ F 

T L C : R f 0.70 (»?l/> : ^ * ^ — ;V= 4:1) ; 
NMR (CD3OD) : 6 0.95 (t, J = 7.2Hz, 3H), 1.26-1.41 (m, 2H), 1.45-1.58 (m, 2H), 
1.65-1.77 (m, 2H), 1.86-1.97 (m, 2H), 2.03-2.22 (m, 2H), 2.95 (s, 3H), 3.03-3.15 (m, 
4H), 3.27 (t, J = 6.3Hz, 2H), 3 .59 (t, J = 6.3Hz, 2H),3.50-3.65 (m, 2H), 4.14 (m, 1H), 
20 4.25 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 
7.50 (d, J = 8.7Hz, 2H) C 

mMM2 3(119) :N-[4-(4-{[4-({[(3-t h'D^ 

rnt;v) r^y] ktF-jv} r^y) - l - tr^y 7 

TLC : Rf 0.32 (Mih^^U> : ;i/= 4 : 1) ; 
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NMR (CD 3 OD) : 6 1.60-1.84 (m, 3H), 2.02 (m, 1H), 2.09-2.20 (m, 2H), 2.95 (s, 
3H), 3.02-3.15 (m, 2H), 3.20 (t, J = 6.5Hz, 2H), 3.45-3.61 (ra, 2H), 3.57 (t, J = 6.5Hz, 
2H), 3.72 (m, 1H), 4.27 (s, 2H ), 7.03 (d, J = 8.7 Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 
7.29 (d, J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H) Q 

5 

mmmz 3 (120) : n- (4- {4- [ (4- c (3-^- 

TLC : Rf 0.31 (i^^l/> : ;i,= 10:1) ; 

10 NMR (CD 3 OD) : 6 0.96 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.10-2.30 (m, 2H), 2.95 (s, 3H), 3.05-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 4.20 (m, 1H), 4.29 (s, 2H), 7.02 -7.11 (m, 5H), 7.18 (t, J = 3.3, 
1.5 Hz, 1H), 7.25-7.31 (m, 3H), 7.51 (d, J = 8.7 Hz, 2H) C 

15 mmm2 s a 2 n : n- (4- {4- c (4- c (2-^- 

TLC : Rf 0.31 (Ifb^f l/> : y>#y-;i/= 10:1) ; 
NMR (CD3OD) : 6 0.95 (t, J = 7.4 Hz, 3H), 1.30-1.40 (m, 2H), 1.50-1.60 (m, 2H), 
20 1.60-1.80 (m, 2H), 1.80-1.90 (m, 2H), 2.10-2.20 (m, 2H), 2.91 (s, 3H), 2.95-3.05 (m, 
2H), 3.20-3.30 (m, 2H), 3.51 (s, 2H), 4.00 (m, 1H), 6.65 (m, 1H), 6.77-6.79 (m, 2H), 
6.92-6.96 (m, 4H), 7.21-7.24 (m, 2H), 7.31 (d, J = 8.7 Hz, 2H) Q 

mmm2 3 (122) :n- (4- {4- [ (4- {y^jv c (2, 3-p 
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f • mm 

TLC : Rf 0.40 (MM^V> : J—)V= 10:1) ; 
NMR (CD 3 OD) : 6 0.96 (t, J = 7.4 Hz, 3H), 1.30-1.40 (m, 2H), 1.50-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.10-2.30 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
5 2H), 3.50-3.60 (m, 2H), 4.10 (m, 1H), 4.20 (s, 4H), 4.28 (s, 2H), 6.72 (s, 2H), 6.85 (t, 
J = 1.4 Hz, 1H), 7.02-7.11 (m, 4H), 7.29 (d, J = 8.9 Hz, 2H), 7.48 (d, J = 8.9 Hz, 2H)o 

mffi.M2 3 (123) :N-[4-(4-{[4- (^;P { [ (3, 5- 

10 7 3i j 7i-M ^^>x;i/^>T$ b* -mMM 

TLC : Rf 0.40 (Mb* =f-V > : J —)V= 10:1) ; 
NMR (CD3OD) : 6 0.96 (t, J = 7.2 Hz, 3H), 1.30-1.40 (m, 2H), 1.50-1.70 (ra, 2H), 
1.90-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 4.15 (m, 1H), 4.30 (s, 2H), 6.55 (m, 1H), 7.02-7.11 (m, 6H), 
15 7.29 (d, J = 8.4 Hz, 2H), 7.51 (d, J = 8.4 Hz, 2H)o 

■mUm 2 3 (124) : N- [4- (4- { [4- (7^;V { [ (3, 4- 

20 TLC : Rf 0.44 (Mt^^U> : *$J—)V= 1 0 : 1) ; 

NMR (CD3OD) : d" 0.97 (t, J = 7.5 Hz, 3H), 1.30-1.40 (m, 2H), 1.50-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 4.15 (m, 1H), 4.29 (s, 2H), 7.02-7.16 (m, 6H), 7.29 (d, J = 
8.6 Hz, 2H), 7.40 (m, 1H), 7.55 (d, J = 8.6 Hz, 2H)o 

25 

mmm 23 (125) : n - [4 - (4 - {[4 - cr^v { c ( 1 
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K-3-if us?— ;v) T^y] r^y) - l-tr^us*— 

TLC : Rf 0.69 (»^l/> : ;V= 5 : 1) ; 

NM R (CD 3 OD) : 6" 0.96 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
5 1.90-2.10 (m, 2H), 2.30-2.40 (m, 2H), 2.95 (s, 3H), 3.10-3.30 (m, 2H), 3.30-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 4.31 (s, 2H), 4.35 (m, 1H), 7.02-7.07 (m, 4H), 7.29 (d, J = 
8.6 Hz, 2H), 7.55 (d, J = 8.6 Hz, 2H) 7.88 (dd, J = 8.9, 3.5 Hz, 1H), 8.39 (d, J = 2.7 
Hz, 1H), 8.50 (d, J = 2.7 Hz, 1H), 9.39 (s, 1H) Q 

10 mmm 2 3 (1 2 6) : n- [4- (4- { [4- { [ (2, 4- 

TLC : Rf 0.58 (7DP*M : J~ )V= 10:1) ; 
NMR (CD 3 OD) : 6 0.98 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
15 1.90-2.10 (m, 2H), 2.10-2.30 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 4.17 (m, 1H), 4.29 (s, 2H), 6.92-7.00 (m, 2H), 7.02-7.08 (m, 
4H), 7.26-7.41 (m, 3H), 7.49-7.52 (m, 2H) ; 

: mi 9 6- 1 9 8°C 0 

20 

mmmz 3 (127) : n- {4 - [4- ({4 - c { [ (4-^71 

TLC : Rf 0.57 (7Dn*M : — )]/= 10:1) ; 

25 NMR (CD3OD) : 6 0.96 (t, J = 7.4 Hz, 3H), 1.30-1.40 (m, 2H), 1.50-1.60 (m, 2H), 
1.90-2.10 (m, 2H), 2.10-2.30 (m, 2H), 2.95 (s, 3H), 3.05-3.20 (m, 2H), 3.20-3.30 (m, 



184 



WO 2004/080966 



PCT/JP2004/003333 



2H), 3.50-3.60 (m, 2H), 4.19 (m, 1H), 4.29 (s, 2H), 7.02-7.08 (m, 4H), 7.27-7.31 (m, 
4H), 7.39 (d, J = 8.7 Hz, 2H), 7.51 (d, J = 8.7 Hz, 2H)o 

mmm2 3(128) n- (4- {4- c (4- {73- ?i c (^v^ 



T L C : Rf 0.51 (^Dn*M : * $ J — ;i/= 10:1) ; 
N M R (CD3OD) : 6 0.87 (d, J = 6.6 Hz, 6H), 0.95 (t, J = 7.4 Hz, 3H), 1.30-1.40 (m, 
2H), 1.50-1.60 (m, 2H), 1.76 (m, 1H), 1.80-2.00 (m, 2H), 2.00-2.20 (m, 2H), 2.96 (s, 
10 3H), 2.96 (d, J = 7.5 Hz, 2H), 3.00-3.40 (m, 4H), 3.50-3.60 (m, 2H), 4.16 (m, 1H), 
4.28 (s, 2H), 7.02-7.08 (m, 4H), 7.29 (d, J = 8.9 Hz, 2H), 7.50 (d, J = 8.9 Hz, 2H) Q 

mum 2 3 (129) :N-{4-[4-({4-[{[ (4-7MD7 
^n;i/) T^y] ( 3 T^y] -1 

15 -K^yy- )i} y ^3?>xm>7^ 1* • 

TLC : Rf 0.62 (M4b*3-V> : J— ;i/= 9 : 1) ; 
NMR (CD 3 OD) : 6 1.75 (s, 6H), 1.92-2.03 (m, 2H), 2.07-2.23 (m, 2H), 2.95 (s, 
3H), 3.05-3.19 (m, 2H), 3.50-3.60 (m, 2H), 3.94-4.02 (m, 2H), 4.20-4.35 (m, 3H), 
20 5.18 (m, 1H), 6.98-7.10 (m, 6H), 7.26 -7.34 (m, 4H), 7.50 (d, J = 8.7Hz, 2H) Q 

mmm2 3 (no) : n- [4- (4- { [4- (3 { [ (4 

25 TL C : Rf 0.61 (M^^l/> : *<?J — JV= 9 : 1) ; 

NMR (CD3OD) : 6 1.97-2.10 (m, 2H), 2.19-2.20 (m, 2H), 2.43 (m, 1H), 2.49-2.58 
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(m, 2H), 2.95 (s, 3H), 3.02-3.19 (m, 2H), 3.46-3.61 (m, 4H), 4.08 (m, 1H), 4.29 (s, 
2H), 6.98-7.10 (m, 6H), 7.26-7.34 (m, 4H), 7.50 (d, J = 8.7Hz, 2H) o 

mmmz 3 a 3 n : n- [4- (4- { [4- o-y^-ji { [ (4 

TLC : R f 0.61 (g{b^fl/> : * * 7 — ;i/= 9:1); 
NMR (CD 3 OD) : d 1.95-2.06 (m, 2H), 2.15-2.44 (m, 4H), 2.95 (s, 3H), 3.03-3.18 
(m, 2H), 3.28-3.41 (m, 2H), 3.50-3.61 (m, 2H), 4.13 (m, 1H), 4.29 (s, 2H), 5.08 (d, J 
10 = 10.2Hz, 1H), 5.14 (d, J = 17. 1Hz, 1H), 5.86 (m, 1H), 6.98 -7.10 (m, 6H), 7.26 -7.35 
(m, 4H), 7.50 (d, J - 8.7Hz, 2H) 0 

mmrn 2 3(132) : n- {4- [4- ( {4- [ { [ (4-7MD7 

31-;),) 757] ( 2 - 1 Fn 757] -1-tf 

15 ^o; ^^;v) ^3i7^>>] 7 3i^;v} /;^>xjv*>75 F - MB. 

iM. 

TLC : Rf 0.59 (»fl/>:^^7-;V=9 : 1) ; 
NMR (CD3OD) : 6 1.02 (t, J = 7.5Hz, 3H), 1.44-1.60 (m, 2H), 1.95-2.28 (m, 4H), 
2.95 (s, 3H), 3.01-3.36 (m, 4H), 3.47-3.60 (m, 2H), 3.66 (m, 1H), 4.10 (m, 1H), 4.28 
20 (s, 2H), 6.98-7.10 (m, 6H), 7.2 2-7.34 (m, 4H), 7.50 (d, J = 8.7Hz, 2H)o 

mmm2 3(133) : n- {4- [4- ( {4- c [ (1, 3 

a-^v— ;v- 5 --f ;i/7$7) ^;i/7j^-;v] (y^-jv) 757] - 1 -t:^. 
U^-;i/} *?-;\,) y^s**/] 7x^M ^^>x;i/^>75 F • WKUL 
25 TLC:Rf 0.29 (7nn*M : /:^7-;V= 1 0 : 1) ; 

NMR (CD 3 OD) : 6 0.97 (t, J = 7.4 Hz, 3H), 1.30-1.40 (m, 2H), 1.50-1.70 (m, 2H), 
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1.90-2.00 (m, 2H), 2.10-2.20 (m, 2H), 2.95 (s, 3H), 3.05-3.20 (m, 2H), 3.20-3.30 (m, 
2H), 3.50-3.60 (m, 2H), 4.15 (m, 1H), 4.29 (s, 2H), 5.90 (s, 2H), 6.70-6.71 (m, 2H), 
6.89 (d, J = 1.8 Hz, 1H), 7.02-7.08 (m, 4H), 7.29 (d, J = 8.7 Hz, 2H), 7.50 (d, J = 8.7 
Hz, 2H)o 

5 

mmm2 3 (134) :N-[4-(4-{C4-( (4-7;i/^-D^>^ 

{ [ (4-7Mn7i-;v) T^y] r=-y) - 1 -if 

m 

10 T L C : Rf 0.59 (^DD^M : *$J~- )V- 9 : 1) ; 

NMR (CD3OD) : 6 7.46 (brd, J = 8.4 Hz, 2H), 7.40-7.24 (m, 6H), 7.14-6.80 (m, 
8H), 4.62 (s, 2H), 4.32 (m, 1H), 4.24 (s, 2H), 3.48 (m, 2H), 3.06 (m, 2H), 2.95 (s, 3H), 
2.20-1.88 (m, 4H) Q 

15 mmm 2 3 (1 3 5) : n- {4- [4- ( {4- [ { [ (4-7MD7 

7 ^ y ] t))]s7f,-)i} ( 2 - y> h^->^>^;i/) r ^ y ] -i-t? 

TLC : Rf 0.62 (7nn*M : J— ;V= 9 : 1) ; 
20 NMR (CD 3 OD) : d" 7.45 (brd, J = 8.7 Hz, 2H), 7.30-7.19 (m, 6H), 7.16-6.90 (m, 
8H), 4.59 (s, 2H), 4.32 (m, 1H), 4.23 (s, 2H), 3.88 (s, 3H), 3.47 (m, 2H), 3.08 (m, 2H), 
2.95 (s, 3H), 2.18-1.88 (m, 4H) o 

mnffl2 3 (136) :N-{4-[4-({4-[{[ (4-7)]sjrn~7 
25 rc-;v) T^y] ( 2 -pWW^>^;]/) - 
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TLC : Rf 0.68 (^DD*M : *$J— ;i/= 9 : 1) ; 
NMR (CD 3 OD) : 6 7.45 (brd, J = 8.7 Hz, 2H), 7.30-7.10 (m, 8H), 7.08-6.90 (m, 
6H), 4.56 (s, 2H), 4.43 (m, 1H), 4.24 (s, 2H), 3.49 (m, 2H), 3.07 (m, 2H), 2.95 (s, 3H), 
2.35 (s, 3H), 2.16-1.86 (m, 4H) G 

5 

mmm2 3 (137) : n- [4- (4- { [4- c/^;i/ { [ (3-t f 

TLC : Rf 0.42 (^DU^l/A : p<#y— ;i,= 10:1) ; 
10 NMR (CD 3 OD) : 6 0.96 (t, J = 7.2 Hz, 3H), 1.20-1.40 (m, 2H), 1.50-1.70 (m, 2H), 
1.90-2.00 (m, 2H), 2.10-2.30 (m, 2H), 2.12 (s, 3H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 
3.20-3.40 (ra, 2H), 3.50-3.60 (m, 2H), 4.16 (ra, 1H), 4.28 (s, 2H), 6.64 (dd, J = 8.0, 

2.0 Hz, 1H), 6.83 (d, J = 2.0 Hz, 1H), 6.94 (d, J = 8.0 Hz, 1H), 7.02-7.08 (m, 4H), 
7.29 (d, J = 8.4 Hz, 2H), 7.49 (d, J = 8.4 Hz, 2H) Q 

15 

mmm 2 3 ( 1 3 s) : n- [4- (4- { [4- { [ (3, 5- 

T L C : R f 0.75 : J — ;i/= 5:1); 

20 NMR (d 6 -DMSO) : 6 0.88 (t, J = 7.2 Hz, 3H), 1.20-1.40 (m, 2H), 1.40-1.50 (m, 
2H), 1.70-1.80 (m, 2H), 2.10-2.30 (m, 2H), 3.16 (s, 3H), 3.30-3.40 (m, 2H), 3.60-3.90 
(m, 4H), 4.14 (m, 1H), 4.22 (d, J = 4.8 Hz, 2H), 5.83 (t, J = 2.1 Hz, 1H), 6.37 (d, J = 

2.1 Hz, 2H), 7.02-7.08 (m, 4H), 7.25 (d, J = 8.6 Hz, 2H), 7.57 (d, J = 8.6 Hz, 2H), 
7.88 (s, 1H), 9.71 (s, 1H), 10.51 (s, 1H) Q 

25 

mffi,M2 3 ( 1 3 9) : N- [4- (4- { [4- C^;i/ { [ (2-t F 
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T L C : R f 0.50 (j^ffcL* > : ^ ^ y — JV= 9:1); 
NMR (CD 3 OD) : <5 0.96 (t, J = 7.2Hz, 3H), 1.15 (s, 6H), 1.28-1.44 (m, 2H), 
5 1.50-1.62 (m, 2H), 1.88-1.98 (m, 2H), 2.08-2.25 (m, 2H), 2.95 (s, 3H), 3.02-3.22 (m, 
6H), 3.50-3.60 (m, 2H), 4.16 (m, 1H) , 4.28 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J 
= 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H) Q 

mnm 2 3 ( 1 4 0) : n- [4- (4- { [4- ( { [ (2-t fd^> 

T L C : R f 0.15 (M4h*?-ls> : p< ^ y — ;i/= 9:1) ; 
NMR (CD3OD) : 6 1.15 (s, 6H), 1.60-1.78 (ra, 2H), 2.00-2.21 (m, 2H), 2.95 (s, 
3H), 3.01-3.15 (m, 4H), 3.44-3.55 (m, 2H), 3.73 (m, 1H), 4.27 (s, 2H), 7.03 (d, J = 
15 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H ), 7.29 (d, J = 8.7Hz, 2H), 7.49 (d, J = 8.7Hz, 2H) < 

mmM2 3 ( l 4 l) : N- [4- (4- { [4- ( (^nirntf;^?- 
;v) { [ (4-7^D7i^v) T^y] r^y) - 1 - t: 

20 M 

TLC : Rf 0.43 »^fl/>:^^7-;i/=9 : 1) ; 
NMR (CD 3 OD) : 6 0.32-0.37 (m, 2H), 0.57-0.63 (m, 2H), 1.06 (m, 1H), 1.97-2.10 
(m, 2H), 2.25-2.42 (m, 2H), 2.95 (s, 3H), 3.05-3.18 (m, 2H), 3.25 (d, J = 6.6Hz, 2H), 
3.51-3.62 (m, 2H), 4.06 (m, 1H), 4.29 (s, 2H), 6.98-7.10 (m, 6H), 7.27-7.35 (m, 4H), 
25 7.50 (d, J = 8.7Hz, 2H) D 
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mmm2 3 (142) :N-[4-(4-{[4-( (^^n^;i/^^-;i/) 
{ [ (4-7Mn7i-JV) pf?;v^— ;v} T^y) - 1 - tf ^ U 

TLC : Rf 0.43 (mt^^U> : ;i/= 9 : 1) ; 

5 NMR (CD 3 OD) : d 1.75-2.14 (m, 8H), 2.23-2.40 (m, 2H), 2.62 (m, 1H), 2.95 (s, 
3H), 3.03-3.15 (m, 2H), 3.36 (d, J = 6.9Hz, 2H), 3.50-3.60 (ra, 2H), 3.95 (m, 1H), 
4.28 (s, 2H), 6.98-7.08 (m, 6H), 7.2 7-7.32 (m, 4H), 7.50 (d, J = 8.7Hz, 2H) Q 

2 3 (143) :N-(4-{4-[(4-{{[ (4-7Mn7 

10 7^7] tui-^-jv} [ ( 1 F - 3 - 1° »; ^-;i/) 

^>t^ f • 

TLC : Rf 0.14 : ^^7-;v=9 : 1) ; 

NMR (CD 3 OD) : 1.98-2.32 (m, 4H), 2.95 (s, 3H), 3.09-3.21 (ra, 2H), 3.50-3.60 
15 (m, 2H), 4.30 (s, 2H), 4.40 (m, 1H), 4.72 (s, 2H), 6.97-7.10 (m, 6H), 7.29 (d, J = 

8.7Hz, 2H), 7.37 (dd, J = 9.0, 5.1 Hz, 2H), 7.53 (d, J = 8.7Hz, 2H), 7.84 (t, J = 7.0Hz, 
1H), 8.08 (d, J = 7.0Hz, 1H), 8.62 (d, J = 7.0Hz, 1H), 8.69 (s, 1H) C 

mMm 2 3 ( 1 4 4) : n- [4 - (4 - {[4- ( o-yj^u^op 

20 ;i/) { [ (4-7;i/tn7x-;i/) T^y] T^y) - 1 - t° 

iM. 

TLC :Rf 0.65 n P*;i/A : * $ J — ;i/= 5 : 1 ) ; 
NMR (CD3OD) : 6 7.47 (m, 2H), 7.40-7.22 (m, 5H), 7.16 (m, 1H), 7.10-6.96 (m, 
25 8H), 4.65 (s, 2H), 4.37 (m, 1H), 4.24 (s, 2H), 3.50 (m, 2H), 3.09 (m, 2H), 2.95 (s, 3H), 
2.20-1.90 (m, 4H) 0 
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mMffl2 3 ( 1 4 5) : N- [4- (4- { [4- ( {2-~7MU^V 
;i0 { C (4-7MD7i-;i/) T^y] -1-tf 

5 ^ 

TLC : Rf 0.65 (^nn^A : J— ;i/= 5 : 1) ; 
NMR (CD3OD) : 7.46 (brd, J = 8.7 Hz, 2H), 7.40-7.22 (m, 6H), 7.20-6.92 (m, 
8H), 4.69 (s, 2H), 4.39 (m, 1H), 4.25 (s, 2H), 3.51 (m, 2H), 3.10 (m, 2H), 2.95 (s, 3H), 
2.20-1.89 (m, 4H)o 

10 

mm\\2 3(146) :N-{4-[4-({4-[{[ (4-7MD7 
:c~;i/) 7^] >b;v^n;i/} (4-p< h^rs>^>^;v) r^y] - 1 - tf 

15 TLC : Rf 0.69 (^nn*M : **>J— ))/= 5 : 1) ; 

NMR (CD3OD) : 6 7.45 (brd, J = 8.7 Hz, 2H), 7.40-7.20 (m, 6H), 7.10-6.88 (m, 
8H), 4.57 (s, 2H), 4.29 (m, 1H), 4.23 (s, 2H), 3.76 (s, 3H), 3.49 (m, 2H), 3.08 (m, 2H), 
2.95 (s, 3H), 2.22-1.86 (m, 4H)o 

20 H»!l2 3 (147) :N-{4-[4-({4-[{[ (4-7WD7 

^-;v) T^y] ( 3 F=^>^>^;i/) T^y] - 1 - tf 

TLC : Rf 0.81 (^CO*M : *$>J— ;i/= 5 : 1) ; 
25 NMR (CD 3 OD) : 6 7.46 (brd, J = 9.0 Hz, 2H), 7.30-7.20 (m, 5H), 7.08-6.94 (m, 
6H), 6.92-6.76 (m, 3H), 4.62 (s, 2H), 4.35 (m, 1H), 4.24 (s, 2H), 3.77 (s, 3H), 3.49 (m, 
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2H), 3.08 (m, 2H), 2.95 (s, 3H), 2.20-1.90 (m, 4H) Q 

mMM2 3 (148) :N-{4-[4-({4-[{[ (4-7MD7 

T L C : Rf 0.85 (^DD*M : Jl= 5 : 1 ) ; 

NMR (CD3OD) : 6 7.47 (brd, J = 9.0 Hz, 2H), 7.34-7.18 (m, 6H), 7.16-6.92 (m, 
8H), 4.61 (s, 2H), 4.36 (m, 1H), 4.25 (s, 2H), 3.49 (m, 2H), 3.08 (m, 2H), 2.95 (s, 3H) 
2.32 (s, 3H), 2.22-1.90 (m, 4H) Q 

10 

mmm2 3 ( 1 4 9) : 4- { { [ (4-?)]/tfxi7 ^-fr) T^y] 
4?-;i/> [ 1 - (4- {4- [ (p<5f-;i/*;i/*-;i/) T^Jl ? 

TLC : R f 0.18 (»^l/> : ^^^-;V=9 : 1) ; 
15 NMR (CD3OD) : d 1.82-2.02 (m, 4H), 2.10-2.30 (m, 2H), 2.43 (t, J = 6.3Hz, 2H), 
2.95 (s, 3H), 3.04-3.18 (m, 2H), 3.25-3.35 (m, 2H), 3.50-3.60 (m, 2H), 4.22-4.35 (m, 
3H), 7.00 (dd, J = 17.1, 9.0Hz, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 
7.29 (d, J = 8.7Hz, 2H), 7.42-7.55 (m, 2H), 7.50 (d, J = 8.7Hz, 2H) 0 

20 mMM2 3 ( 1 5 0) : N- [4- (4- { [4- { [ (3, 5- 

TLC : Rf 0.53 (Mb^l/> : J— JV= 9:1) ; 
NMR (CD 3 OD) : 6 0.98 (t, J = 7.2Hz, 3H), 1.32-1 .47 (m, 2H), 1.58-1.70 (m, 2H), 
25 1.95-2.03 (m, 2H), 2.12 (s, 3H), 2.26 (s, 3H), 2.15-2.25 (m, 2H), 2.95 (s, 3H), 
3.03-3.17 (m, 2H), 3.21-3.32 (m, 2H) , 3.50-3.60 (m, 2H), 4.10 (m, 1H), 4.29 (s, 2H), 
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7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.49 (d, J = 
8.7Hz, 2H) 0 

mmM2 3 (15 1) : N- [4- (4- { [4- { [ (6-^3=- 

5 3 - h° U t ^ 7 ] ;v} t ^ J ) - 1 - tf ^ U 

TLC:Rf 0.51 (I^fl/>:^^;~;i/=9 : 1) ; 
NMR (CD 3 OD) : 6 0.97 (t, J = 7.2Hz, 3H), 1.31-1.45 (m, 2H), 1.57-1.67 (m, 2H), 
1.97-2.08 (m, 2H), 2.22-2.38 (m, 2H), 2.70 (s, 3H), 2.95 (s, 3H), 3.10-3.25 (m, 2H), 
10 3.28-3.36 (m, 2H), 3.52-3.62 (m , 2H), 4.30 (m, 1H), 4.31 (s, 2H), 7.03 (d, J = 8.7Hz, 
2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.53 (d, J = 8.7Hz, 2H), 7.79 (d, 
J = 8.7Hz, 1H), 8.49 (dd, J = 8.7, 2.7Hz, 1H), 9.02 (s, 1H) Q 



»2 4 : N — [4- (4 - { [4- (^)V { [ (>>^P^^>;i/^ 




^»[|3^MBbfeib^ (70mg) ®^^f;i/*;i/A7 5 (1 
mL) HhUx^;i/7^> (3 8/zL) ^P^. N D^^->;i/p< -f 
20 V^^-^T^— h (43mg) 0^5 : -M;i/A7^ (0.5mL) £$S 
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wn^h^7^- (mm^7-?v: ;i/= 10 : 1) izxmmL, 
mmz£y)MW^£^T&T<Dmm&%#ir&^m4k&m (8i.9mg) 

o 

5 TLC:Rf 0.69 (fix^l/ : ^^y-;V= 1 0 : 1) ; 

NMR (CD 3 OD) : 6 0.88-1.03 (m, 2H), 0.96 (t, J = 7.2Hz, 3H), 1.14-1.44 (m, 5H), 
1.47-1.60 (m, 2H), 1.62-1.82 (m, 6H), 1.93-2.08 (m, 4H), 2.95 (s, 3H), 3.05-3.20 (m, 
2H), 3.24-3.36 (m, 2H), 3.47 (d , J = 6.6Hz, 2H), 3.50-3.60 (m, 2H), 4.29 (s, 2H), 
5.66 (m, 1H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 
10 7.51 (d, J = 8.7Hz, 2H) C 



2 4(1) 



2 4(2) 



15 



mti&mZ 4(1) : N- [4- (4- { [4- ( { [ U^*c is 

20 TLC :Rf 0.62 (fffx^ : 1 0 : 1) ; 

NMR (CD 3 OD) : 6 0.88-1.05 (m, 2H), 1.13-1.34 (m, 3H), 1.50-1.83 (m, 8H), 
2.22-2.35 (m, 2H), 2.95 (s, 3H), 3.05-3.18 (m, 2H), 3.21-3.42 (m, 2H), 3.47-3.58 (m, 
2H), 4.28 (s, 2H), 4.42 (m, 1H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 
(d, J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H) 0 

25 

mMM2 4(2) :N-[4-(4-{[4- (^>^;i/ { [ (S^n^ 
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T L C : R f 0.67 (S8xf;i/ : y # y — ;v= 10:1) ; 
NMR (CD 3 OD) : 6 0.62-0.78 (m, 2H), 1.00-1.14 (m, 3H), 1.30-1.62 (m, 6H), 
5 1.89-2.13 (m, 4H), 2.95 (s, 3H), 3.09-3.21 (m, 2H), 3.36 (d, J = 6.6Hz, 2H), 3.45 -3.56 
(m, 2H), 4.27 (s, 2H), 4.7 1 (s, 2H), 5.87 (m, 1H), 7.02 (d, J = 8.7Hz, 2H), 7.04 (d, J = 
8.7Hz, 2H), 7.17-7.38 (m, 7H), 7.48 (d, J = 8.7Hz, 2H) 0 

mMffl2 5 : N- [4- (4- { [4- { [ (3 - h KD^>7Y 

io ;v) T^y] ijj^-ji} r^y) - l -h'^U^-;i/] y^;i/} 7rcy^- 




(3- { [t-^;v (^y^;i/) ^>u;v] a-^} y^jv) (72.3 

mg) ©rh7tFD77> (lmL) mmzyk^M&T, h VISITS. 
15 > (97/zL) s hU^> (44.1 mg) ^ilfiCtli»lfe, 
K^B-^WKISilSfcl 3 Tlil b fc-fb-n #7 (lOOmg) fch»Jx^7^> 
(55//L) ©N 3 N-^^PATU* (lmL) M^iTU 1 

^'JMMnYf^7^- (fix^;i/:^^y-;v=lo : 1) tt 
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liu ittte&t>mm&£hX!&T<Dm&m&m+z*mm<b&m (99.6 

mg) &?#fc 0 

TLC : Rf 0.46 (Mh^^U> : J— ;i/= 9 : 1) ; 
NMR (CD 3 OD) : 8 0.95 (t, J = 7.2 Hz, 3H), 1.16 (d, J = 6.0Hz, 3H), 1.26-1.41 (m, 
5 2H), 1.44-1.70 (m, 4H), 1.85-1.97 (m, 2H), 2.05-2.21 (m, 2H), 2.95 (s, 3H), 3.03-3.13 
(m, 4H), 3.17-3.38 (m, 2H), 3.50-3.58 (m, 2H), 3.78 (m, 1H), 4.13 (m, 1H), 4.27 (s, 
2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.50 (d, 
J=8.7Hz, 2H) 0 

10 ^»'J2 5 (D-tii2 5 (10) 

(3- { [t - {V^^-M S/Vfrl >£fc 

i«t§7^ >mmfo%m^x, mmm 3 xm^rz^m^mumir 

15 

mmm2 5 en : n- {4- [4- ( {4- ( { c cir, 2r) 

20 T L C : R f 0.29 iffiM^^ \ J — ;i/= 10:1) ; 

NMR (CD 3 OD) : (5 0.95 (t, J = 7.2Hz, 3H), 1.23-1.42 (m, 6H), 1.47-1.61 (m, 2H), 
1.65-1.77 (m, 2H), 1.88-2.05 (m, 4H), 2.05-2.22 (m, 2H), 2.95 (s, 3H), 3.02-3.20 (m, 
4H), 3.34-3.48 (m, 2H), 3.50-3. 5 9 (m, 2H), 4.14 (m, 1H), 4.28 (s, 2H), 7.03 (d, J = 
8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H) o 

25 

mffi.M25 (2) :N- {4- [4- ( {4- ( { [ (IS, 2S) 
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T L C : R f 0.29 (WM^J^ : * & J — ;V= 10:1) ; 
5 NMR (CD 3 OD) : 6" 0.95 (t, J = 7.2Hz, 3H), 1.23-1.42 (m, 6H), 1.47-1.61 (m, 2H), 
1.65-1.77 (m, 2H), 1.88-2.05 (m, 4H), 2.05-2.22 (m, 2H), 2.95 (s, 3H), 3.02-3.20 (m, 
4H), 3.34-3.48 (m, 2H), 3.50 -3. 59 (m, 2H), 4.14 (m, 1H), 4.28 (s, 2H), 7.03 (d, J = 
8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H) o 

io mmm 2 5(3) : N- {4- [4- ( {4- [ ( { [ (l-tKn^ 
^n^^;i/) ^)V\ 7^} ;v) r^y] - 1 -\z^Vi?—Ji>} 

T L C : R f 0.23 (tifflt^fr : p< — ;i/= 5:1); 
NMR (CD3OD) : 6 1.26-1.75 (m, 11H), 2.02(m, 1H), 2.10-2.21 (m, 2H), 2.95 (s, 
15 3H), 3.03-3.16 (m, 4H), 3.45-3.55 (m, 2H), 3.72 (m, 1H), 4.27 (s, 2H), 7.03 (d, J = 
8.7Hz, 2H), 7.05 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.49 (d, J = 8.7Hz, 2H) 0 

mmm 2 5(4) : N- {4- [4- ( {4- [ ( { [ (1R, 2R) -2 

20 ^— M A^Jl) 7xy^r^>] y^~J]y} ^^>7JV*>7^ K * tBR£ 
TLC : Rf 0.64 (Mbp<^l/> : ;i/=4 : 1) ; 

NMR (CD 3 OD) : d 1.12-1.40 (m, 4H), 1.59-1.76 (m, 3H), 1.88-2.06 (m, 3H), 
2.11-2.21 (m, 2H), 2.95 (s, 3H), 3.02-3.14 (m, 2H), 3.18-3.38 (m, 2H), 3.46-3.55 (m, 
2H), 3.73 (m, 1H), 4.27 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 

25 7.29 (d, J = 8.7Hz, 2H), 7.49 (d, J = 8.7Hz, 2H)o 
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mnm2 5 (5) :N- {4-[4-({4-[({[(lS, 2S)-2 

TLC : Rf 0.64 : *$J— ;i/=4 : 1) ; 

5 NMR (CD3OD) : 6 1.12-1.40 (m, 4H), 1.59-1.76 (m, 3H), 1.88-2.06 (m, 3H), 
2.11-2.21 (m, 2H), 2.95 (s, 3H), 3.02-3.14 (m, 2H), 3.18-3.38 (m, 2H), 3.46-3.55 (m, 
2H), 3.73 (m, 1H), 4.27 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 
(d, J = 8.7Hz, 2H), 7.49 (d, J = 8.7Hz, 2H) Q 

10 mum 2 5(6) : n- (4- {4- [ (4- [ 

T L C : R f 0.24 (n-;/# y — ;i/ : f|sg£ : 7K= 4:2:1) ; 
NMR (CD3OD) : 6 0.95 (t, J = 7.2 Hz, 3H), 1.30-1.40 (m, 2H), 1.40-1.50 (m, 2H), 
15 1.70-1.80 (m, 2H), 1.80-2.00 (m, 2H), 2.00-2.20 (m, 4H), 2.95 (s, 3H), 3.00-3.20 (m, 
6H), 3.30-3.50 (m, 2H), 3.50-3.60 (m, 2H), 3.80 (m, 1H), 4.10 (m, 1H), 4.28 (s, 2H), 
7.02-7.08 (m, 4H), 7.29 (d, J = 8.7 Hz, 2H), 7.50 (d, J = 8.7 Hz, 2H) Q 

mum 2 5(7) : N- [4- (4 - {[4- ( {[ (2-t FD^i/7> 

TLC:Rf 0.48 (Ifli^^l/>:^^>'-;i/=4: 1) ; 
NMR (CD 3 OD) : <5" 0.94 (t, J = 7.2 Hz, 3H), 1.32-1.52 (m, 2H), 1.58-1.75 (m, 
1.6H), 1.98-2.08 (m, 0.4H), 2.10-2.20 (m, 2H), 2.95 (s, 3H), 3.00-3.14 (m, 2H), 
25 3.16-3.40 (m, 2.6H), 3.45-3.54 (m, 2.4H) , 3.68-3.78 (m, 0.8H), 3.90-3.95 (m, 0.2H), 
4.27 (s, 1.6H), 4.33 (s, 0.4H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, 
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J = 8.7Hz, 2H), 7.49 (d, J = 8.7Hz, 2H) Q 

mmM2 5 (8) :N- [4- (4- {[4- ( {[ (3-t Fn^r>>^ 

;i0 T^y] r^y) - l r?^^ 

5 >» 7i^;i/] ^^>x;i/*>7^ Mt® 

TLC : Rf 0.33 (»fV> : pi^y— ;i/=4 : 1) ; 
NMR (CD 3 OD) : d 1.16 (d, J = 6.3Hz, 2.4H), 1.17 (d, J = 6.3Hz, 0.6H), 1.48-1.75 
(m, 3.6H), 1.98-2.05 (m, 0.4H), 2.10-2.20 (m, 2H), 2.95 (s, 3H), 3.02-3.30 (m, 4H), 
3.48-3.55 (m, 2H), 3.65-3.83 (m , 2H), 4.27 (s, 1.6H), 4.32 (s, 0.4H), 7.03 (d, J = 
10 8.7Hz, 2H), 7.05 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.49 (d, J = 8.7Hz, 2H) o 

mmm2 5 o) : n- [4- (4- { [4- (y^-jv { [ (2-t fd^ 

15 TLC:Rf 0.48 (Jgft^f l/> : ^^^-;V=9 : 1) ; 

NMR (CD3OD) : o 0.95 (t, J = 7.2 Hz, 6H), 1.28-1.61 (m, 6H), 1.88-1.97 (m, 2H), 
2.04-2.22 (m, 2H), 2.95 (s, 3H), 3.02-3.15 (m, 4H), 3.22-3.32 (m, 2H), 3.48-3.59 (m, 
3H), 4.14 (m, 1H), 4.28 (s, 2H ), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 
7.29 (d, J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H) 0 

20 

mmmz 5 (10) : n- {4- [4- ( {4- c^;i/ ({[(i-tF 
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T L C : R f 0.56 (Mfct^/l/ : * # S — ;i/= 10:1); 
N M R (CD 3 OD) : 6 0.96 (t, J = 7.5Hz, 3H), 1.27-1.70 (m, 14H), 1.88-1.97 (m, 2H), 
2.04-2.21 (m, 2H), 2.95 (s, 3H), 3.02-3.18 (m, 4H), 3.20 (s, 2H), 3.48-3.60 (m, 2H), 
5 4.15 (m, 1H), 4.28 (s, 2H), 7. 03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J 
= 8.7Hz, 2H), 7.49 (d, J = 8.7Hz, 2H)o 

m&m 2 6 : N-^;V-N- [1- (4- {4- [ (^^-JlXJlfr-jl) 
10 ;i/^^ri^ 5: F • 




T;i/=f>#H^Ts H»!l3^MBbfc^tJ (50.0m g) ©N, N-^p< 
^;^;VA7^ F$S*fc (lmL) h'Jx^;i/7^> (30.0/* L) *?J:^t 0 
^U^>- 1 -*M-;i/^D7^ K (13.4// L) ^0iT4 0°CT 1 2R#Bg 

%imm\&m (i4.9mg) 
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TL C : Rf 0.61 (^Dn*M : J— ;i/= 5:1); 
NMR (CD 3 OD) : 6 0.92 (t, J = 7.5 Hz, 3H), 1.20-1.70 (m, 10H), 1.90-2.05 (m, 
2H), 2.06-2.24 (m, 2H), 2.95 (s, 3H), 3.02-3.18 (m, 4H), 3.18-3.38 (m, 4H), 3.45-3.62 
(m, 3H), 4.27 (s, 2H), 7.00-7.12 (m, 4H), 7.24-7.3 4 (m, 2H), 7.44-7.58 (m, 2H)o 

5 

mmM2 6 (1) ~mmm26 u) 

10 

^H60!I2 6 (1) :N-^;v-N- [1- (4- {4- [ 

T^y ] ^.^} -4-tf^u^— ;H -4 -^e;b* 

TL C : Rf 0.64 (i?DD*M : ^^y— ;i/= 5 : 1) ; 
15 NMR (CD 3 OD) : 6 0.93 (t, J = 7.2 Hz, 3H), 1.20-1.40 (m, 2H), 1.42-1.56 (m, 2H), 
1.88-2.02 (m, 2H), 2.06-2.30 (m, 2H), 2.95 (s, 3H), 3.02-3.16 (m, 4H), 3.21-3.34 (m, 
3H), 3.44-3.70 (m, 8H), 4.23 (s, 2H), 7.00-7.10 (m, 4H), 7.12-7.38 (m, 2H), 7.49 (brd, 
J = 8.7 Hz,2H)o 

20 mmmz 6(2) : n- (4- {4- [ (4- { c {^j^)vt%j) 

TL C : Rf 0.55 (^DD*M : *#J~ ;i/= 5 : 1) ; 
NMR (CD3OD) : 6 0.93 (t, J = 7.5 Hz, 6H), 1.31 (m, 4H), 1.49 (m, 4H), 1.70-1.88 
25 (m, 2H), 2.04-2.14 (m, 2H), 2.95 (s, 3H), 3.08 (m, 2H), 3.14-3.35 (m, 4H), 3.50 (m, 
2H), 3.79 (m, 1H), 4.27 (s, 2H), 7.00-7.10 (m, 4H ), 7.22-7.34 (m, 2H), 7.49 (brd, J = 
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8.7 Hz, 2H)o 

^»J2 6 (3) : N-^;V-N- [1- (4- {4- [ (^^-JVXJV^ 

TLC:Rf 0.63 (^7DD*M : )\s= 5 : 1) ; 

NMR (CD 3 OD) : 6 0.92 (t, J = 7.5 Hz, 3H), 1.22-1.36 (m, 2H), 1.38-1.52 (m, 2H), 
1.80-2.02 (m, 6H), 2.04-2.24 (m, 2H), 2.95 (s, 3H), 3.02-3.15 (m, 4H), 3.26-3.38 (m, 
4H), 3.52 (m, 2H), 3.72 (m, 1H), 4.26 (s, 2H), 7.00 -7.10 (m, 4H), 7.22-7.36 (m, 2H), 
10 7.42-7.56 (m, 2H)o 

msm 2 6 (4) : n- (4- {4- c (4- [ (v^^t^j) 

15 TLC : R f 0.59 (^DD*M : = 5:1) ; 

NMR (CD3OD) : 6 0.80-1.02 (m, 9H), 1.20-1.60 (m, 12H), 1.92-2.20 (m, 4H), 
2.95 (s, 3H), 3.00-3.40 (m, 7H), 3.44-3.68 (m, 4H), 4.26 (s 2H), 7.00-7.12 (m, 4H), 
7.29 (brd, J = 9.0 Hz, 2H), 7.48 (brd, J = 8.4 Hz, 2H) 0 

20 mMM2 7 : N- [4- (4- { [4- ( { C (^>^;M-^» T^y] 

H H 

• HCI 
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0-^>^;VtFD^7^> (lOOmg) 0rh7tFD77^i 
(2.5m 1 ) C2k#8H#T\ 1 , 1 ' - 73;i/^-;v tf X - 1 H — ( ^ 71/ 
(CD I) (12 9mg) ©rh7bFD77>iI (6.5ml) Wife. 
3 0^i#t, WB^Jl^SpDfc^STiBjebifcN- (4- {4- [ (4- 

5 7^7 tr^ l --r;v) 71^) p<^>^;v 

*>T^ K (2 0 0mg) ^P^.s 5 5°C-£2 4^BB8IH*bfco MJfoSB^ 

T*e«u «§bfc 0 i^feii^i/ u d y h ^7 7 - (»m 

i^V:^^y-;i/=10 : 1) iltlll, Wftfc«tt)ttfflK»fcbTJ!UT 

10 ©*«^ftS*^0|^tl (144.3m g) 

TLC : R f 0.42 (BM^JV : * * J — ;i/= 5:1); 
NMR (CD3OD) : 6 1.63-1.79 (m, 2H), 1.96-2.07 (m, 2H), 2.96 (s, 3H), 3.00-3.12 
(m, 2H), 3.44-3.54 (m, 2H), 3.74 (m, 1H), 4.26 (s, 2H), 4.76 (s, 2H), 7.04 (d, J = 
8.7Hz, 2H), 7.06 (d, J = 8.7 Hz, 2H ), 7.29 (d, J = 8.7Hz, 2H), 7.33-7.43 (m, 5H), 7.48 

15 (d, J = 8.7Hz, 2H) 0 

Mi$]2 8 : 4 - (4- { [4- (^71/ { [ (2, 4-^7MD7i- 
71/) T^y] 7j;i/^-;i/} 7*7) fcT^U 1 — f;i/] ^^71/} 7x7 



20 




COOH 



N-t -^h^r^^;i/7jf-7Vtf^.U^>-4^->^n-^7l/T^ 
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)V- 4 -7XJ tf^U 2 , 4-^yjV^rxn^> J ii W V3/ 

cn*«l»jraft:«fct)ltt«»SJfefcftU N-^;i/-N' - (2, 4-^ 
5 7MD7i-;v) -N-t:^y^>-4— r;i/S^ • n- 

^;V-N S - (2, 4-^7Mn7xr;v) -N- t^U S»- 4 --i 

^-r^mm^m (4 8mg) &?#fc 0 

10 TLC:Rf 0.78 «^5="V> : ^^7-;V= 5 : 1) ; 

NMR (CD3OD) : d 0.98 (t, J = 7.2 Hz, 3H), 1.36-1.43 (m, 2H), 1.60-1.70 (m, 2H), 
1.99-2.04 (m, 2H), 2.16-2.28 (m, 2H), 3.08-3.17 (m, 2H), 3.24-3.30 (m, 2H), 
3.56-3.61 (m, 2H), 4.15 (m, 1H), 4.32 (s, 2H) 7 6.90 -7.05 (m, 2H), 7.07 (d, J = 8.7 Hz, 
2H), 7.18 (d, J = 8.7 Hz, 2H), 7.37 (m, 1H), 7.56 (d, J = 8.7 Hz, 2H), 8.04 (d, J = 8.7 

15 Hz, 2H)o 

mmrnz 8 ( 1) ~mmm2 8 as) 

N-7^;i/-N' - (2, 4-^7MD7i-;V) -N-\ZlV$?>-4 

H2f6s#]2 8(1) : 4- (4- { [4- { [ (2, 4-^yj^u 

T L C : R f 0.89 (mit^9-U> \ J — ;V= 5:1); 
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NMR (CD 3 OD) : 6 0.98 (t, J = 7.2 Hz, 3H), 1.36-1.45 (m, 2H), 1.59-1.70 (m, 2H), 
1.99-2.03 (m, 2H), 2.17-2.30 (m, 2H), 3.08-3.17 (m, 2H), 3.23-3.30 (m, 2H), 
3.56-3.60 (m, 2H), 4.15 (m, 1H), 4.32 (s, 2H), 6.90 -7.03 (m, 2H), 7.14 (d, J = 8.7 Hz, 
2H), 7.18 (d, J = 8.7 Hz, 2H), 7.37 (m, 1H), 7.57 (d, J = 8.7 Hz, 2H), 7.91 (d, J = 8.7 
5 Hz, 2H)o 

»J2 8 (2) : N-^;i/-N J - (2, 4-^7WD7i_;i/) - 

n- [l - ( {3, s-vt^fr-i- [l - 
10 -— f • 2ffi&Ei 

TLC : Rf 0.12 (S^c^l/ : X $ J -Jl= 10:1) ; 
NMR (CD 3 OD) : 6 0.98 (t, J = 7.5 Hz, 3H), 1.33-1.45 (m, 2H), 1.59-1.70 (m, 2H), 
1.98-2.01 (m, 4H), 2.12-2.30 (m, 4H), 2.33 (s, 3H), 2.43 (s, 3H), 2.89 (s, 3H), 
2.93-3.01 (m, 2H), 3.09-3.17 (m, 2H), 3.25-3.30 (m, 2H), 3.58-3.63 (m, 2H), 
15 3.86-3.90 (m, 2H), 4.19 (s, 2H), 4.19 (m, 1H), 4.39 (m, 1H), 6.89 -7.03 (m, 2H), 7.37 
(m, 1H) 0 

mmm2 8 (3) : N- (3* - { [4- { [ (2, 4-^7)1* 

20 -l, 1' -H7x-;i/-4-^;i/) ^^>x;i/*>7^F-IM 
TLC : R f 0.78 : —)V= 10:1) ; 

NMR (CD 3 OD) : <5 0.97 (t, J = 7.5 Hz, 3H), 1.34-1.44 (m, 2H), 1.58-1.68 (m, 2H), 
1.98-2.01 (m, 2H), 2.19-2.32 (m, 2H), 2.99 (s, 3H), 3.12-3.30 (m, 4H), 3.58-3.63 (m, 
2H), 4.19 (m, 1H), 4.39 (s, 2H), 6.89 -7.02 (m, 2H), 7.36 (d, J = 8.4 Hz, 2H), 7.3 7 (m, 

25 1H), 7.49 (d, J = 7.5 Hz, 1H), 7.57 (t, J = 7.5 Hz, 1H), 7.68 (d, J = 8.4 Hz, 2H), 7.76 
(d, J = 7.5 Hz, 1H), 7.82 (s, 1H) Q 
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mmm2 8(4) :N-C4-(4-{[4- (7^)l> { C (2, 4-^7 

9-M - 3, 5 1 H-tf^v— ;v- l — r ;W 

5 >x;v^c>t^ F • 2^1M 

T L C : R f 0.29 : * 9 J —)V= 10:1) ; 

NMR (CD 3 OD) : 5 0.98 (t, J = 7.5 Hz, 3H), 1.36-1.44 (m, 2H), 1.60-1.70 (m, 2H), 
1.98-2.00 (m, 2H), 2.20-2.35 (m, 2H), 2.35 (s, 3H), 2.35 (s, 3H), 3.03 (s, 3H), 
3.03-3.13 (m, 2H), 3.27-3.30 (m, 2H), 3.58-3.62 (m, 2H), 4.17 (m, 1H), 4.17 (s, 2H), 
10 6.90-7.03 (m, 2H), 7.35-7.45 (m, 5H) Q 

mmm 2 8 (5) : 4 - { [4- { [ (2, 4-*j?mu-7^- 

;]/) T^y] T^y) if ^.U S>>- 1 — f ;H -N- 

{4- [ (p<^;vx;i/^-;i/) ^ y] ^>^M ^>X75 F • J&i&lfi 

15 TLC : Rf 0.36 m4h*3-ls> : ;i/= 1 0 : 1) ; 

NMR (CD 3 OD) : 6 0.96 (t, J = 7.5 Hz, 3H), 1.28-1.40 (m, 2H), 1.69-1.89 (m, 4H), 
2.11-2.18 (m, 2H), 2.92 (s, 3H), 2.96-3.00 (m, 2H), 3.22-3.37 (m, 4H), 3.59 (s, 2H), 
4.02 (m, 1H), 4.53 (s, 2H), 6.87-7.01 (m, 2H), 7.21 (d, J = 8.7 Hz, 2H), 7.33 (d, J = 
8.7 Hz, 2H), 7.38 (m, 1H), 7.44 (d, J = 8.4 Hz, 2H), 7.82 (d, J = 8.4 Hz, 2H) 0 

20 

$m&\2 8(6) : N- (4- { [4- (7*zF)l { [ (2, 4-$>7})/*U 

7^-;v) - 2- {4- [ r^y] :7:n-;v} r-fe h 

25 TLC : Rf 0.26 «^fV> : *#J—)\y = 1 0 : 1) ; 

NMR (CD 3 OD) : 6 0.97 (t, J = 7.5 Hz, 3H), 1.28-1.41 (m, 2H), 1.58-1.69 (m, 2H), 
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1.96- 2.01 (m, 2H), 2.11-2.26 (m, 2H), 2.93 (s, 3H), 3.05-3.26 (m, 2H), 3.23-3.26 (m, 
2H), 3.53-3.56 (m, 2H), 3.67 (s, 2H), 4.13 (m, 1H), 4.26 (s, 2H), 6.89-7.02 (m, 2H), 
7.21 (d, J = 8.7 Hz, 2H), 7.32 (d, J = 8.7 Hz, 2H), 7.38 (m, 1H), 7.46 (d, J = 8.4 Hz, 
2H), 7.70(d, J = 8.4 Hz, 2H)o 

5 

mMm2 8(7) :N-{4-[(4-{[4 - C7^;i, { [ (2, 4-V 

TLC : Rf 0.40 : * $ J — ;i/= 10:1) ; 

10 N M R (CD3OD) : d 0.97 (t, J = 7.5 Hz, 3H), 1.34-1.42 (m, 2H), 1.55-1.60 (m, 2H), 
1.94-2.00 (m, 2H), 2.12-2.20 (m, 2H), 2.99 (s, 3H), 3.03-3.12 (m, 2H), 3.23-3.25 (m, 
2H), 3.47-3.51 (m, 2H), 4.13 (m, 1H), 4.25 (s, 2H), 4.85 (s, 2H), 6.68 (d, J = 8.7 Hz, 
2H), 6.89-7.03 (m, 2H), 7.13 (d, J = 8.7 Hz, 2H), 7.36 (m, 1H), 7.42 (s, 4H) Q 

15 mmm\2. 8(8) : 4- (4- { [4- C7^;i/ { [ (2, \-V7)V*u 

-3, 5 lH-b^V-jl/- 1 --T;i/) -N-p<^;i/^>Hf > 

TLC : R f 0.38 (Mik* ^l/> J — ;i/= 10:1) ; 
20 N M R (CD3OD) : 6 0.98 (t, J = 7.5 Hz, 3H), 1.36-1 .44 (m, 2H), 1.63-1.68 (m, 2H), 

1.97- 2.04 (m, 2H), 2.29-2.34 (m, 2H), 2.39 (s, 3H), 2.46 (s, 3H), 2.58 (s, 3H), 
3.16-3.36 (m, 4H), 3.66-3.70 (m, 2H), 4.23 (m, 1H), 4.27 (s, 2H), 6.89-7.03 (m, 2H), 
7.38 (m, 1H), 7.73 (d, J = 8.7 Hz, 2H), 8.00 (d, J = 8.7 Hz, 2H) C 

25 m$m\\2 8(9) : N- [4- (4- { [4- (7^)1 { [ (2, 4-^7 
)]/3ru7 T^y] t^J) t^U i?>- 1 -4 ^ 
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TLC : Rf 0.30 (Mm^fr) ', 

NMR (CD3OD) : 6 0.98 (t, J = 7.5 Hz, 3H), 1.33-1.45 (m, 2H), 1.59-1.69 (m, 2H), 
1.98-2.02 (m, 2H), 2.15-2.28 (m, 2H), 2.88 (s, 3H), 3.06-3.15 (m, 2H), 3.24-3.30 (m, 
5 2H), 3.54-3.59 (m, 2H), 4.14 (m, 1H), 4.24 (s, 2H), 4.28 (s, 2H), 6.89-7.03 (m, 2H), 
7.03 (d, J = 8.7 Hz, 2H), 7.06 (d, J = 8.7 Hz, 2H), 7.37 (m, 1H), 7.41 (d, J = 8.7 Hz, 
2H), 7.49 (d, J = 8.7 Hz, 2H)o 

mMM2 8 (1 0) : N- {4- [ (4- { [4- (zf^Jl { [ (2, 4- 
10 *J7 )]sJru7 T^y] t^S) h°-oj^>- 1 

T L C : R f 0.27 (mfcn^l/) ; 

NMR (CD3OD) : 6 0.97 (t, J = 7.5 Hz, 3H), 1.34-1.42 (m, 2H), 1.60-1.66 (m, 2H), 
1.96-2.01 (m, 2H), 2.12-2.20 (m, 2H), 2.95 (s, 3H), 3.04-3.11 (m, 2H), 3.23-3.30 (m, 
15 2H), 3.52-3.56 (m, 2H), 4.12 (m, 1H), 4.24 (s, 2H), 5.10 (s, 2H), 6.86-7.03 (m, 2H), 
7.10 (d, J = 8.7 Hz, 2H), 7.25 (d, J = 8.7 Hz, 2H), 7.36 (m, 1H), 7.41 (d, J = 8.7 Hz, 
2H), 7.42 (d, J = 8.7 Hz, 2H) G 

mmm 2 8 (in : n- [4- u- { [4- c^;v {[(2,4-^ 

20 7MP7i-;i/) 7^y] ^;i/^;v} t^j) l --f;i/] 

T L C : R f 0.28 (Bf&^;i/) ; 

NMR (CD3OD) : 6 0.98 (t, J = 7.5 Hz, 3H), 1.35-1.45 (m, 2H), 1.58-1.69 (m, 2H), 
1.98-2.02 (m, 2H), 2.12 (s, 3H), 2.15-2.27 (m, 2H), 3.06-3.14 (m, 2H), 3.24-3.30 (m, 
25 2H), 3.54-3.58 (m, 2H), 4.14 (m, 1H), 4.28 (s, 2H), 6.89-7.03 (m, 2H), 7.00 (d, J = 
8.7 Hz, 2H), 7.04 (d, J = 8.7 Hz, 2H), 7.36 (m, 1H), 7.47 ( d, J = 8.7 Hz, 2H), 7.57 (d, 
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J = 8.7 Hz, 2H)o 

mMM2 8(12) :N-[4-(4-{[4-( [ (*/i?U^*c 

TL C : Rf 0.47 (^nn*;i/A : *$>J~- ;i/= 5 : 1) ; 
NMR (CD 3 OD) : 6 0.94 (t, J = 7.5 Hz, 3H), 2.00-1.06 (m, 19H), 2.95 (s, 3H), 
3.02-2.88 m, 2H), 3.30-3.16 (m, 4H), 3.56-3.44 (m, 3H), 4.25 (s, 2H), 7.10-7.00 (m, 
4H), 7.29 (brd, J = 9.0 Hz, 2H), 7.48 (brd, J = 8.4 Hz, 2H)o 

10 

HJrS#l 2 8 ( 1 3 ) : 4- [4- ( {4- [ (N-T-te^;i/D-f 

t^jI tf^.>;^>- l — f;i/} ^;v) ^y^] gist • i 

T L C : R f 0.24 : ^ y — )V= 10:1) ; 

15 NMR (CD 3 OD) : 6 8.04 (d, J = 9.0 Hz, 2H), 7.58 (d, J = 9.0 Hz, 2H), 7.17 (d, J = 
9.0 Hz, 2H), 7.07 (d, J = 9.0 Hz, 2H), 4.75 (m, 1H), 4.40 -4.10 (m, 3H), 3.70-3.05 (m, 
6H), 2.40-1.30 (m, 14H), 1.01-0.93 (m, 9H) Q 

mMM2 8(14) : 4 - [4- ( {4- [ (N-T^^;V- 3 

20 ^i/;v77-;i/) (7^)1) T^y] t^oj^v- l — -T ;v} pWv) 

T L C : R f 0.27 (I»n^;]/ : * # y — ;i/= 10:1) ; 
NMR (CD3OD) : 6 8.04 (d, J = 9.0 Hz, 2H), 7.58 (d, J = 8.7 Hz, 2H), 7.17 (d, J = 
8.7 Hz, 2H), 7.07 (d, J = 9.0 Hz, 2H), 4.75 (m, 1H), 4.40 -4.10 (m, 3H), 3.70-3.00 (m, 
25 6H), 2.40-0.80 (m, 27H)o 
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mmM2 8(15) : N- [4- (4- { [4- { [ (2, 4-$> 

TLC : Rf 0.68 (mk*^\s> : J— )V= 10:1) ; 
5 N M R (CD 3 OD) : 6 0.97 (t, J = 7.2 Hz, 3H), 1.34-1.41 (m, 2H), 1.58-1.69 (m, 2H), 
1.96-2.00 (m, 2H), 2.12-2.23 (m, 2H), 2.91 (s, 3H), 3.05-3.13 (m, 2H), 3.23-3.30 (m, 
2H), 3.53-3.56 (m, 2H), 3.99 (s, 2H), 4.10 (m, 1H), 4.27 (s, 2H), 6.89-7.03 (m, 2H), 
7.16 (d, J = 8.7 Hz, 2H), 7.20 (d, J = 8.7 Hz, 2H), 7.35 (m, 1H), 7.35 (d, J = 8.0 Hz, 
2H), 7.42 (d, J = 8.0 Hz, 2H) Q 

10 

mmm 2 sue) : n- [4- (4- { [4- (y^-jv n (2, 4-^ 

15 TLC:Rf 0.63 »^f"V> : ^^y-;i/= 1 0 : 1) ; 

NMR (CD 3 OD) : 6 0.97 (t, J = 7.2 Hz, 3H), 1.32-1.45 (m, 2H), 1.59-1.69 (m, 2H) S 
1.98-2.01 (m, 2H), 2.13-2.26 (m, 2H), 3.01 (s, 3H), 3.06-3.14 (m, 2H), 3.24-3.30 (m, 
2H), 3.54-3.58 (m, 2H), 4.13 (m, 1H), 4.28 (s, 2H), 6.90-7.05 (m, 2H), 7.00 (d, J = 
8.7 Hz, 2H), 7.13 (d, J = 8.7 Hz, 1H), 7.24 (dd, J = 8.7, 2.7 Hz, 1H), 7.36 (dt, J = 8.7, 

20 6.0 Hz, 1H), 7.43 (d, J = 2.7 Hz, 1H), 7.48 (d, J = 8.7 Hz, 2H) 0 

»J2 8 (17) : N-T^V-N' - (2, 4-^7MD7i_;i/) 

-N- [1- ( {3, 5-^^;v-i- [4- (h'j7;i/tn^f;i/) y 
- lH-tf-^^— ;i/-4— r;v} t?^.y^>-4 — f 

25 Milt • 2 iMMiM. 

TLC : Rf 0.74 (Mb^^I/> : ;i/= 10:1) ; 
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NMR (CD 3 OD) : 6 0.99 (t, J = 7.5 Hz, 3H), 1.36-1.44 (m, 2H), 1.61-1.71 (m, 2H), 
2.00-2.05 (m, 2H), 2.23 -2.37 (m, 2H), 2.39 (s, 3H), 2.44 (s, 3H), 3.16 -3.24 (m, 2H), 
3.27-3.32 (m, 2H), 3.66-3.70 (m, 2H), 4.20 (m, 1H), 4.27 (s, 2H), 6.89-7.03 (m, 2H), 
7.38 (dt, J = 9.0, 6.0 Hz, 1H), 7.72 (d, J = 8.4 Hz, 2H), 7.87 (d, J = 8.4 Hz, 2H) Q 

5 

mitm 2 8(18) :N— {4 — [(5 — { [4- (7*-)V { [ (2, 4- 

10 TLC : Rf 0.31 (7DD4^M : p<#y— ;i/ = 10:1) ; 

NMR (CD 3 OD) : 6 0.97 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.98 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 4.20 (m, 1H), 4.35 (s, 2H), 6.86-7.05 (m, 2H), 7.10-7.17 (m, 
3H), 7.32-7.38 (m, 3H), 8.09 (dd, J = 8.7, 2.2 Hz, 1H), 8.32 (d, J = 2.2 Hz, 1H) Q 

15 

mmM2 9 ( 1 ) -mmm 2 9 cisp 

mmrn 3 l ito&m s & temm-tz 7 ^ >mmf$-*m^x, £>xxf 1 

jbwt\ mmm2 3 t^ioifft^u >&mzmvxmmz£ bta&fttik 

^E^J2 9(1) : N- (4- {4- [ (4- [ (t?U^>-5 

— r;i/T^y) 7^7} t^u^>- 1 — r;i/) ^ 
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TLC :Rf 0.44 (*fe{fcLX^> : * * J — ;v= 9 : 1 ) ; 

NMR (CD 3 OD) : 6 0.98 (t, J = 7.2Hz, 3H), 1.32-1.48 (m, 2H), 1.55-1.70 (m, 2H), 

1.97-2.08 (m, 2H), 2.23-2.40 (m, 2H), 2.95 (s, 3H), 3.10-3.23 (m, 2H), 3.29-3.38 (m, 

2H), 3.50-3.62 (m, 2H), 4.25 (m , 1H), 4.31 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J 

= 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.53 (d, J = 8.7Hz, 2H), 9.03 (s, 1H), 9.27 (s, 

2H) 0 

mMM2 9 (2) : N- (4 - {4- [ (4 - {7^Jl [ (tf 4 

--f y ) T5: y } tr^y 1 )V) ^^ji] 7x 

TLC : R f 0.45 (Mhf^ V > : * % J — ;i/= 9 : 1) ; 
NMR (CD 3 OD) : (5 0.97 (t, J = 7.5Hz, 3H), 1.32-1 .47 (m, 2H), 1.55-1.69 (m, 2H), 
2.00-2.10 (m, 2H), 2.27-2.45 (m, 2H), 2.95 (s, 3H), 3.12-3.27 (m, 2H), 3.33-3.45 (m, 
2H), 3.50-3.62 (m, 2H), 4.24-4. 35 (m, 3H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 
8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.53 (d, J = 8.7Hz, 2H), 8.49 (dd, J = 7.2, 2.7Hz, 
1H), 9.13 (d, J = 7.2Hz, 1H), 9.49 (d, J = 2.7Hz, 1H) Q 

mMmi 9(3) : N- {4- [4- ( {4- [ { [ (6-T^Ft°U^> 
TLC : Rf 0.47 (i|tfb^l/> : *#y—)l<=9 : 1 ) ; 



212 



WO 2004/080966 



PCT/JP2004/003333 



NMR (CD3OD) : 6 0.98 (t, J = 7.2Hz, 3H), 1.30-1.45 (m, 2H), 1.55-1.70 (m, 2H), 
1.97-2.08(m, 2H), 2.24-2.41 (m, 2H), 2.95 (s, 3H), 3.05-3.20 (m, 2H), 3.25-3.38 (m, 
2H), 3.55-3.65 (m, 2H), 4.19 (m, 1H), 4.31 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.07 (d, J 
= 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.51 (d, J = 8.7Hz, 2H), 7.88 (dd, J = 9.6, 
5 1.5Hz, 1H), 7.99 (dd, J = 9.6, 1.5Hz, 1H), 9.42 (d, J = 1 .5Hz, 1H) Q 

mnm2 9(4) :N-{4-[4-({4 - ( { [3- (h'j7 

10 TLC : Rf 0.49 (^DD*M : ;i/= 1 0 : 1) ; 

NMR (CD 3 OD) : 6 0.97 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
2.00-2.10 (m, 2H), 2.20-2.30 (m, 2H), 2.95 (s, 3H), 3.10-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 4.17 (m, 1H), 4.29 (s, 2H), 6.93 (m, 1H), 7.02 -7.08 (m, 4H), 
7.27-7.34 (m, 4H), 7.45 (m, 1H), 7.50 (d, J = 8.7 Hz, 2H) Q 

15 

mm\2 9(5) :N— {4 — [4— ( {4— [ { [ (4-7^Jl/7ir 

TL C : Rf 0.42 (^DD*M : J— )V= 10:1) ; 
20 NMR (CD3OD) : 6 0.96 (t, J = 7.2 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
2.00-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.55 (s, 3H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 
3.20-3.40 (m, 2H), 3.50-3.60 (m, 2H), 4.10 (m, 1H), 4.30 (s, 2H), 7.03 (d, J = 8.9 Hz, 
2H), 7.07 (d, J = 8.9 Hz, 2H), 7.29 (d, J = 8.9 Hz, 2H), 7.50 (d, J = 8.1 Hz, 2H), 7.53 
(d, J = 8.1 Hz, 2H), 7.92 (d, J = 8.9 Hz, 2H) C 

25 

mMM2 9 (6) : N- {4- [4- ( {4- ( { [2- (hU7 
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TLC : Rf 0.51 (^DD^M : *#J~ ;V= 10:1) ; 
N M R (CD 3 OD) : (J 0.98 (t, J = 7.2 Hz, 3H), 1.35-1.50 (m, 2H), 1.60-1.80 (m, 2H), 
5 1.90-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.40-3.60 (m, 2H), 4.16 (m, 1H), 4.29 (s, 2H), 7.02-7.08 (m, 4H), 7.19-7.34 (m, 
5H), 7.48-7.51 (m, 2H), 7.60 (m, 1H) 0 

mmm2 9(7) : n- {4- [4- ( {4- [ [ (^>y^;^T^y) # 

T L C : Rf 0.60 (^DD*M : J— ;i/= 10:1) ; 
N MR (CD3OD) : (5 0.92 (t, J = 7.4 Hz, 3H), 1.30-1.40 (m, 2H), 1.60-1.70 (m, 2H), 
2.00-2.10 (m, 2H), 2.30-2.40 (m, 2H), 2.95 (s, 3H), 3.05-3.20 (m, 2H), 3.30-3.40 (m, 
15 2H), 3.50-3.60 (m, 2H), 4.10 (m, 1H), 4.27 (s, 2H), 7.02-7.06 (m, 4H), 7.29 (d, J = 
9.0 Hz, 2H), 7.48-7.53 (m, 4H), 7.61 (m, 1H), 7.87 (d, J = 7.2 Hz, 2H) Q 

mmm2 9(8) : n- [4- (4- { [4- c^;i/ { [ (2, 6 -v? 

20 ^^>x;^>7 5 H • iMMM 

TLC : Rf 0.56 (^DD^VA : J— ;i/= 10:1) ; 
NMR (CD 3 OD) : 6 0.98 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.10-2.30 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.30 (m, 
2H), 3.50-3.60 (m, 2H), 4.15 (m, 1H), 4.28 (s, 2H), 6.97-7.08 (m, 6H), 7.28-7.31 (m, 

25 3H), 7.49-7.52 (m, 2H)o 
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mmffl2 9 (9) : N- {4- [4- ( {4- ( { [4- (h'j7 

TLC : Rf 0.47 (7DDW : ;i/= 10:1) ; 

5 N M R (CD 3 OD) : (5" 0.97 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.95 (s, 3H), 3.05-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 4.20 (m, 1H), 4.29 (s, 2H), 7.01-7.08 (m, 4H), 7.18 (d, J = 
9.0 Hz, 2H), 7.29 (d, J = 9.3 Hz, 2H), 7.43 (d, J = 9.3 Hz, 2H), 7.51 (d, J = 9.0 Hz, 
2H)o 

10 

mnm2 9 a 0) : n- (4- {4- [ (4- c u>-3 

TLC : Rf 0.40 (^DD^A : 10:1) ; 

15 N M R (CD 3 OD) : S 0.99 (t, J = 7.4 Hz, 3H), 1.40-1.50 (m, 2H), 1.60-1.70 (m, 2H), 
2.00-2.10 (m, 2H), 2.30-2.40 (m, 2H), 2.95 (s, 3H), 3.20-3.30 (m, 2H), 3.20-3.40 (m, 
2H), 3.55-3.65 (m, 2H), 4.30 (m, 1H), 4.32 (s, 2H), 7.02-7.09 (m, 4H), 7.30 (d, J = 
8.9 Hz, 2H), 7.54 (d, J = 8.9 Hz, 2H), 7.91 (td, J = 7.2, 1.2 Hz, 1H), 8.02 (td, J = 7.2, 
1.2 Hz, 1H), 8.14 (d, J = 8.4 Hz, 1H), 8.20 (d, J = 8.4 Hz, 1H), 9.05 (d, J = 2.4 Hz, 

20 1H), 9.53 (d, J = 2.4 Hz, 1H) Q 

mmmi 9 (id : n- (4 - {4 - c (4 - {y^ji [ o>^n^>^ 

-3-:n>-l — f;VT=-y) 75^} If S»- 1 — f 

25 TLC : Rf 0.72 (^DD*M : )]/- 5 : 1) ; 

NMR (CD3OD) : 6 0.93 (t, J = 7.2 Hz, 3H), 1.20-1.40 (m, 2H), 1.40-1.60 (m, 2H), 
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1.80-2.00 (m, 2H), 2.00-2.20 (m, 2H), 2.24 (dd, J = 14.6, 5.6 Hz, 2H) 2.69 (dd, J = 
14.6, 8.0 Hz, 2H) 2.95 (s, 3H), 3.00-3.20 (m, 4H), 3.50-3.60 (m, 2H), 4.15 (m, 1H), 
4.28 (s, 2H), 4.39 (m, 1H), 5.69 (s, 2H), 7.02-7.07 (m, 4H), 7.29 (d, J = 8.9 Hz, 2H), 
7.51 (d, J = 8.9 Hz, 2H)o 

5 

mmm 29(12) :N-[4-(4-{[4- { [ 

— r;v] y^y^ts) y^-)i] ^^>x;v*>t^ F-t&ifctg 

TLC : Rf 0.41 (^DD*M : J—)V= 10:1) ; 
10 N M R (CD3OD) : <5 0.96 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
1.90-2.00 (m, 2H), 2.10-2.30 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 4.15 (m, 1H), 4.29 (s, 2H), 6.77 (dd, J = 8.9, 2.4 Hz, 1H), 
7.02-7.08 (m, 5H), 7.15 (d, J = 9.0 Hz, 1H), 7.29-7.31 (m, 2H), 7.47-7.51 (m, 2H) Q 

15 mmm 29(13) : n- [4- (4- { [4- {-rm { [ ( 4 -y^ 

TLC : Rf 0.40 (^DD*M : J— )V= 10:1) ; 
N M R (CD3OD) : 6 0.97 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
20 1.90-2.10 (m, 2H), 2.10-2.30 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 4.15 (m, 1H), 4.29 (s, 2H), 6.70 (m, 1H), 6.90-7.00 (m, 2H), 
7.02-7.08 (m, 4H), 7.29 (d, J = 8.9 Hz, 2H), 7.49 (d, J = 8.9 Hz, 2H)o 

mM®\2 9(14) :N-(4-{4-C(4- {y^)V [ (3V U>-6 
25 -JfrTXJ) T^y} fc°^JJ^>- 1 — T;V) J* nisi 7x 

y^-i/} y*.- ;i/) ^^yy,)V^>T^ h* • 2W$M. 
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TL C : Rf 0.44 (^DD*jl/A : ^^J— JV= 10:1) ; 
N M R (CD 3 OD) : 6 0.98 (t, J = 7.2 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.80 (m, 2H), 
2.00-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.95 (s, 3H), 3.10-3.30 (m, 2H), 3.30-3.50 (m, 
2H), 3.50-3.70 (m, 2H), 4.30 (m, 1H), 4.32 (s, 2H), 7.02-7.09 (m, 4H), 7.30 (d, J = 
5 8.9 Hz, 2H), 7.53 (d, J = 8.9 Hz, 2H), 8.01 (dd, J = 8.6, 5.6 Hz, 1H), 8.15 (d, J = 9.3 
Hz, 1H), 8.31 (dd, J = 9.3, 2.4 Hz, 1H), 8.42 (m, 1H), 9.01-9.05 (m, 2H)o 

mmm2 9 (15) : n- {4- [4- ( {4- ( { [2- cm; 

TLC : Rf 0.69 (^PD*M : *#;~)\s= 10:1) ; 
N M R (CD3OD) : 6 0.97 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.90 (m, 4H), 
2.00-2.20 (m, 2H), 2.93 (s, 3H), 2.95-3.05 (m, 2H), 3.20-3.40 (m, 4H), 3.51 (s, 2H), 
4.05 (m, 1H), 6.93-6.98 (m, 4H), 7.24 (d, J = 9.0 Hz, 2H), 7.32 (d, J = 9.0 Hz, 2H), 
15 7.34 (m, 1H), 7.58-7.60 (m, 2H), 7.66 (d, J = 7.8 Hz, 1H) Q 

mmm 29(16) : n- [4- (4- { [4- { [ (6 -t^v 
-1, 6 -^t. Kntyy>- 3 — <uV) t%j~\ t^s) tr 

^ U ^ > - 1 — f;v] 7x;^>» 7x- ^^>^v*>7^ 

20 K • JMgli& 

TLC : Rf 0.45 : ;i/=4 : 1) ; 

NMR (CD 3 OD) : 6 0.96 (t, J = 7.2Hz, 3H), 1.30-1.45 (m, 2H), 1.50-1.65 (m, 2H), 
1.92-2.05 (m, 2H), 2.18-2.35 (m, 2H), 2.95 (s, 3H), 3.08-3.35 (m, 4H), 3.50-3.60 (m, 
2H), 4.21 (m, 1H), 4.30 (s, 2H) , 6.68 (d, J = 9.6Hz, 1H), 7.03 (d, J = 8.7Hz, 2H), 

25 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.53 (d, J = 8.7Hz, 2H), 7.72 (d, J = 
3.0Hz, 1H), 7.79 (dd, J = 9.6, 3.0 Hz, 1H) 0 
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mmm2 9 (1 7) : n- [4- (4- { [4- c??-^ { c u-a-^v 

5 TLC :Rf 0.47 «^5=-l/> : ^^7-;i/= 9 : 1) ; 

NMR (CD 3 OD) : 6 0.94 (t, J = 7.2Hz, 3H), 1.26-1.58 (m, 7H), 1.70-1.80 (m, 2H), 
1.85-2.20 (m, 7H), 2.95 (s, 3H), 3.02-3.17 (m, 4H), 3.48-3.65 (m, 3H), 4.13 (m, 1H), 
4.28 (s, 2H), 7.03 (d, J = 8.7H z, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 
7.50 (d, J = 8.7Hz, 2H) 0 

10 

mmm\2 9 as) : n- {4- [4- ( {4 - c { c (4-7W7X 

y- 1 — r;i/} 7^y^^>] y ^-;iy ^#>x)i-fc>7^ K • J© 

&*& 

15 T L C : Rf 0.80 (^DD*M : )]/= 5 : 1 ) ; 

NMR (CD 3 OD) : 6 1.88-2.24 (m, 4H), 2.95 (s, 3H), 3.08 (m, 2H), 3.48 (m, 2H), 
4.24 (s, 2H), 4.34 (m, 1H), 4.58 (s, 2H), 6.60-6.84 (m, 3H), 6.90-7.10 (m, 6H), 7.16 
(m, 1H), 7.22-7.38 (m, 4H), 7.38-7.52 (m, 2H) C 

20 mmm2 9 (19) :N-[4-(4-{[4- (y^)\y {[(2, 6-^ 

TLC : Rf 0.59 (^nn^VA : ?V= 10:1) ; 

NMR (CD 3 OD) : 6 0.98 (t, J = 7.2 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.80 (m, 2H), 
25 1.90-2.10 (m, 2H), 2.20 (s, 6H), 2.20-2.30 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 
3.20-3.40 (m, 2H), 3.50-3.60 (m, 2H), 4.20 (m, 1H), 4.28 (s, 2H), 7.02-7.07 (m, 7H), 
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7.29 (d, J = 8.9 Hz, 2H), 7.52 (d, J = 8.9 Hz, 2H)o 

mnffl2 9 (20) :N- {4- [4- ({4- [{[ (4-7MD7x 

TLC : Rf 0.34 (mh*^U> : ^=9 : 1) ; 

NMR (CD 3 OD) : 6 1.00 (t, J = 7.5Hz, 3H), 1.57-1.70 (m, 2H), 1.93-2.30 (m, 4H), 
2.95 (s, 3H), 3.02-3.20 (m, 3H), 3.35-3.45 (m, 2H), 3.50 (s, 3H), 3.50-3.60 (m, 2H) , 
4.10 (m, 1H), 4.28 (s, 2H), 6.97-7.10 (m, 6H), 7.21-7.33 (m, 2H), 7.29 (d, J = 8.7Hz, 
10 2H), 7.50 (d, J = 8.7Hz, 2H) C 

mmm2 9(21) : n- {4- [4- ( {4- [4-^^-3- (4- 

7Mn7x-;V) -2-7j-^rV-2, 3 -i? t F D - 1 H — f ^ £*V— )]/ 

15 f -mmm 

TLC :Rf 0.33 (»^l/>:^^7-jP=9 : 1) ; 
NMR (CD 3 OD) : 6 1.02 (t, J = 7.5Hz, 3H), 2.15-2.25 (m, 4H), 2.28 (q, J = 7.5Hz, 
2H), 2.96 (s, 3H), 3.13-3.29 (m, 2H), 3.58-3.70 (m, 2H), 4.26 (m, 1H), 4.33 (s, 2H), 
6.39 (s, 1H), 7.04 (d, J = 8.7 Hz, 2H), 7.09 (d, J = 8.7Hz, 2H), 7.20-7.35 (m, 6H), 
20 7.52 (d, J = 8.7Hz, 2H)o 

mnm 29 (22) : n - [4 - (4 - { c 4 - ( { c (4-7Mn7i 

ra-y) l — r;v] 77^3^) 7x^] ^^>x 

25 ;i/*>T^ F -JMi&M 

TLC:Rf 0.31 (l^f-l/>:^^7-;i/=9 : 1) ; 
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NMR (CD 3 OD) : d 1.06 (t, J = 7.5Hz, 3H), 1.48 (m, 1H), 1.69 (m, 1H), 2.05-2.18 
(m, 2H), 2.21-2.43 (m, 2H), 2.95 (s, 3H), 2.97 (s, 3H), 3.03 -3.14 (m, 2H), 3.34 (d, J = 
7.5Hz, 2H), 3.42-3.61 (m, 3H) , 3.95 (m, 1H), 4.28 (s, 2H), 6.96-7.10 (m, 6H), 
7.26-7.40 (m, 4H), 7.50 (d, J = 8.7Hz, 2H)o 

5 

mmm2 9 (23) : n- (4 - {4- [ (4 - {{[ (4-7mo7x 

T^Jl [ (2S) - 2 T^y} t'^ 

10 TLC : Rf 0.39 (iM4k*?-\s> : )l= 9 : 1) ; 

NMR (CD 3 OD) : 6 0.94 (d, J = 7.5Hz, 3H), 0.95 (t, J = 7.5Hz, 3H), 1.16 (m, 1H), 
1.50 (m, 1H), 1.74 (m, 1H), 1.95-2.07 (m, 2H), 2.28-2.47 (m, 2H), 2.95 (s, 3H), 
3.02-3.24 (m, 4H), 3.50-3.60 (m, 2H ), 3.90 (m, 1H), 4.28 (s, 2H), 6.9 6-7.10 (m, 6H), 
7.25-7.32 (m, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H) Q 

15 

mmmz 9 (2 4) : N- [4- (4- { [4- ( (2-^j],y9-j\,) { [ (4 

TLC :Rf 0.39 (ifrfb^l/V : J —)\s= 9:1) ; 
20 NMR (CD 3 OD) : 6 0.93 (t, J = 7.5Hz, 6H), 1.27-1.50 (m, 4H), 1.60 (m, 1H), 
1.97-2.08 (m, 2H), 2.30-2.50 (m, 2H), 2.95 (s, 3H), 3.03-3.18 (m, 2H), 3.26 (d, J = 
7.5Hz, 2H), 3.50-3.60 (m, 2H), 3.87 ( m, 1H), 4.28 (s, 2H), 6.96-7.10 (m, 6H), 
7.24-7.33 (m, 4H), 7.49 (d, J = 8.7Hz, 2H) D 

25 mnm2 9 (25) :N-{4-C4-({4-[{[ (4-7;i/tD7i 

7^7] tuv^-fr} (^-^>-2 — f;i/^;iO T^y] h°^>;^ 
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T L C : R f 0.34 (tttfb*^- V > : ^ ^ ^ — ;i/= 9:1); 
NMR (CD 3 OD) : <5" 1.94-2.05 (m, 2H), 2.12-2.30 (m, 2H), 2.95 (s, 3H), 3.02-3.17 
5 (m, 2H), 3.50-3.58 (m, 2H), 4.26 (s, 2H), 4.27 (m, 1H), 4.79 (s, 2H), 6.94-7.08 (m, 
8H), 7.26-7.34 (m, 5H), 7.48 (d, J = 8.7Hz, 2H)o 

rnmmz 9 (2 6) : n- {3- [ ( [ 1 - (4- {4- [ 

T L C : R f 0.73 (Mfci^V : p< # y — ;V= 5:1) ; 
NMR (CD 3 OD) : (5" 0.97 (t, J = 7.2 Hz, 3H), 1.28-1.45 (m, 2H), 1.56-1.67 (m, 2H), 
1.98-2.02 (m, 2H), 2.11 (s, 3H), 2.16-2.28 (m, 2H), 2.96 (s, 3H), 3.07-3.15 (m, 2H), 
3.26-3.30 (m, 2H), 3.55-3.59 (m, 2H), 4.16 (m, 1H), 4.29 (s, 2H), 7.04 (d, J = 8.7 Hz, 
15 2H), 7.07 (d, J = 8.7 Hz, 2H), 7.10-7.23 (m, 3H), 7.30 (d, J = 8.7 Hz, 2H), 7.50 (d, J = 
8.7 Hz, 2H), 7.69 (m, 1H) Q 

mmm2 9(27) : n- {4- [ ( trm, [ 1 - (4- {4- [ (y^ 

;i/x;p*-;v) T^y ] y^y^y ^>t?ji) t^»;^>-4 — r;i/| t 
20 5. j } ^;v^-;v) 7^] 7 i - F ■ £££ 
T L C : Rf 0.70 (l»c^;i/ : p< * J —)V= 5:1) ; 
NMR (CD 3 OD) : 6 0.97 (t, J = 7.5 Hz, 3H), 1.29-1.42 (m, 2H), 1.55-1.67 (m, 2H), 
1.98-2.02 (m, 2H), 2.10 (s, 3H), 2.13-2.28 (m, 2H), 2.96 (s, 3H), 3.03-3.15 (m, 2H), 
3.25-3.30 (m, 2H), 3.55-3.59 (m, 2H), 4.16 (m, 1H), 4.29 (s, 2H), 7.04 (d, J = 8.7 Hz, 
25 2H), 7.07 (d, J = 8.7 Hz, 2H), 7.27 (d, J = 8.7 Hz, 2H), 7.30 (d, J = 8.7 Hz, 2H) 7.46 
(d, J = 8.7 Hz, 2H), 7.50 (d, J = 8.7 Hz, 2H)o 
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mffi.M2 9 (28) :N-{4- [4- ({4- [{[ (4-7MD7i 
— ;v) 7^7] (2, 2, 3, 3, 4, 4, 4-^7°&7M 

U^^-Jl) T^y] tf^U^>- 1 —I'M 7^y^>] 
5 p<^>x;i/^>T^ K • 

TLC : Rf 0.57 (Mk*?-Vl/ : ;V= 9 : 1) ; 

NMR (CD 3 OD) : 6 2.08-2.38 (m, 4H), 2.95 (s, 3H), 3.08-3.11 (m, 2H), 3.52-3.65 
(m, 2H), 4.04 (m, 1H), 4.18-4.35 (m, 4H), 6.99-7.08 (m, 6H), 7.26-7.37 (m, 4H), 7.50 
(d, J = 8.7Hz, 2H) 0 

10 

9 (29) :N-{4-[4-({4-[{[ (4-7JVtU7i 
—;i/) 7^7] (^fv^>f;v) y ] tf^U^>-l--f 

TLC : Rf 0.52 {Mh^^Vly : *<?J—}1=9 : 1) ; 
15 NMR (CD 3 OD) : 6 0.96 (d, J = 6.6Hz, 6H), 1.45-1.55 (m, 2H), 1.65 (m, 1H), 
1.95-2.05 (m, 2H), 2.12-2.30 (m, 2H), 2.95 (s, 3H), 3.05-3.10 (m, 2H), 3.22-3.33 (m, 
2H), 3.51-3.61 (m, 2H), 4.19 (m, 1H), 4.29 (s, 2H), 6.97-7.10 (m, 6H), 7.26-7.33 (m, 
4H), 7.50 (d, J = 8.7Hz, 2H) Q 

20 H»!|2 9 (3 0) : N- [4- (4- { [4- ( (2, 6 -V~7)\s*ti^ 
{ [ (4-7MU7i-;i/) 7^y] r^y) 

TLC :Rf 0.54 (i&ffci^ ^ > : ^ * y — ;i/= 9 : 1 ) ; 
25 NMR (CD 3 OD) : 6 1.88-1.99 (m, 2H), 2.19-2.34 (m, 2H), 2.95 (s, 3H), 2.99-3.12 
(m, 2H), 3.44-3.52 (m, 2H), 3.98 (m, 1H), 4.24 (s, 2H), 4.75 (s, 2H), 6.95-7.08 (m, 
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8H), 7.25-7.40 (m, 5H), 7.45 (d, J = 8.7Hz, 2H)o 

mmm2 9(31) :N-{4-[4-({4-[{[ (4-7MD7x 

5 ^>-l-^v}^^;v) 7rcy^>>] 7x-;i/} ^^>xM>7U' • 

TLC : Rf 0.56 {m^^-Vy : *#;—;\s=9 : 1) ; 
NMR (CD 3 OD) : 6 2.03-2.36 (m, 4H), 2.95 (s, 3H), 3.13-3.26 (m, 2H), 3.54-3.64 
(m, 2H), 4.32 (s, 2H), 4.45 (m, 1H), 4.87 (s, 2H), 7.00 (d, J = 9.0Hz, 2H), 7.02 (d, J = 
10 8.7Hz, 2H), 7.05 (d, J = 8.7 Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.39 (dd, J = 9.0, 5.0Hz, 
2H), 7.56 (d, J = 8.7Hz, 2H), 7.94 (t, J = 6.0Hz, 1H), 8.03 (d, J = 8.0Hz, 1H), 8.54 (dt, 
J = 1.8, 8.0Hz, 1H), 8.75 (dd, J = 6.0, 1.8Hz, 1H) C 

mmm 2 9(32) : n- {4- [4- ( {4- [ { [ (4-7Mn7i 

15 (way- 3-^ T^y] bWJ 

ts>- 1 — fM 7x7^^] 7x_;i/}/^>7;i/*77^F' 

TLC:Rf 0.47 (»f l/> : ^^7-;V=9 : 1) ; 
NMR (CD3OD) : 6 1.98-2.10 (m, 2H), 2.18-2.35 (m, 2H), 2.95 (s, 3H), 3.10-3.23 
20 (m, 2H), 3.50-3.60 (m, 2H), 4.30 (s, 2H), 4.43 (m, 1H), 4.80 (s, 2H), 7.00 (d, J = 
9.0Hz, 2H), 7.02 (d, J = 8.7Hz, 2H) , 7.05 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 
7.38 (dd, J = 9.0, 5.0Hz, 2H), 7.55 (d, J = 8.7Hz, 2H), 8.05 (dd, J = 8.4, 5.7Hz, 1H), 
8.59 (d, J = 8.4Hz, 1H), 8.75 (d, J= 5.7Hz, 1H), 8.84 (s, 1H) Q 

25 miMW\2 9 (33) :N-{4-[4-({4-[{[ (4-7))/*U7^ 
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T L C : R f 0.47 (m<h*fU> : — ;V= 9:1); 

NMR (CD3OD) : d 2.02-2.30 (m, 4H), 2.95 (s, 3H), 3.10-3.23 (m, 2H), 3.50-3.60 
5 (m, 2H), 4.30 (s, 2H), 4.48 (m, 1H), 4. 88 (s, 2H), 6.99 (d, J = 9.0Hz, 2H), 7.02 (d, J = 
8.7Hz, 2H), 7.05 (d, J = 8.7 Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.36 (dd, J = 9.0, 5.0Hz, 
2H), 7.54 (d, J = 8.7Hz, 2H), 8.02 (d, J = 6.6Hz, 2H), 8.77 (d, J = 6.6Hz, 2H)o 

mMM2 9 (3 4) : N- (4- {4- [ (4- [ (*?-)lT^J) 

;v) *#>x;vfc>T5. K -iMMM 

TLC : Rf 0.50 (^UD^M : *$J—)V= 10:1) ; 
NMR (CD3OD) : 6 0.94 (t, J = 7.5 Hz, 3H), 1.30-1.40 (m, 2H), 1.40-1.60 (m, 2H), 
1.80-2.00 (m, 2H), 2.10-2.20 (m, 2H), 2.72 (s, 3H), 2.95 (s, 3H), 3.00-3.15 (m, 4H), 
15 3.50-3.60 (m, 2H), 4.12 (m, 1H), 4.27 (s, 2H), 7.02 -7.08 (m, 4H), 7.29 (d, J = 8.9 Hz, 

2H), 7.49 (d, J = 8.9 Hz, 2H)o 

mmm2 9(35) : n- [4- (4- { [4- c^t-h { c (5-tFn 
^•s>b"u^>- 3 — r;v) T^y] *nstf—)\/} t$.j) t°^u^>- 1 - 

TLC : Rf 0.50 (^DD*;i/A : p<^7— ;V= 5 : 1) ; 
NMR (CD3OD) : 6 0.97 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.20-2.30 (m, 2H), 2.95 (s, 3H), 3.10-3.30 (m, 4H), 3.50-3.60 (m, 
2H), 4.30 (m, 1H), 4.31 (s, 2H), 7.02-7.08 (m, 4H), 7.29 (d, J = 8.9 Hz, 2H), 7.54 (d, J 
25 = 8.9 Hz, 2H), 7.93 (d, J = 2.1 Hz, 1H) 8.12 (d, J = 2.1 Hz, 1H), 8.68 (d, J = 1.5 Hz, 
1H) 0 
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mffiM2 9 (36) :N-[4-(4-{[4- { [ 

Dtf;v-1H-1 3 2, 3 utV— ;v- 5 — f ;v) T^y] 

TLC : Rf 0.65 (-7 DD^VA '. J — )]/= 5:1) ; 
NMR (CD 3 OD) : 6 0.98 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.80 (m, 2H), 
1.74 (d, J = 6.6 Hz, 6H), 2.00-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.96 (s, 3H), 
3.10-3.30 (m, 2H), 3.30-3.40 (m, 2H), 3.50-3.60 (m, 2H), 4.30 (m, 1H), 4.32 (s, 2H), 
10 5.34 (m, 1H), 7.02-7.08 (m, 4H), 7.30 (d, J = 8.9 Hz, 2H), 7.54 (d, J = 8.9 Hz, 2H), 
7.77 (dd, J = 9.0, 1.5 Hz, 1H) 7.95 (d, J = 9.0 Hz, 1H), 8.17 (d, J = 1.5 Hz, 1H) G 

mum 2 9 (37) : N- (4 - {4 - [ (4 - {{[ (4-7MD7i 

-jv) T^y] jifr-F-M [ (6-y^;i/t:>;^>-2-^;i/) y^;v] 

TLC : Rf 0.50 (mt^^U> : **J—)l= 9 : 1) ; 
NMR (CD3OD) : 6 2.08-2.18 (m, 2H), 2.20-2.38 (m, 2H), 2.80 (s, 3H), 2.95 (s, 
3H), 3.14-3.26 (m, 2H), 3.52-3.62 (m, 2H), 4.32 (s, 2H), 4.47 (m, 1H), 4.83 (s, 2H), 
20 7.00 (d, J = 9.0Hz, 2H), 7.02 (d, J = 8.7Hz, 2H), 7.05 (d, J = 8.7Hz, 2H), 7.29 (d, J = 
8.7Hz, 2H), 7.37 (dd, J = 9.0, 5.0Hz, 2H), 7.57 (d, J = 8.7Hz, 2H), 7.76 (d, J = 8.0Hz, 
1H), 7.78 (d, J = 8.0Hz, 1H), 8.40 (t, J = 8.0Hz, 1H) Q 

mmm2 9 (38) :N-C4-(4-{[4- (^;v { [ (3-^7V 
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TLC : Rf 0.52 : — ;V= 10:1) ; 

N M R (CD 3 OD) : 6 0.97 (t, J = 7.2 Hz, 3H), 1.28-1.44 (m, 2H), 1.55-1.66 (m, 2H), 
1.98-2.03 (m, 2H), 2.20-2.33 (m, 2H), 2.95 (s, 3H), 3.09-3.17 (m, 2H), 3.30-3.40 (m, 
2H), 3.55-3.59 (m, 2H), 4.17 (m, 1H), 4.30 (s, 2H), 7.03 (d, J = 8.7 Hz, 2H), 7.07 (d, J 
5 = 8.7 Hz, 2H), 7.29 (d, J = 8.7 Hz, 2H), 7.36 (m, 1H), 7.44 (t, J = 8.0 Hz, 1H), 7.51 (d, 
J = 8.7 Hz, 2H), 7.64 (m, 1H), 7.82 (m, lH)o 

fUfe#I2 9 (39) : N- {4 - [4 - ( {4 - [ { [ (4-7Mn7i 
— ;v) 7^ y ] )V} (f h7t h*D-2 H — tr^>— 4 — -f 

10 )]/) T^y] tf^U^>-i--TM ^^;v) 7xy^>] 71-M 

TLC : Rf 0.57 ■ J—^ = 9:1); 

NMR (CD 3 OD) : 6 1.27-1.42 (m, 2H), 1.60-1.70 (m, 2H), 1.87-2.08 (m, 3H), 
2.25-2.42 (m, 2H), 2.95 (s, 3H), 3.02-3.15 (m, 2H), 3.19-3.28 (m, 2H), 3.31-3.42 (m, 
15 2H), 3.48-3.60 (m, 2H), 3.88-4.00 (m, 3H), 4.28 (s, 2H), 6.97-7.10 (m, 6H), 7.25-7.33 
(m, 4H), 7.50 (d, J = 8.7Hz, 2H)o 

2 9 (40) :N-{4-[4-({4-[{[ (4-7MD7i 
-;i/) TS.Jl tuvtf-ji} (2 -y ^=^)V^)V) T^y] t°^<;^>- 

TLC : Rf 0.68 : *#;—Jl= 9:1) ; 

NMR (CD3OD) : d 1.82-2.92 (m, 2H), 2.10-2.28 (m, 2H), 2.93 (t, J = 7.5Hz, 2H), 
2.95 (s, 3H), 3.00-3.12 (m, 2H), 3.49-3.59 (m, 4H), 4.10 (m, 1H), 4.27 (s, 2H), 
6.97-7.10 (m, 6H), 7.18-7.37 (m, 9H) , 7.50 (d, J = 8.7Hz, 2H)o 

25 

mnm2 9(41) :N-{4-[4-({4-[{[ (4-7MD7X 
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TLC:Rf 0.59 (Mih* 3 s - V > : * $ y -;i/= 9 : 1 ) ; 
5 NMR (CD3OD) : <5 1.98-2.10 (m, 2H), 2.28-2.44 (m, 2H), 2.95 (s, 3H), 3.09-3.22 
(m, 2H), 3.34 (t, J = 7.2Hz, 2H), 3.55-3.63 (m, 2H), 3.75 (t, J = 7.2Hz, 2H), 4.25 (m, 
1H), 4.33 (s, 2H), 6.97-7.10 (m , 6H), 7.26-7.33 (m, 4H), 7.57 (d, J = 8.7Hz, 2H), 
7.92 (ddd, J = 8.1, 5.7, 1.8Hz, 1H), 8.06 (d, J = 8.1Hz, 1H), 8.53 (dt, J = 1.8, 8.1Hz, 
1H), 8.74 (d, J = 5.7Hz, 1H) D 

10 

mnm2 9(42) : n- [4- (4- -c [4- (y^jv { [ (4-^^;v 

-1,2, 3-^7^-;i/-5 — r;v) r^y] jvitf-M t$.j) 

5. f • 2m.rn.iM. 

15 TL C : Rf 0.78 (^DD*M : *$7 — )V= 5 : 1) ; 

NMR (CD 3 OD) : 6 0.99 (t, J = 7.2 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.30-2.40 (m, 2H), 2.68 (s, 3H), 2.96 (s, 3H), 3.10-3.20 (m, 2H), 
3.40-3.50 (m, 2H), 3.50-3.60 (m, 2H), 4.20 (m, 1H), 4.31 (s, 2H), 7.02-7.08 (m, 4H), 
7.29 (d, J = 8.9 Hz, 2H), 7.53 (d, J = 8.9 Hz, 2H) C 

20 

mmm\2 9 (43) :N-C4-(4-{[4 - { [ (2-^DD 

-4-7;i/t07i^) T^J~\ t^7) fc^U$»-l- 

-f;i/] 7 7 ^^>x;v^>75 h* • UWM. 

TLC : Rf 0.72 (^nn*M : *<7 7~ )V= 5 : 1) ; 
25 NMR (CD3OD) : 6 0.98 (t, J = 7.2 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.80 (m, 2H), 
2.00-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
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2H), 3.50-3.60 (m, 2H), 4.20 (m, 1H), 4.29 (s, 2H), 7.02-7.08 (m, 5H), 7.27 (m, 1H), 
7.29 (d, J = 9.0 Hz, 2H), 7.50 (d, J = 9.0 Hz, 2H), 7.51 (m, 1H) 0 

mmm2 9(44) : n- [4- (4- { [4- { c 

TLC : Rf 0.71 (»^V> : ;i/= 10:1) ; 

NMR (CD 3 OD) : 6 0.96 (t, J = 7.2 Hz, 3H), 1.34-1.41 (m, 2H), 1.57-1.62 (m, 2H), 
1.98-2.01 (m, 2H), 2.20-2.33 (m, 2H), 2.95 (s, 3H), 3.08-3.16 (m, 2H), 3.30-3.40 (m, 
10 2H), 3.55-3.59 (m, 2H), 4.17 (m, 1H), 4.29 (s, 2H), 7.04 (d, J = 8.9 Hz, 2H), 7.07 (d, J 
= 8.9 Hz, 2H), 7.29 (d, J = 8.9 Hz, 2H), 7.50 (d, J = 8.9 Hz, 2H), 7.58 (d, J = 9.0 Hz, 
2H), 7.61 (d, J = 9.0 Hz, 2H)o 

mnm2 9(45) : n- [4- (4- { [4- c/^;i/ { 1 (2, 2-v 

TLC : Rf 0.64 : J—)V= 10:1) ; 

NMR (CD3OD) : 6 0.97 (t, J = 7.2 Hz, 3H), 1.34-1.42 (m, 2H), 1.55-1.65 (m, 2H), 
20 1.98-2.03 (m, 2H), 2.15-2.25 (m, 2H), 2.95 (s, 3H), 3.07-3.15 (m, 2H), 3.25-3.30 (m, 
2H), 3.55-3.59 (m, 2H), 4.14 (m, 1H), 4.29 (s, 2H), 7.02-7.11 (m, 6H), 7.29 (d, J = 
8.7 Hz, 2H), 7.33 (m, 1H), 7.49 (d, J = 8.7 Hz, 2H) Q 

m.WM2 9 (46) :N-[4-(4-{[4- {y^)V { [ 
25 -2-7MD7x^V) 7^7] T^J) t?^U^>-l- 
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TLC : Rf 0.46 (^nn^;VA : ^^J~~JV= 10:1) ; 
N M R (CD 3 OD) : 6 0.97 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.80 (m, 2H), 
1.90-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 4.15 (m, 1H), 4.29 (s, 2H), 7.02-7.08 (m, 4H), 7.15 (m, 1H), 
5 7.22 (dd, J = 6.3, 2.1 Hz, 1H), 7.29 (d, J = 8.9 Hz, 2H), 7.43 (m, 1H), 7.43 (d, J = 8. 9 
Hz, 2H) 0 

mnm2 9 (4 7) : n- [4- (4- { [4- (mv { [ a-pwi/ 

- 1 H- 1 , 2, 3-^Wh'J7V-;i/-5-Y^) 7^] 

TLC : Rf 0.40 (^DD^M : J — )V= 10:1) ; 
NMR (CD3OD) : 6 0.98 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.70 (m, 2H), 
2.00-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
15 2H), 3.50-3.60 (m, 2H), 4.30 (m, 1H), 4.31 (s, 2H), 4.39 (s, 3H), 7.02-7.08 (ra, 4H), 

7.29 (d, J = 9.0 Hz, 2H), 7.53 (d, J = 9.0 Hz, 2H), 7.69 (dd, J = 9.0, 1.8 Hz, 1H), 7.80 
(d, J = 9.0 Hz, 1H), 8.09 (d, J = 1.8 Hz, 1H) Q 

mmm 2 9 (4 8) : 2 - [ ( [1- (4- {4- [ 

20 T^y] yzLjiri/} ^>^;v) tr^u ^>-4 --f;i/] t^j} 

£;V^-;i/) 7* ^ ^ ] ^>X7^ F 

TLC:Rf 0.60 (i^fV>:^^y-;i/=10 : 1) ; 
NMR (CDgOD) : 6 0.96 (t, J = 7.2 Hz, 3H), 1.37-1.44 (m, 2H), 1.59-1.91 (ra, 6H), 
2.15-2.22 (m, 2H), 2.93 (s, 3H), 3.00-3.04 (m, 2H), 3.22-3.27 (m, 2H), 3.54 (s, 2H), 
25 4.05 (m, 1H), 6.93-7.02 (m, 5H), 7.25 (d, J = 8.7 Hz, 2H), 7.32 (d, J = 8.7 Hz, 2H), 
7.42 (t, J = 8.3 Hz, 1H), 7.69 (d, J = 8.3 Hz, 1H), 8.27 (d, J = 8.3 Hz, 1H) 0 
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mmm2 9 (49) :N-[4-(4-{[4- (7^)1 { [ (2, 

y^>- 3 — r;i/) 757] •frji-tf—M 757) t.°^.u^>-i 
— r;v] 7^;i/} 7^7^) 7^~)\s~\ 7;#>:x;]/^>7 5 h • 2MMiM. 

5 TLC : Rf 0.45 (*gfb*^-l/> : *#7 — )V= 1 0 : 1) ; 

N M R (CD 3 OD) : <5" 1.00 (t, J = 7.5 Hz, 3H), 1.39-1.46 (m, 2H), 1.63-1.70 (m, 2H), 
2.01-2.06 (m, 2H), 2.22-2.35 (m, 2H), 2.52 (s, 3H), 2.64 (s, 3H), 2.95 (s, 3H), 
3.12-3.20 (m, 2H), 3.30-3.37 (m, 2H), 3.56-3.60(m, 2H), 4.24 (m, 1H), 4.30 (s, 2H), 
7.03 (d, J = 8.9 Hz, 2H), 7.06 (d, J = 8.9 Hz, 2H), 7.29 (d, J = 8.9 Hz, 2H), 7.52 (d, J 
10 = 8.9 Hz, 2H), 7.83 (d, J = 6.3 Hz, 1H), 8.48 (d, J = 6.3 Hz, 1H) Q 

mmm 29(50) : n- [4- (4- { [4- { [ ( 4 -7^ 

D- 2 -t ]<U%->7 75 7] 757) tf^i;^>- 

l--f;v] 7^7^) 7^-jV] 7^>t;;i^>75 f -mmM. 

15 TLC : Rf 0.50 (^UD*M : 7^7— ;i/ = 1 0 : 1) ; 

NMR (CD 3 OD) : 6 0.99 (t, J = 7.5 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.10-2.30 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 4.20 (m, 1H), 4.29 (s, 2H), 6.53-6.60 (m, 2H), 7.02-7.08 (m, 
4H), 7.29 (d, J = 8.7 Hz, 2H), 7.46 (m, 1H), 7.49 (d, J = 8.7 Hz, 2H)o 

20 

mnW\2 9(51) :N-{4-[4-({4-[{[ (4-7MD7i 
75 7] ^M-M (2-tFD^-3-^5 L ;VW) 757] 

tr^y^>-i — f;v} 7 3=-;i/) 7^7 ^3 7 7#>x;i/^>7 

5 f • mmm. 

25 TLC:Rf 0.45 (Sfb^f V> : 7>^7-;i/=9 : 1) ; 

NMR (CD3OD) : d 0.99 (d, J = 6.9Hz, 3H), 1.00 (d, J = 6.9Hz, 3H), 1.74 (m, 1H), 
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1.95-2.25 (m, 4H), 2.95 (s, 3H), 3.07-3.20 (m, 2H), 3.25-3.42 (m, 2H), 3.47-3.62 (m, 
3H), 4.16 (m, 1H), 4.29 (s, 2H ), 6.99 (d, J = 9.0Hz, 2H), 7.03 (d, J = 8.7Hz, 2H), 
7.06 (d, J = 8.7Hz, 2H), 7.24 (dd, J = 9.0, 5.0Hz, 2H), 7.29 (d, J 8.7Hz, 2H), 7.50 (d, J 
= 8.7Hz, 2H)o 

5 

mMM2 9 (52) :N-{4-[4-({4-[{[ (4-7MD7i 

$ f • nam. 

10 TLC : Rf 0.44 (Wkifcjl : J — )]/=■ 9:1) ; 

NMR (CD 3 OD) : 6 1.25 (s, 6H), 1.79 (t, J = 7.5Hz, 2H), 1.92-2.02 (m, 2H), 
2.08-2.23 (m, 2H), 2.95 (s, 3H), 3.08 -3.18 (m, 2H), 3.40 (t, J = 7.5Hz, 2H), 3.52 -3.62 
(m, 2H), 4.26-4.36 (m, 3H), 6.98 ( d, J = 9.0Hz, 2H), 7.03 (d, J = 8.7Hz, 2 H), 7.06 (d, 
J = 8.7Hz, 2H), 7.29 (d, J 8.7Hz, 2H), 7.36 (dd, J = 9.0, 5.0Hz, 2H), 7.50 (d, J = 

15 8.7Hz, 2H) 0 

mmrn 2 9(53) : n- [4- (4- { [4- c^-;i/ { c (2, 4-v 

20 5. F • iMHiM 

TLC : Rf 0.43 («Wb^^V> : ^ ./—;]/= 5 : 1) ; 
NMR (CD 3 OD) : (5" 1.00 (t, J = 7.2 Hz, 3H), 1.39-1.46 (m, 2H), 1.63-1.75 (m, 2H), 
1.97-2.05 (m, 2H), 2.23-2.35 (m, 2H), 2.43 (s, 3H), 2.59 (s, 3H), 2.96 (s, 3H), 
3.10-3.20 (m, 2H), 3.30-3.38 (m, 2H), 3.53-3.59 (m, 2H), 4.21 (ra, 1H), 4.30 (s, 2H), 

25 7.04 (d, J = 8.7 Hz, 2H), 7.07 (d, J = 8.7 Hz, 2H), 7.30 (d, J = 8.7 Hz, 2H), 7.52 (d, J 
= 8.7 Hz, 2H), 7.66 (d, J = 6.9 Hz, 1H), 8.59 (d, J = 6.9 Hz, 1H) Q 
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mmm2 9 (54) :N-[4-(4-{[4- { [ (i-^-^^> 

5 TLC : Rf 0.35 (Sfrfb^VV : ^^y-;V= 5 : 1) ; 

NMR (CD 3 OD) : 8 0.96 (t, J = 7.2 Hz, 3H), 1.34-1.44 (m, 2H), 1.55-1.65 (m, 2H), 
1.98-2.05 (m, 2H), 2.26-2.38 (m, 2H), 2.95 (s, 3H), 3.13-3.21 (m, 2H), 3.33-3.38 (m, 
2H), 3.56-3.60 (m, 2H), 4.24 (m, 1H), 4.31 (s, 2H), 7.04 (d, J = 8.7 Hz, 2H), 7.07 (d, J 
= 8.4 Hz, 2H), 7.29 (d, J = 8.7 Hz, 2H), 7.52 (d, J = 8.4 Hz, 2H), 8.06 (d, J = 7.0 Hz, 
10 2H), 8.59 (d, J = 7.0 Hz, 2H)o 

mmm2 9(55) : n- [4- (4- { [4- c^;v { c h-^^-jv 

- 1 H-b:^\/— ;i/-4--r;i/) T^y] jvi^-ji} 7^/) tr^u^> 

15 

TL C : Rf 0.40 (^DD*M : J — )l>= 10:1) ; 
NMR (CD 3 OD) : 8 0.97 (t, J = 7.2 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.20-2.30 (m, 2H), 2.95 (s, 3H), 3.10-3.30 (m, 4H), 3.50-3.60 (m, 
2H), 3.97 (s, 3H), 4.20 (m, 1H), 4.30 (s, 2H), 7.02-7.08 (m, 4H), 7.29 (d, J = 8.9 Hz, 
20 2H), 7.52 (d, J = 8.9 Hz, 2H), 7.88 (s, 1H), 7.99 (s, 1H) ; 

mtti : m 1 5 6 - 1 5 9 °Co 

mum 2 9 (56) :N-{4-[4-({4-[{[(2, 4-^7)VJr 
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T L C : R f 0.51 (mb*^ls> : J -;v= 9:1); 
NM R (CD 3 OD) : 6 1.00 (t, J = 7.5Hz, 3H), 1.40-1.60 (m, 2H), 1.97-2.31 (m, 4H), 
2.95 (s, 3H), 3.02-3.41 (m, 4H), 3.50-3.71 (m, 3H), 4.12 (m, 1H), 4.28 (s, 2H), 
5 6.83-7.02 (m, 2H), 7.03 (d, J = 8.7H z, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 
8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H), 7.63 (dt, J = 5.7, 9.0Hz, lH)o 

mmm2 9 (57) :N-(4-{4-[(4-{{[ (4-7MD7i 

T L C : Rf 0.56 (ffifb* * U > : * # J -;i/= 9 : 1 ) ; 
NMR (CD3OD) : 6 2.01-2.30 (m, 4H), 2.62 (s, 3H), 2.95 (s, 3H), 3.16-3.30 (m, 
2H), 3.50-3.61 (m, 2H), 4.31 (s, 2H), 4.51 (m, 1H), 4.88 (s, 2H), 6.98-7.08 (m, 6H), 
15 7.28 (d, J = 8.7Hz, 2H), 7.42-7.5 0 (m, 2H), 7.56 (d, J = 8.7Hz, 2H), 7.86 (t, J = 

6.5Hz, 1H), 8.39 (d, J = 6.5Hz, 1H), 8.54 (d, J = 6.5Hz, 1H) 0 

%mm2 9(58) : N- [4- (4- { [4- ( n^>^;i/p<^;i/) 
{ [ (4-7;i/tn7x-;b) 7^7] jjjitf-ji} 7^ y ) tw;^>- 
20 l--f;v] y^;i/} y^j^r-y) y^-jv] y^ >x;]/*>t;> H -tggfcffi 

TL C : Rf 0.57 : J— JU= 9:1) ; 

NMR (CD3OD) : 6 1.20-1.35 (m, 2H), 1.52-1.87 (m, 6H), 1.98-2.07 (m, 2H), 2.22 
(m, 1H), 2.30-2.48 (m, 2H), 2.95 (s, 3H), 3.03-3.18 (m, 2H), 3.28-3.33 (m, 2H), 
3.50-3.60 (m, 2H), 3.88 (m, 1H), 4.28 (s, 2H), 6.98-7.08 (m, 6H), 7.24-7.32 (m, 4H), 
25 7.49 (d, J = 8.7Hz, 2H)o 
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mmm2 9 (59) : N-[4-(4-{[4 - C/*-;p { [ 

TLC : Rf 0.52 (^HD^M : ^^y— ;i^= 10:1) ; 
5 N M R (CD 3 OD) : 6 0.98 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.20-2.30 (m, 2H), 2.95 (s, 3H), 3.10-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 3.75 (s, 3H), 4.20 (m, 1H), 4.29 (s, 2H), 6.67 (m, 1H), 
7.02-7.12 (m, 6H), 7.29 (d, J = 8.9 Hz, 2H), 7.52 (d, J = 8.9 Hz, 2H)o 

10 mmm 2 9 (6 o> : n- [4- (4- { [4- (y^jv { c (2-7;^ 

TLC : Rf 0.52 (7DD*M : p<^y— ;i/= 10:1) ; 
NMR (CD 3 OD) : d 0.98 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.70 (m, 2H), 
15 1.90-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.95 (s, 3H), 3.10-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 3.85 (s, 3H), 4.20 (ra, 1H), 4.29 (s, 2H), 6.89 (m, 1H), 
7.02-7.08 (ra, 6H), 7.29 (d, J = 9.0 Hz, 2H), 7.50 (d, J = 9.0 Hz, 2H) Q 

mmrnz 9 (6 n : n- [4- (4- { [4- (y^-jv { c (2-yji* 

TLC : Rf 0.56 (7DD*J1/A : — ;i/= 10:1) ; 

NMR (CD 3 OD) : 6 0.98 (t, J = 7.4 Hz, 3H), 1.30-1.40 (ra, 2H), 1.60-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.20-2.30 (m, 2H), 2.31 (s, 3H), 2.95 (s, 3H), 3.10-3.20 (m, 2H), 
25 3.20-3.40 (m, 2H), 3.50-3.60 (m, 2H), 4.15 (m, 1H), 4.28 (s, 2H), 6.90-7.00 (m, 2H), 
7.02-7.08 (m, 4H), 7.26-7.31 (m, 3H), 7.50 (d, J = 9.0 Hz, 2H) Q 
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mmmz 9(62) :N-{4-[4-({4-[{[ (4-7;vtn7x 
— 7^] ^j;i/^n;i/} (i, 3 -f7^;- ;v- 2 — f 

5 

TL C : Rf 0.63 (7nn$M : )V= 5 : 1) ; 

NMR (CD 3 OD) : <5" 2.00-2.13 (m, 2H), 2.13-2.31 (m, 2H), 2.95 (s, 3H), 3.16 (m, 
2H), 3.58 (m, 2H), 4.31 (s, 2H), 4.38 (m, 1H), 4.93 (s, 2H), 6.98-7.18 (m, 6H), 
7.24-7.42 (m, 4H), 7.52 (brd, J = 8.7 Hz, 2H), 7.75 (d, J = 3.6 Hz, 1H), 7.93 (d, J = 
10 3.6 Hz, 1H) 0 

mMM2 9 (6 3) : 3 - [ ( [1- (4- {4- [ {^=f-)^)V 

15 TLC:Rf 0.34 (^DD*M : p<^;-;i/= 1 0 : 1) ; 

NMR (CD3OD) : 6 0.97 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.10-2.30 (m, 2H), 2.90 (s, 3H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 
3.20-3.40 (m, 2H), 3.50-3.60 (m, 2H), 4.15 (m, 1H), 4.29 (s, 2H), 7.02-7.08 (m, 4H), 
7.29 (d, J = 8.7 Hz, 2H), 7.30-7.50 (m, 3H), 7.50 (d, J = 8.7 Hz, 2H), 7.79 (s, 1H) Q 

20 

mMM2 9 (64) :N— {4 — [4 — ( {4 — ( { [3- (SM 

TLC : Rf 0.50 (^nn^M : J—)V= 10:1) ; 
25 NMR (CD 3 OD) : 6 0.97 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.95 (s, 3H), 3.10-3.40 (m, 4H), 3.28 (s, 6H), 
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3.50-3.60 (m, 2H), 4.30 (m, 1H), 4.31 (s, 2H) 5 7.02-7.08 (m, 4H), 7.28-7.31 (m, 3H), 
7.48-7.54 (m, 4H), 7.90 (m, lH)o 

mnm 29 (65) :n-[4-(4-{[4- { c ( 4 - 

5 d- 2 - ^^;i/7x-;v) ;v} T^y) t°^»J^>-l- 

TL C : Rf 0.47 (^Dn*M : J— )V- 10:1) ; 
N M R (CD 3 OD) : <5 0.98 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.80 (m, 2H), 
1.90-2.10 (m, 2H), 2.10-2.30 (m, 2H), 2.21 (s, 3H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 
10 3.20-3.40 (m, 2H), 3.50-3.60 (m, 2H), 4.20 (m, 1H), 4.28 (s, 2H), 6.88 (m, 1H), 
6.94-7.14 (m, 6H), 7.29 (d, J = 8.7 Hz, 2H), 7.51 (d, J = 8.7 Hz, 2H) C 

mnm 2 9(66) : n- [4- (4- { [4- { c (2-yjv^r 

15 -> r;v] 71;^) ;v] ^^>xm>7^ f • 

TL C : Rf 0.63 (^Dn^VA : y#y— ;i/= 10:1) ; 
NMR (CD3OD) : (5" 0.98 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.10-2.30 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 3.77 (s, 3H), 4.15 (m, 1H), 4.28 (s, 2H), 6.70-6.75 (m, 2H), 
20 7.02-7.08 (m, 4H), 7.22 (m, 1H), 7.29 (d, J = 8.7 Hz, 2H), 7.49 (d, J = 8.7 Hz, 2H)o 

mm 2 9 (67) :N-[4-(4-{[4- { [ (3-^;v 

7i-^) T^y] T^y) t?^.y^>- i--y;i/J y^;i/} 

25 TLC : Rf 0.58 (^DP^;i/A : y^y— 1 0 : 1) ; 

NMR (CD 3 OD) : 6 0.97 (t, J = 7.4 Hz, 3H), 1.22 (t, J = 7.5 Hz, 3H), 1.30-1.50 (m, 
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2H), 1.50-1.70 (m, 2H), 1.90-2.10 (m, 2H), 2.10-2.30 (m, 2H), 2.60 (q, J = 7.1 Hz, 
2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 2H), 3.50-3.60 (m, 2H), 4.19 (m, 
1H), 4.29 (s, 2H), 6.89 (m, 1H), 7.01-7.08 (m, 4H), 7.12-7.20 (m, 3H), 7.29-7.32 (m, 
2H), 7.49-7.52 (m, 2H) Q 

5 

mim 2 9 (68) :N-(4-{4-[(4-{{[ (4-7}VJrU7^ 
T^y] *;vt^-;i/} [ ( l Ft? y *»- 2 — f )i) *?-)V\ 

10 TLC:Rf 0.14 (Wfl/>:^^^-;V=9 : 1) ; 

NMR (CD 3 OD) : 6 2.02-2.30 (m, 4H), 2.95 (s, 3H), 3.12-3.25 (m, 2H), 3.50-3.60 
(m, 2H), 4.30 (s, 2H), 4.43 (m, 1H), 6.95-7.08 (m, 6H), 7.29 (d, J = 8.7Hz, 2H), 7.35 
(dd, J = 9.0, 5.0Hz, 2H), 7.52 (d, J = 8.7Hz, 2H), 7.73 (t, J = 7.5Hz, 1H), 7.85 (d, J = 
7.5Hz, 1H), 8.01 (t, J = 7.5Hz, 1H), 8.68 (d, J = 7.5Hz, 1H) Q 

15 

mrnm 29(69) :n- c 4 - (4 - { [4- (^;v { [ ( 2 

p-4 -t h*n^>7x-;i/) 7^y] •frfr'tf— t^j) tf-^y^y- 

TLC : Rf 0.44 (^np*M : p<#y— ;v= 10:1) ; 
20 NMR (CD3OD) : 6 0.97 (t, J = 7.2 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.10-2.30 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 4.15 (m, 1H), 4.29 (s, 2H), 6.52-6.56 (m, 2H), 7.02-7.09 (m, 
6H), 7.29 (d, J = 8.7 Hz, 2H), 7.49 (d, J = 8.7 Hz, 2H) Q 

25 mum 29 (70) :N-[4-(4-{[4- (T^H/ { [ ( 1 

- ih — (> h*— ;i/-3 — f;i/) r^y] ;v} tf^y^> 
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tttt 

TL C : Rf 0.42 (^nD*M : J — JV= 10:1) ; 
N M R (CD 3 OD) : 6 0.99 (t, J = 7.4 Hz, 3H), 1.40-1.50 (m, 2H), 1.60-1.80 (m, 2H), 
5 1.90-2.10 (m, 2H), 2.10-2.40 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 3.76 (s, 3H), 4.25 (m, 1H), 4.26 (s, 2H), 7.02-7.07 (m, 5H), 
7.10-7.20 (m, 2H), 7.29 (d, J = 9.0 Hz, 2H), 7.30 (m, 1H), 7.45 (m, 1H), 7.49 (d, J = 
9.0 Hz, 2H)o 

10 mmm2 9(71) :N-{4-C4-({4- ( { [3- 

TLC : Rf 0.26 (^DP*M : J— )V= 10:1) ; 
N M R (CD3OD) : 0.97 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
15 1.90-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.10 (s, 3H), 
3.20-3.40 (m, 2H), 3.50-3.60 (m, 2H), 4.10 (m, 1H), 4.30 (s, 2H), 7.02-7.08 (m, 4H), 
7.29 (d, J = 8.3 Hz, 2H), 7.51 (d, J = 8.3 Hz, 2H) 7.54-7.59 (m, 2H), 7.69 (m, 1H), 
8.07 (m, 1H) 0 

20 ?mm 29 (72) :N-[4-(4-{[4 - { [ (3-^nn 

5- F • 2imtM 

TLC : Rf 0.42 (^on*M : J— ;V= 10:1) ; 
25 N M R (CD 3 OD) : d 0.97 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.10-2.30 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
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2H), 3.50-3.60 (m, 2H), 3.81 (s, 3H), 4.10 (m, 1H), 4.28 (s, 2H), 7.02-7.08 (m, 4H), 
7.29 (d, J = 8.7 Hz, 2H), 7.45 (s, 1H), 7.49 (d, J = 8.7 Hz, 2H) Q 

mmm2 9(73) : n- [4- (4- { [4- ( (2, 6-$>^;w*> 

T L C : R f 0.50 (J^fb;* > : p< ^ y — ;V= 9:1); 
NMR (CD 3 OD) : 1.40-1.49 (m, 2H), 1.79-1.90 (m, 2H), 2.15-2.32 (m, 2H), 2.39 
(s, 6H), 2.80-2.90 (m, 2H), 2.92 (s, 3H), 3.14 (m, 1H), 3.40 (s, 2H), 4.68 (s, 2H), 
10 6.87-7.15 (m, 10H), 7.20-7.32 (m, 5H)o 

mmm 2 9(74) : n- [4- (4- { [4- ( (z-^&uyu tvi^ 

f-M { C (4-7Mn7i-;v) T^y] tuitf-ji} 7^7) tr^u 
15 ffiftfi 

T L C : R f 0.56 (»f V> : ^^7-;V=9 : 1) ; 
NMR (CD3OD) : 6 0.10-0.16 (m, 2H), 0.44-0.53 (m, 2H), 0.74 (m, 1H), 1.48-1.60 
(m, 2H), 1.95-2.07 (m, 2H), 2.12-2.30 (m, 2H), 2.95 (s, 3H), 3.07-3.19 (m, 2H), 
3.35-3.43 (m, 2H), 3.51-3.62 (m, 2H), 4.17 (m, 1H), 4.29 (s, 2H), 6.97-7.10 (m, 6H), 
20 7.26-7.37 (m, 4H), 7.50 (d, J = 8.7Hz, 2H) C 

mmm 2 9(75) : n- {4 - [4- ( {4- [ { c (2, a-v^m 

25 ^K-2^m^ 

TLC : Rf 0.71 (7DD^1/A : — 71/= 5 : 1) ; 
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NMR (CD3OD) : 6 2.06-2.38 (m, 4H), 2.95 (s, 3H), 3.18 (m, 2H), 3.59 (m, 2H), 
4.32 (s, 2H), 4.40 (m, 1H), 4.88 (s, 2H), 6.88-7.08 (m, 6H), 7.21-7.34 (m, 2H), 7.41 
(m, 1H), 7.56 (brd, J = 8.4 Hz, 2H), 7.91 (m, 1H), 8.00 (m, 1H), 8.52 (m, 1H), 8.76 
(brd, J = 5.4 Hz, 1H) 0 

5 

mmm2 9 (7 6) :N-[4- (4 -{[4- (^-3-xW;i/{[(2 } 

TLC : Rf 0.82 (^DO*M : ;i/=5 : 1) ; 

10 NMR (CD3OD) : 6 2.01 (m, 2H), 2.25 (m, 2H), 2.42 (m, 2H), 2.95 (s, 3H), 3.10 
(m, 2H), 3.37 (m, 2H), 3.56 (m, 2H), 4.12 (m, 1H), 4.28 (m, 2H), 5.09 (brd, J = 9.9 
Hz, 1H), 5.16 (brd, J = 17.1 Hz, 1H), 5.88 (m, 1H), 6.88-7.12 (m, 6H), 7.22-7.42 (m, 
3H), 7.42-7.52 (m, 2H) Q 

15 mmm 2 9 (7 7) : 3 - [ ( [l - (4 - {4 - [ (^ 

7js-;V) T^Jl y^J^r^} ^>i>.)\y) 4-4 ;v] T^y} 

#;i/^-;i/) T^Jl ^>X7^ F • MWM. 
TLC:Rf 0.45 (^nn*M:^^/-;V=5 : 1) ; 
NMR (CD3OD) : 6 0.97 (t, J = 7.2 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
20 1.90-2.10 (m, 2H), 2.20-2.30 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 4.20 (m, 1H), 4.30 (s, 2H), 7.02-7.08 (m, 4H), 7.29 (d, J = 
9.0 Hz, 2H), 7.38 (m, 1H), 7.49-7.52 (m, 4H), 7.84 (m, 1H) 0 

mnW}2 9 (7 8) : N- (4- {4- [ (4- [ (lH-t^V 

25 — ;v-4--r;vT^y) ;v] r^y} — f;v) 
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TLC : Rf 0.47 (^DD*M : *9J — ;i/= 5 : 1) ; 
NMR (CD 3 OD) : 6 0.97 (t, J = 7.2 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.20-2.30 (m, 2H), 2.95 (s, 3H), 3.10-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 4.20 (m, 1H), 4.30 (s, 2H), 7.02-7.08 (m, 4H), 7.29 (d, J = 
5 9.0 Hz, 2H), 7.52 (d, J = 9.0 Hz, 2H), 8.10 (s, 2H)o 

mmm2 9(79) : n- u- [4- ( {4- ( { [i-pwv 

-5 - (h'j7MD^^v) - 1 H- tr^y— 4 — f ;v] T^y} # 

10 p<^>x;!/^>t^ k • 2mm& 

TLC : R f 0.88 (^PD^VA : *&;~JV= 5:1) ; 
NMR (CD3OD) : (5 0.97 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.80 (m, 2H), 
1.90-2.10 (m, 2H), 2.10-2.30 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.30 (m, 
2H), 3.50-3.60 (m, 2H), 3.90 (s, 3H), 4.10 (m, 1H), 4.28 (s, 2H), 7.02-7.08 (m, 4H), 
15 7.29 (d, J = 9.0 Hz, 2H), 7.49 (d, J = 9.0 Hz, 2H), 7.71 (s, 1H) 0 

mMM2 9 (80) :N-{4-[4-({4-[{[ (4-7;i/tD7i 

-;i/) t=- y] jtj)],-tf-)i} (lH-^h^Tv*— ;v-5--f;vp<^;p) t 
yy- l-YM ^9=-;v) 7xy^s/] 71^} *#>x;i< 

20 ftlsT^F-ffiSSm 

T L C : R f 0.29 (n-^ J — ;V : WM : tK= 2 0:4:1) ; 
NMR (CD 3 OD) : 5 1.98-2.25 (m, 4H), 2.95 (s, 3H), 3.15 (m, 2H), 3.58 (m, 2H), 
4.30 (s, 2H), 4.34 (m, 1H), 4.84 (s, 2H), 6.98-7.08 (m, 6H), 7.24-7.41 (m, 4H), 7.51 
(brd, J = 8.7Hz,2H)o 

25 

mmm2 9 (81) :N-[4-(4-{[4- { C ( 1 
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TLC : R f 0.75 (^DD^M : J— )V- 5:1) ; 
5 NMR (CD 3 OD) : 6 1.98 (m, 2H), 2.21 (m, 2H), 2.35 (m, 2H), 2.95 (s, 3H), 3.12 
(m, 2H), 3.24-3.38 (m, 2H), 3.57 (m, 2H), 3.87 (s, 3H), 4.12 (m, 1H), 4.29 (s, 2H), 
5.00-5.20 (m, 2H), 5.76-5.94 (m, 1H), 7.00-7.10 (m, 4H), 7.22-7.34 (m, 2H), 
7.42-7.60 (m, 3H), 7.73 (m, 1H) Q 

10 mmm2 9 (8 2) : N- {4- [4- ( {4- [ { [ ( 6 -^;i/h a U ¥ 

tf^ U l — f;i/} ^y^sy] -7 

TLC:Rf 0.68 D n^;VA : ^ # ; — ;]/= 5 : 1 ) ; 
15 NMR (CD 3 OD) : 6 2.00 (m, 2H), 2.22 (ra, 2H), 2.70 (s, 3H), 2.95 (s, 3H), 3.17 (m, 
2H), 3.55 (m, 2H), 4.30 (s, 2H), 4.48 (m, 1H), 4.75 (s, 2H), 6.98-7.10 (m, 4H), 7.29 
(brd, J = 9.0 Hz, 2H), 7.48 -7.56 (m, 3H), 7.62 (m, 1H), 7.80 (d, J = 8.7 Hz, 1H), 8.02 
(m, 1H), 8.42 (m, 1H), 8.63 (m, 1H), 9.02 (d, J = 1.8 Hz, 1H) o 

20 mmm2 9 (83) :N-{4-[4-({4-[{[ (4-7MD7i 

TLC : R f 0.49 (Mb* ^ > : * $ S — ;V= 9:1); 
NMR (CD3OD) : 6 1.60-1.80 (m, 2H), 2.12-2.21 (m, 2H), 2.95 (s, 3H), 3.10-3.21 
25 (m, 2H), 3.42-3.52 (m, 2H), 4.22 (s, 2H), 4.66 (m, 1H), 6.95 (t, J = 9.0Hz, 2H), 7.01 
(d, J = 8.7Hz, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.19-7.35 (m, 6H), 7.42 (d, J = 8.7Hz, 
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2H), 7.46-7.57 (m, 3H)o 

mMM2 9 (84) :N-(4-{4-[(4 - [ ( 1 H— -f > F 

— 5 — (jit^j ) T^y} — f;v) 

TLC:Rf 0.65 (^7 n n*;VA : ^ y — ;i/= 5 : 1 ) ; 
N M R (CD 3 OD) : 6 0.98 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.70 (m, 2H), 
1.90-2.00 (m, 2H), 2.10-2.30 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 4.20 (m, 1H), 4.25 (s, 2H), 7.02-7.07 (m, 6H), 7.21 (s, 1H), 
10 7.28-7.32 (m, 3H), 7.44 (m, 1H), 7.50 (d, J = 9.0 Hz, 2H) o 

mMM2 9 (8 5) : N- {4- [4- ( {4- [7"^)l ( { [1 -^3S>V 

-3- ( F u 7;vtn^^;v) - 1 H-tr^vf— 4 T^y} * 
15 ^^>^;v^>T^ F • 2tS&fi 

TLC : Rf 0.84 (^DD*M : ;P = 5 : 1) ; 

NMR (CD 3 OD) : <S 0.96 (t, J = 7.2 Hz, 3H), 1.30-1.40 (m, 2H), 1.50-1.70 (m, 2H), 
1.90-2.00 (m, 2H), 2.20-2.30 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 3.90 (s, 3H), 4.15 (m, 1H), 4.28 (s, 2H), 7.02-7.07 (m, 4H), 
20 7.29 (d, J = 9.0 Hz, 2H) 7.51 (d, J = 9.0 Hz, 2H), 7.71 (s, 1H) C 

mmm 29(86) :n-[4-(4-{[4- (^;v { c c 2 - ?m 

25 TLC : Rf 0.82 (^nn*M : ;V= 5 : 1) ; 

NMR (CD3OD) : 6 0.97 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.70 (m, 2H), 
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1.90-2.00 (m, 2H), 2.10-2.30 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 4.20 (m, 1H), 4.29 (s, 2H), 6.52 (m, 1H), 6.88 (m, 1H), 6.95 
(m, 1H), 7.02-7.08 (m, 4H), 7.29 (d, J = 8.9 Hz, 2H), 7.51 (d, J = 8.9 Hz, 2H) Q 

5 mffi,M2 9 (87) :N-{4-[4-({4-[[ (*/#u7*)),7$;) 

TLC : Rf 0.68 (^DD^M : )V= 5 : 1) ; 

10 NMR (CD 3 OD) : 6 1.60-1.78 (m, 2H), 1.84-2.36 (m, 8H), 2.95 (s, 3H), 3.12 (m, 
2H), 3.56 (m, 2H), 4.16-4.30 (m, 2H), 4.29 (s, 2H), 4.81 (m, 2H), 7.00-7.12 (m, 4H), 
7.29 (brd, J = 8.7 Hz, 2H), 7.52 (brd, J = 8.7 Hz, 2H), 7.77 (brd, J = 3.6 Hz, 1H), 7.92 
(brd, J = 3.6 Hz, 1H) C 

15 mmm 2 9(88) : n- {4- [4- ( {4- [ { [ (6-^;i/t?u^ 

>- 3 — r;i/) T^y] ( 1 , 3-^;-;v-2 — r;i/^^ 

7^7] twj$?>- l — f ;v} *9S>v) -7 w3^>] 
>X)Vfr>T^ F • 2111 

TLC : Rf 0.61 (^DD^l/A : )V- 5 : 1) ; 

20 NMR (CD 3 OD) : 6 2.00-2.18 (m, 2H), 2.18-2.40 (m, 2H), 2.71 (s, 3H), 2.95 (s, 
3H), 3.29 (m, 2H), 3.57 (m, 2H), 4.32 (s, 2H), 4.59 (m, 1H), 5.00 (s, 2H), 7.00 -7.12 
(m, 4H), 7.29 (brd, J = 9.0 Hz, 2H), 7.55 (brd, J = 8.4 Hz, 2H), 7.77 (m, 1H), 7.82 (d, 
J = 9.0 Hz, 1H), 7.94 (brd, J = 2.1 Hz, 1H), 8.58 (m, 1H), 9.08 (brd, J = 2.1 Hz, 1H) o 

25 mmm2 9 (89) :N-{4-[4-({4-[{[(2, 4-i?7)l$- 
uy^—jv) 7^7] (l, 3 )V- 2 
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TL C : Rf 0.73 (^DD^M : J —)\'= 5:1) ; 
NMR (CD3OD) : 6 2.00-232 (m, 4H), 2.95 (s, 3H), 3.12 (m, 2H), 3.57 (m, 2H), 
5 4.29 (s, 2H), 4.32 (m, 1H), 4.91 (s, 2H), 6.90-7.12 (m, 6H), 7.29 (brd, J = 9.0 Hz, 2H), 
7.39-7.60 (m, 3H), 7.70 (brd, J = 3.3 Hz, 1H), 7.88 (brd, J = 3.3 Hz, 1H) 0 

H»J2 9 (90) : N- (4- {4- [ (4 - {{[ (4-7MD7x 

-;v) T^y] ^j;i/^n;v} [ ( 2 -p^vt: U $»- 3 — y;v) 

T L C : R f 0.67 (7DD^VA \ J ~Jl>— 5:1) ; 
NMR (CD3OD) : 6 2.00-2.11 (m, 2H), 2.12-2.38 (m, 2H), 2.82 (s, 3H), 2.95 (s, 
3H), 3.13 (m, 2H), 3.54 (m, 2H), 4.29 (s, 2H), 4.49 (m, 1H), 4.69 (s, 2H), 6.96 -7.10 
15 (m, 6H), 7.14-7.38 (m, 4H), 7.54 (brd, J = 8.4 Hz, 2H), 7.82 (m, 1H), 8.32 (m, 1H), 
8.56 (d, J = 5.4 Hz, 1H) 0 

mmmz 9(91) : n- (4- {4- [ (4- { { [ (2, 4-&7»* 
D7x^) r^y] •frjvtf-M [ (3-^;i/t? y$>>-2 — r;i/) * 
20 T^y} t?^<;^>-i — f;v) *<f-)V\ ^ >» y ^-;i/) y 

TLC : Rf 0.55 (MihX?']s> : ;i/= 9 : 1) ; 

NMR (CD 3 OD) : 6 2.08-2.35 (m, 4H), 2.62 (s, 3H), 2.95 (s, 3H), 3.12-3.25 (m, 
2H), 3.52-3.61 (m, 2H), 4.31 (s, 2H), 4.47 (m, 1H), 4.92 (s, 2H), 6.90-7.00 (m, 2H), 
25 7.02 (d, J = 8.7Hz, 2H), 7.04 (d, J = 8.7Hz, 2H), 7.28 (d, J = 8.7Hz, 2H), 7.47 (dt, J = 
6.0, 9.0Hz, 1H), 7.56 (d, J = 8.7Hz, 2H), 7.89 (dd, J = 7.5, 5.7Hz, 1H), 8.44 (d, J = 
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7.5Hz, 1H), 8.57 (d, J = 5.7Hz, lH)o 

mmm2 9(92) : n- (4- {4- c (4- { [ (^^d/w^) 

2t^i& 

TLC : Rf 0.50 : JV= 9 : 1) ; 

NMR (CD 3 OD) : 6 1.63-1.75 (m, 2H), 1.95-2.30 (m, 8H), 2.59 (s, 3H), 2.95 (s, 
3H), 3.10-3.22 (m, 2H), 3.49-3.58 (m, 2H), 4.20-4.37 (m, 4H), 4.74 (s, 2H), 7.02 (d, J 
10 = 8.7Hz, 2H), 7.04 (d, J = 8.7H z, 2H), 7.28 (d, J = 8.7Hz, 2H), 7.54 (d, J = 8.7Hz, 
2H), 7.86 (dd, J = 7.5, 6.0Hz, 1H), 8.40 (d, J = 7.5Hz, 1H), 8.51 (d, J = 6.0Hz, 1H) 0 

mmm 29 (93) : n- (4 - {4 - c (4 - {{[ (6 -^;i/t.°u^ 

>-3--f;b) T^y] [ (3 -^5f-;i/h°U^>-2 — f;i/) 

15 *?-)V\ T^y} if^>;^>- 1 -- r;v) :7^y^» 7 :*—;!/) 

TLC : Rf 0.47 (»f l/> : ;i/= 9 : 1) ; 

NMR (CD3OD) : 6 2.10-2.39 (m, 4H), 2.64 (s, 3H), 2.71 (s, 3H), 2.95 (s, 3H), 
3.22-3.35 (m, 2H), 3.50-3.60 (m, 2H), 4.32 (s, 2H), 4.75 (m, 1H), 4. 96 (s, 2H), 7.02 
20 (d, J = 8.7Hz, 2H), 7.04 (d, J = 8.7Hz, 2H), 7.28 (d, J = 8.7Hz, 2H), 7.57 (d, J = 8.7Hz, 
2H), 7.83 (d, J = 8.7Hz, 1H), 7.89 (dd, J = 7.5, 5.1Hz, 1H), 8.44 (d, J = 7.5Hz, 1H), 
8.57 (d, J = 5.1Hz, 1H), 8.68 (dd, J = 8.7, 2.4Hz, 1H) , 9.12 (d, J = 2.4Hz, 1H) 0 

mMM2 9 (94) :N-{4-[4-({4-[{[ (4-7;i/^n7x 
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TLC : Rf 0.40 {mht^Vy : ;V= 9 : 1) ; 

NMR (DMSO-dg) : 6 1.80-1.89 (m, 2H), 2.10-2.30 (m, 2H), 2.96 (s, 3H), 
2.97-3.10 (m, 2H), 4.21 (s, 2H), 4.36 (m, 1H), 4.70 (s, 2H), 6.98-7.07 (m, 6H), 7.28 
5 (d, J = 8.7Hz, 2H), 7.35 -7.43 (m, 3H), 7.55 (d, J = 8.7Hz, 2H), 8.60 (m, 1H), 8.78 (d, 
J = 5.1Hz, 2H), 9.35 (m, lH)o 

mmm 2 9(95) : n- [4- (4- { [4- (y^-jv { [ (2, 4, 6 

- h D 7MD7i-;i/) 7^7] t^j) t^U^>-l- 

TLC : Rf 0.71 (7DD^A : — ;i/= 5 : 1) ; 

NMR (CD 3 OD) : 6 0.97 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 4.15 (m, 1H), 4.28 (s, 2H), 6.88-6.94 (m, 2H), 7.02-7.07 (m, 
15 4H), 7.29 (d, J = 9.2 Hz, 2H), 7.51 (d, J = 9.2 Hz, 2H)o 

2 9 (96) : N- (4- {4- [ (4- { { [ (2-tFD^>7 
r^y] [ (3-p<^;vhi"U^>-2-^;i/) 

20 F • 2iimffi. 

TLC : Rf 0.39 (^b^^V > : J —)V= 9:1) ; 
NMR (CD 3 OD) : 6 0.96 (t, J = 7.2Hz, 3H), 1.37-1.58 (m, 2H), 1.97-2.25 (m, 4H), 
2.60 (s, 3H), 2.95 (s, 3H), 3.10-3.23 (m, 4H), 3.50-3.67 (m, 3H), 4.27-4.38 (m, 3H), 
4.80 (s, 2H), 7.02 (d, J = 8.7Hz, 2H), 7.04 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 
25 7.55 (d, J = 8.7Hz, 2H), 7.88 (dd, J = 7.8, 6.0Hz, 1H), 8.42 (d, J = 7.8Hz, 1H), 8.54 (d, 
J = 6.0Hz, 1H) 0 
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mffi,M2 9 (97) :N— {4 — [4— ( {4- [ [ &t?U-mUT$S) 

5 T L C : R f 0.54 (^Dn^jl/A : ^-*? J — ;i/= 5:1) ; 

NMR (CD 3 OD) : 6 1.60-1.74 (m, 2H), 1.90-2.30 (m, 8H), 2.95 (s, 3H), 3.11 (m, 
2H), 3.56 (m, 2H), 4.18-4.32 (m, 2H), 4.30 (s, 2H), 4.72 (s, 2H), 7.00-7.10 (m, 4H), 
7.29 (brd, J = 9.0 Hz, 2H), 7.53 (brd, J = 8.7 Hz, 2H), 7.80-7.92 (m, 2H), 8.44 (m, 
1H), 8.71 (brd, J = 5.4 Hz, 1H) Q 

10 

mMM2 9(9 8) : N- {4- [4- ( {4- C { [ 

1 — f;i/} 7^y^r->] ^^-M y^>x;v^>7^ K 

TL C : Rf 0.61 (^DD*M : ;i/= 5 : 1) ; 

15 NMR (CD3OD) : 6 0.90 (t, J = 7.5 Hz, 3H), 1.20-1.50 (m, 2H), 1.90-2.02 (m, 4H), 

2.32 (s, 3H), 2.95 (s, 3H), 3.00-3.34 (m, 4H), 3.42-3.51 (m, 3H), 4.24 (s, 2H), 4.39 (s, 
2H), 4.41 (m, 1H), 6.98-7.04 (m, 4H), 7.08-7.20 (m, 4H), 7.28 (brd, 9.0 Hz, 2H), 7.45 
(brd, J = 8.4 Hz, 2H) Q 

20 m&m 2 9 (9 9) : 5 - [ ( [1- (4- {4- [ (^^;VX;V 

)]y) t% ;~] y^s^-is} if^.u^>-4--r;i/] r^y} 

^;i/7jf-;v) T^y] -2-7MD^>X7^ F • 
TLC : Rf 0.67 (^DD*jVA : — ;i/= 5 : 1) ; 

NMR (CD 3 OD) : 6" 0.97 (t, J = 7.2 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
25 1.90-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 4.15 (m, 1H), 4.29 (s, 2H), 7.02 -7.07 (m, 4H), 7.13 (m, 1H), 
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7.29 (d, J = 9.0 Hz, 2H), 7.50 (d, J = 9.0 Hz, 2H), 7.52 (m, 1H), 7.78 (m, 1H) 0 

mmm2 9 (ioo) : 3- [ ( {y^;i [1- (4- {4- c (^t-^x 

5 7^7] -2, 6-^7Mn^>X7^ Mil 

TLC:Rf 0.64 n P*;i/A : * # >> — )V= 5 : 1 ) ; 
NMR (CD 3 OD) : 6 0.97 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.10-2.20 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 4.15 (m, 1H), 4.28 (s, 2H), 7.02-7.07 (m, 5H), 7.29 (d, J = 

10 8.7 Hz, 2H), 7.44 (m, 1H), 7.49 (d, J = 8.7 Hz, 2H)o 

mmm 29 aon : 5 - c ( {y^;v 1 1 - ( 4 - { 4 - [ (^;i/x 

t^jI y ^>^;i/) tf^u 4 -^;t/] t^j} 

7^^] - 2 a 4-^7Mn^>X7^H-«l 
15 TLC : Rf 0.65 (^DD^VA : M?J—)l=5 : 1) ; 

NMR (CD 3 OD) : <5 0.98 (t, J = 7.2 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.80 (m, 2H), 
1.90-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 4.10 (m, 1H), 4.28 (s, 2H), 7.02-7.07 (m, 4H), 7.17 (t, J = 
10.5 Hz, 1H), 7.29 (d, J = 9.0 Hz, 2H), 7.49 (d, J = 9.0 Hz, 2H), 7.85 (m, lH)o 

20 

mmmz 9(102) : n- [4- (4- { [4- (^;i/ { [ (3— >t 

;-4-7MD7xrjv) T^y] ts.j) tr^u^>-i 

TLC:Rf 0.66 (7nD*M:^^7-;V=5 : 1) ; 
25 NMR (CD3OD) : 6 0.97 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
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2H), 3.50-3.60 (m, 2H), 4.15 (m, 1H), 4.29 (s, 2H), 7.02-7.07 (m, 4H), 7.23-7.31 (m, 
3H), 7.50 (d, J = 8.7 Hz, 2H), 7.66 (m, 1H), 7.91 (m, 1H) Q 

mmm 29(103) :n-[4-(4-{[4- { [ ( 5 

5 j -2, 4-^7MD7 r^y] r^y) t°^u^ 

mm 

TLC:Rf 0.64 (^nn^l/A : ^^7-;V=5 : 1) ; 
NMR (CD3OD) : 6 0.98 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
10 1.90-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 4.10 (m, 1H), 4.29 (s, 2H), 7.02-7.08 (m, 4H), 7.29 (d, J = 
8.9 Hz, 2H), 7.35 (m, 1H) 7.49 (d, J = 8.9 Hz, 2H), 7.87 (m, 1H) Q 

miMP}2 9 (104) :N- [4 - (4 - {[4- ( (2-7MD7ir 
15 ;v) { [ (4-7MD7xr;i/) T^Jl y) tr^U V 

mm. 

TLC:Rf 0.51 (»fl/>:^^7-;i/=9 : 1) ; 
NMR (CD3OD) : d 1.55-1.80 (m, 2H), 2.16-2.23 (m, 2H), 2.95 (s, 3H), 3.10-3.22 
20 (m, 2H), 3.47-3.56 (m, 2H), 4.23 (s, 2H), 4.64 (m, 1H), 6.93-7.06 (m, 6H), 7.20-7.45 
(m, 9H), 7.51 (m, 1H) Q 

mMM2 9 (105) :N- [4 - (4 - {[4 - ( (3-7MP7x^ 
;v) { [ (4-7Mn7i-;v) T^Jl r^y) t°^»J^ 

25 >- 1 --r;v] y^-)V) y^j^-y) y^-)\s~\ y^>y^>T^ h* • M 

mm 
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TLC : Rf 0.52 (S^f"V> : ;i/= 9 : 1) ; 

N M R (CD 3 OD) : 6 1.63-1.82 (m, 2H), 2.12 - 2.23 (m, 2H), 2.95 (s, 3H), 
3.10-3.21 (m, 2H), 3.44-3.55 (m, 2H), 4.23 (s, 2H), 4.64 (m, 1H), 6.93-7.07 (m, 6H), 
7.15 (d, J = 6.9Hz, 2H), 7.20-7.32 (m, 5H), 7.42 (d, J = 8.7Hz, 2H), 7.54 (q, J = 6.9Hz, 
5 1H) 0 

mMM2 9 (106) :N-[4-(4-{[4-( (4-7;i/tn7xr 
;V) { [ (4-7Mn7xr;v) T^y] ViVS? 

>- l --f;v] 7iy 3^) y ^^>^;^>7^ F • ^ 

10 

TLC : Rf 0.54 {Mh^^V> : *#;~)V=9 : 1) ; 
NMR (CD 3 OD) : d 1.59-1.79 (m, 2H), 2.10-2.20 (m, 2H), 2.95 (s, 3H), 3.09-3.21 
(m, 2H), 3.45-3.54 (m, 2H), 4.22 (s, 2H), 4.64 (m, 1H), 6.91-7.05 (m, 6H), 7.20-7.38 
(m, 8H), 7.43 (d, J = 8.7Hz, 2H) Q 

15 

mmm 29(107) : n - [ 4 - ( 4 - { c 4 - (^;v { c (4— >t 

— r;i/] ^^;W 7rc-;v] ^^>x;i/^>7^ K -ts&ft 

TLC : Rf 0.81 (7DD*M : ;v=5 : 1) ; 

20 NMR (CD3OD) : 6 0.97 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 4.20 (m, 1H), 4.29 (s, 2H), 7.02-7.07 (m, 4H), 7.29 (d, J = 
8.7 Hz, 2H), 7.50 (m, 1H), 7.50 (d, J = 8.7 Hz, 2H), 7.56 (dd, J = 10.5, 1.8 Hz, 1H), 
7.83 (m, 1H) 0 

25 

mmm2 9 ( 1 0 8) : n- {4 - [4 - ({4- [{[ (4-7^7 
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mm 

T L C : Rf 0.46 (Mb* > : J — ;V= 9:1) ; 
5 N M R (CD 3 OD) : 6 1.95-2.10 (m, 2H), 2.18-2.24 (m, 2H), 2.95 (s, 3H), 3.11 -3.23 
(m, 2H), 3.49-3.58 (m, 2H), 4.26 (s, 2H), 4.64 (m, 1H), 6.97-7.07 (m, 6H), 7.26-7.35 
(m, 4H), 7.50 (d, J = 8.7Hz, 2H), 8.15 (dd, J = 8.7, 5.7Hz, 1H), 8.58 (dq, J = 8.7, 
2.4Hz, 1H), 8.89 (d, J = 5.7Hz, 1H), 9.04 (d, J = 2.4Hz, 1H) D 

io mmm 2 9 ( 1 0 9) : n- {4- [4- ({4- [{[ (4-7MD7 

- l --r;i/} y^;i/) 7x7 3p^>] 7x^n ^^>x;i/*>7U*-» 

m. 

TLC:Rf 0.57 V> : ^^7-;V=9 : 1) ; 

15 NMR (CD 3 OD) : 6 1.62 (m, 1H), 1.97-2.10 (m, 2H), 2.28-2.40 (m, 4H), 2.95 (s, 
3H), 3.07-3.20 (m 5 2H), 3.40-3.57 (m, 2H), 4.22 (s, 2H), 4.55 (m, 1H), 6.95 (t, J = 
9.0Hz, 2H), 7.01 (d, J = 8.7Hz, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.08-7.47 (m, 10H) o 

mmm2 9(110) : n- {4- [4- ( {4- [ { [ (4-7MD7 

20 T^y] j3)\s-m-)v} (3 -pi^;i/^zc-;i/) T^y] tf^U^> 

TLC : Rf 0.57 (Mb^^l/> : ^ $ J — ;V= 9:1) ; 
NMR (CD 3 OD) : 6 1.62-1.80 (m, 2H), 2.11-2.20 (m, 2H), 2.40 (s, 3H), 2.95 (s, 
25 3H), 3.09-3.21 (m, 2H), 3.45-3.54 (m, 2H), 4.23(s, 2H), 4.63 (m, 1H), 6.95 (t, J = 
9.0Hz, 2H), 7.01 (d, J = 8.7Hz, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.12 (d, J = 7.5Hz, 1H), 
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7.15 (s, 1H), 7.21 (dd, J = 9.0, 5.0Hz, 2H), 7.25-7.35 (m, 3H), 7.40 (d, J = 7.5Hz, 1H), 
7.42 (d, J = 8.7Hz, 2H)o 

mmm2 9(111) :N-{4-[4-({4-[{[ (4-7MD7 
i& 

T L C : R f 0.58 (mh^^U> \ J — ;i/ = 9:1); 
NMR (CD 3 OD) : 6 1.59-1.78 (m, 2H), 2.10-2.20 (m, 2H), 2.40 (s, 3H), 2.95 (s, 
10 3H), 3.08-3.20 (m, 2H), 3.44-3.50 (m, 2H), 4.21 (s, 2H), 4.67 (m, 1H), 6.95 (t, J = 
9.0Hz, 2H), 6.98-7.08 (m, 4H), 7.18-7.23 (m, 4H), 7.29 (d, J = 8.7Hz, 2H), 7.36 (d, J 
= 7.8Hz, 2H), 7.42 (d, J = 8.7Hz, 2H) 0 

mmm\2 9(112) : n- [4- (4- { [4- (y^jv {[(2-tF 

T L C : R f 0.63 (Wm^fr) 5 

NMR (CD 3 OD) : (5 1.00 (t, J = 7.2 Hz, 3H), 1.37-1.49 (m, 2H), 1.63-1.71 (m, 2H), 
1.98-2.03 (m, 2H), 2.14-2.27 (m, 2H), 2.96 (s, 3H), 3.09-3.17 (m, 2H), 3.25-3.30 (m, 
20 2H), 3.55-3.59 (m, 2H), 4.24 (m, 1H), 4.30 (s, 2H), 6.76-6.94 (m, 3H), 7.04 (d, J = 
8.7 Hz, 2H), 7.07 (d, J = 8.7 Hz, 2H), 7.30 (d, J = 8.7 Hz, 2H), 7.50 (d, J = 8.7 Hz, 
2H), 7.59 (dd, J = 7.8, 1.5 Hz, 1H) Q 

mum* 9 a 1 3) : n- {2- c ( c 1 - (4- {4- c (y 

25 ^;v^;p^-;v) r^y] 7^;**/} ^->z?)V) w)$»-4 — r;i/j 
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TLC : Rf 0.50 (^DD^VA : ;V= 10:1) ; 

NMR (CD 3 OD) : 6 0.98 (t, J = 7.2 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.80 (m, 2H), 
2.00-2.10 (m, 2H), 2.10-2.20 (m, 2H), 2.95 (s, 3H), 2.97 (s, 3H), 3.00-3.20 (m, 2H), 
3.20-3.40 (m, 2H), 3.60-3.80 (m, 2H), 4.20 (m, 1H), 4.29 (s, 2H), 7.02-7.08 (m, 4H), 
5 7.15 (m, 1H), 7.26-7.31 (m, 4H), 7.50 (d, J = 9.0 Hz, 2H), 7.75 (d, J = 8.1Hz, 1H) 0 

mMW)2 9 (114) : N- {4 - [4- ({4 - [{[ (4-7MD7 

- 1 p<^;i/) 7^y^>>] 7x-;i/} ^^>7;i/*>75 F • JMm 

10 ^ 

TLC : Rf 0.71 (7DH^M : ^^y— ;V= 5 : 1) ; 
NMR (CD 3 OD) : 6 7.47 (brd, J = 8.7 Hz, 2H), 7.36-7.14 (m, 8H), 7.10-6.92 (m, 
6H), 4.60 (brs, 2H), 4.37 (m, 1H), 4.25 (s, 2H), 3.50 (m, 2H), 3.09 (m, 2H), 2.95 (s, 
3H), 2.30 (s, 3H), 2.26-1.84 (m, 4H)o 

15 

mmm 29(115) : n- [4- (4- { [4- (^;v { c ( 3 , 4- 

S?M h'D^>7xr;i/) 757] 757) b'^U 1 

TLC : Rf 0.40 (7DD*M : p<#y— ;i/ = 10:1) ; 
20 NMR (CD 3 OD) : 6 0.96 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.10-2.30 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 4.15 (m, 1H), 4.28 (s, 2H), 6.58 (dd, J = 8.4, 2.4 Hz, 1H), 
6.68 (d, J = 8.4 Hz, 1H), 6.79 (d, J = 2.4 Hz, 1H), 7.02-7.08 (m, 4H), 7.29 (d, J = 8.9 
Hz, 2H), 7.50 (d, J = 8.9 Hz, 2H)o 

25 

29 (116) :N-[4-(4-{[4-( (^>77 * ^JV) { [ ( 4 
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TLC : Rf 0.55 (^DD*M : ;i/= 5 : 1) ; 

NMR (CD 3 OD) : d 2.00-2.28 (m, 4H), 2.95 (s, 3H), 3.00-3.10 (m, 2H), 3.50-3.65 
5 (m, 2H), 4.04-4.30 (m, 5H), 7.00-7.20 (m, 4H), 7.25-7.52 (m, 8H)o 

mmm2 9(117) : n- {4- [4- ( {4- c^;i/ ( { [3 - (2 

y^t^J— ;v- 5 --r;v) 7rc-;i/] rs-y} #;i/^n;v) T^y] 
10 5. K • igjgtg 

TLC : Rf 0.09 (^DD*;i/A : ;—)V= 5:1) ; 
NMR (CD3OD) : d* 0.97 (t, J = 7.2 Hz, 3H), 1.40 (m, 3H), 1.62 (m, 3H), 1.88 (m, 
2H), 2.60 (m, 4H), 2.94 (s, 3H), 3.24 (m, 2H), 3.92 (s,2H), 4.18 (m, 1H), 7.00 (m, 
4H), 7.20-7.50 (m, 5H), 7.71 (brd, J = 7.8 Hz, 1H), 7.86 (m,H)o 

15 

%mm 2 9(118) : N- [4- (4 - { [4 - (7"#-3 -3i>- 1 - 

-r;i/ { C (6-pWnrus>>-3->f;i/) T^y] ^;i/^-M txj) 
t?^.y^>- 1 — r;v] y^y^) 7x~m y^>x;i/^>T 

5. K • 2i&it^ 

20 TLC:Rf 0.51 : ^^^-^= 9 : 1) ; 

NMR (CD3OD) : 6 1.98-2.09 (m, 2H), 2.22-2.45 (m, 4H), 2.70 (s, 3H), 2.95 (s, 
3H), 3.12-3.25 (m, 2H), 3.42 (t, J = 7.8Hz, 2H), 3.54-3.66 (m, 2H), 4.26 (m, 1H), 
4.31 (s, 2H), 5.08 (d, J = 10.2Hz, 1H), 5.15 (d, J = 17.1Hz, 1H), 5.85 (m, 1H), 7.03 (d, 
J = 8.7Hz, 2H), 7.07 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.52 (d, J = 8.7Hz, 

25 2H), 7.80 (d, J = 9.0Hz, 1H), 8.47 (dd, J = 9.0,.2.4Hz, 1H), 9.02 (d, J = 2.4Hz, 1H) Q 
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mmmz 9(119) :n-(4-{4-[(4 - {^-3 -^>- 1 - 

[ (sy^n^;i/T^y) #;i^n;i<] t^} twj 1 -> f ;v) 

TLC : Rf 0.61 C^fb;* ^ 1/ > : J— ;i/= 9 : 1) ; 
5 NMR (CD 3 OD) : (5 1.62-1.74 (m, 2H), 1.88-2.35 (m, 10H), 2.95 (s, 3H), 3.02-3.15 
(m, 2H), 3.20 (t, J = 7.8Hz, 2H), 3.50 -3.59 (m, 2H), 4.06 (m, 1H), 4.20 (m, 1H), 4.28 
(s, 2H), 5.05 (d, J = 10.2Hz, 1H), 5.11 (dd, J = 17.1, 2.1Hz, 1H), 5.81 (m, 1H), 7.03 
(d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.49 (d, J = 8.7Hz, 
2H)o 

10 

mmm* 9 (120) : n- {4- [4- ( {4- [ [ (^>^n^;vT^ 

15 TLC : Rf 0.60 mit*^U> : : 1) ; 

NMR (CD 3 OD) : 6 1.60-2.18 (m, 14H), 2.20-2.30 (m, 2H), 2.95 (s, 3H), 3.02-3.15 
(m, 2H), 3.49-3.59 (m, 2H), 3.77-3.82 (m, 2H), 4.15-4.25 (m, 2H), 4.27 (s, 2H), 5.06 
(m, 1H), 7.03 (d, J = 8.7Hz, 2H), 7.05 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 
7.49 (d, J = 8.7Hz, 2H)o 

20 

mmm 2 9(121) : n- {4- [4- ( {4- c { [ o>x-4-t. k 
-i--r;i/) tr^u^>- 1 ^^;v) 7^;**y] 7^— 

25 TLC : Rf 0.45 (^b^^V> : — ;V= 9 : 1) ; 

NMR (CD 3 OD) : 6 1.54-1.70 (m, 8H), 1.74 (s, 6H), 1.80-2.10 (m, 4H), 2.95 (s, 
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3H), 3.05-3.15 (m, 2H), 3.49-3.66 (m, 3H), 3.74-3.84 (m, 3H), 4.27 (s, 2H), 4.31 (m, 
1H), 5.08 (m, 1H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8 .7Hz, 
2H), 7.50 (d, J = 8.7Hz, 2H)o 

5 mmW2 9 ( 1 2 2) : N- {4 - [4- ( {4 - [ { [ (5^-4-t F 

TLC:Rf 0.51 (t^fl/>:^^y-;v=9 : 1) ; 
10 NMR (CD 3 OD) : 6 1.50-1.60 (m, 8H), 1.90-2.03 (m, 4H), 2.33 (s, 3H), 2.95 (s, 
3H), 3.02-3.14 (m, 2H), 3.45-3.53 (m, 2H), 3.63 (m, 1H), 3.79 (m, 1H), 4.24 (s, 2H), 
4.40 (s, 2H), 4.45 (m, 1H), 7.01 (d, J = 8.7Hz, 2H), 7.04 (d, J = 8.7Hz, 2H), 7.07 -7.21 
(m, 4H), 7.28 (d, J = 8.7Hz, 2H), 7.46 (d, J = 8.7Hz, 2H) Q 

15 mmm 29 ( 1 2 3 ) : n- [4- (4- { [4- ( (2-^^jv^>^jd 

{ [ ( 1 -y>^;i/- 1 H-b°^y— t^j] tuv^—jv} t 

T L C : R f 0.53 (»^l/>:^^7-;i/=9 : 1) ; 
20 NMR (CD3OD) : 6 1.91-2.19 (m, 4H), 2.35 (s, 3H), 2.95 (s, 3H), 3.06-3.17 (m, 
2H), 3.44-3.52 (m, 2H), 3.94 (s, 3H), 4.29 (s, 2H), 4.49 (m, 1H), 4.52 (s, 2H), 7.02 (d, 
J = 8.7Hz, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06-7.20 (m, 4H), 7.28 (d, J = 8.7Hz, 2H), 
7.48 (d, J = 8.7Hz, 2H), 7.77 (s, 1H), 7.94 (s, 1H) 0 

25 mMM2 9 (12 4) : N- (4 - {4 - [ (4 - { { [ ( 1 -**\H/- 1 
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TLC:Rf 0.49 : — ;i/= 9 : 1 ) ; 

NMR (CD 3 OD) : 6 2.00-2.10 (m, 2H), 2.18-2.35 (m, 2H), 2.63 (s, 3H), 2.95 (s, 
5 3H), 3.18-3.34 (m, 2H), 3.50-3.60 (m, 2H), 3.96 (s, 3H), 4.32 (s, 2H), 4,54 (m, 1H), 
4.91 (s, 2H), 7.02 (d, J = 8.7Hz, 2H), 7.04 (d, J = 8.7Hz, 2H), 7.28 (d, J = 8.7Hz, 2H), 
7.57 (d, J = 8.7Hz, 2H), 7.89 (dd, J = 7.8, 6.0Hz, 1H), 7.94 (s, 1H), 8.06 (s, 1H), 8.45 
(d, J = 7.8Hz, 1H), 8.54 (d, J = 6.0Hz, 1H) Q 

10 mum 29 (125) : N- [4 - (4 - {[4- ( (3 -*?->]s7~# - 2 

-rc>- 1 { [ (i-^^;v- lH-t°^\/— ;i/-4--r;v) 

TLC:Rf 0.52 : ^^y-;i/=9 : 1) ; 

15 NMR (CD 3 OD) : 6 1.72 (s, 3H), 1.73 (s, 3H), 1.90-2.22 (m, 4H), 2.95 (s, 3H), 

3.08-3.20 (m, 2H), 3.50-3.60 (m, 2H), 3.90-3.97 (m, 2H), 3.97 (s, 3H), 4.23-4.32 (m, 
3H), 5.12 (m, 1H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 
2H), 7.51 (d, J = 8.7Hz, 2H), 7.85 (s, 1H), 7.98 (s, 1H) D 

20 mmm 29 (126) : n - {3 - [ ( [ 1 - (4 - {4 - [ 

TLC : Rf 0.44 (^DD^;i/A : J—)V = 5 : 1) ; 
25 NMR (CD 3 OD) : 6 0.98 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.14 (s, 3H), 2.20-2.30 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 
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3.20-3.40 (m, 2H), 3.50-3.60 (m, 2H), 4.15 (m, 1H), 4.28 (s, 2H), 6.97-7.08 (m, 5H), 
7.29 (d, J = 9.0 Hz, 2H), 7.49 (d, J = 9.0 Hz, 2H), 7.65 (m, lH)o 

mm® 2 9 ( 1 2 7) : N- {5 - [ ( [ 1 - ( 4 - {4 - [ U 

TLC:Rf 0.56 D D^;i/A : * 5> J — ;i/ = 5 : 1 ) ; 
N M R (CD 3 OD) : 6 0.97 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.14 (s, 3H), 2.20-2.30 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 
3.20-3.40 (m, 2H), 3.50-3.60 (m, 2H), 4.15 (m, 1H), 4.28 (s, 2H), 7.02-7.10 (m, 5H), 
7.29 (d, J = 8.9 Hz, 2H), 7.49 (d, J = 8.9 Hz, 2H), 7.95 (t, J = 7.5 Hz, 1H) 0 

HWJ2 9 ( 1 2 8) : N- {3- [ ( {7^)1 [1- (4- {4- [ 

^•;i/^;i/^-;i/) T^y] ?^;^>} ^>^;v) t^y 4 
T^y} ^;v^-;v) T^Jl -4-7MD7x^;i/} TthT^M 

mm. 

T L C : Rf 0.48 (7od^M : J—)\/= 5:1) ; 
NMR (CD3OD) : (J 0.98 (t, J = 7.5 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.10 (s, 3H), 2.20-2.30 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 
3.20-3.40 (m, 2H), 3.50-3.60 (m, 2H), 4.15 (m, 1H), 4.29 (s, 2H), 7.02-7.09 (m, 5H), 
7.25 (m, 1H), 7.29 (d, J = 8.7 Hz, 2H), 7.49 (d, J = 8.7 Hz, 2H), 7.77 (dd, J = 6.9, 2.4 
Hz, 1H) 0 

mMMI 9 (129) :N-{4 - [4- ({4 - [{[ (4-7MD7 

^=-)\y) T^y] (^h^t Hn-2H-t.°^>-4-^;i/) 



259 



WO 2004/080966 



PCT/JP2004/003333 



TLC:Rf 0.50 0^fb^l/> : — ;i/= 9 : 1 ) ; 

NMR (CD 3 OD) : 6 1.65-1.78 (m, 2H), 1.80-1.90 (m, 2H), 1.95-2.08 (m, 2H), 
5 2.78-2.92 (m, 2H), 2.95 (s, 3H), 3.03-3.18 (m, 2H), 3.47-3.60 (m, 5H), 3.88-4.05 (m, 
3H), 4.27 (s, 2H), 6.97-7.09 (m, 6H), 7.23-7.31 (m, 4H), 7.48 (d, J = 8.7Hz, 2H)o 

mnm2 9 (1 3 0) : n- [4- (4- { [4- c^;i/ { c (i, 3- 

10 1 --f;v] y^J^i/) :7^-;v] 

TLC : Rf 0.66 (^DD*M : ^^y— ;V=4 : 1) ; 
NMR (CD3OD) : <5 0.97 (t, J = 7.5 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.80 (m, 2H), 
1.90-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.28 (s, 3H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 
15 3.20-3.40 (m, 2H), 3.50-3.60 (m, 2H), 3.99 (s, 3H), 4.20 (m, 1H), 4.29 (s, 2H), 
7.02-7.08 (m, 4H), 7.29 (d, J = 9.0 Hz, 2H), 7.52 (d, J = 9.0 Hz, 2H), 7.95 (m, 1H) Q 

mnm2 9 ( l 3 l) : N- [4- (4- { [4- ( { C (4-7MD7 
r^y] { [3 - ( h U 7Mn^f;i/) trv^>- 

20 2--r;i/] y 7^ y ) b°^u^>- 1 --r;i/] y^;v} 

TLC:Rf 0.56 (Mk* : * ^ ^ — )V= 9 : 1 ) ; 

NMR (CD3OD) : (5 1.95-2.12 (m, 4H), 2.95 (s, 3H), 3.08-3.21 (m, 2H), 3.47-3.58 
(m, 2H), 4.27 (s, 2H), 4.38 (m, 1H), 4.90 (s, 2H), 6.95-7.06 (m, 6H), 7.25-7.35 (m, 
25 4H), 7.48 (d, J = 8.7Hz, 2H), 7.62 (dd, J = 8.0, 5.0Hz, 1H), 8.28 (d, J = 8.0Hz, 1H), 
8.81 (d, J = 5.0Hz, 1H) 0 
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mm.M3o a) ~mmm3 o (12) 

5 t> N KTC^t*^0m^rt)^t#feo 



10 



mmm3 0 (i) = n- [4- (4- { [4- cr^;i/ { c (3 s) -t^ 




TLC : Rf 0.15 : WW. : tK= 4 : 2 : 1) ; 

NMR (DMSO-do) : d 0.91 (t, J = 7.1 Hz, 3H), 1.20-1.40 (m, 2H), 1.40-1.60 (m, 
2H), 1.60-2.00 (m, 6H), 2.20-2.40 (m, 2H), 2.80-3.60 (m, 10H), 2.96 (s, 3H), 3.99 (m, 
1H), 4.15 (m, 1H), 4.18 (s, 2H), 6.23 (m, 1H), 7.03 (d, J = 7.2 Hz, 4H), 7.28 (d, J = 
15 8.7 Hz, 2H), 7.61 (d, J = 8.7 Hz, 2H), 8.83 (m, 1H), 9.35 (m, 1H), 9.47 (m, 1H) o 



30(2) :N-[4-(4-{[4- C7^;i/ { [ (3R) 

20 T L C : R f 0.15 (n-^ J : : tR= 4:2:1) ; 

N.MR (DMSO-d 6 ) : d 0.91 (t, J = 7.4 Hz, 3H), 1.20-1.40 (m, 2H), 1.40-1.60 (m, 
2H), 1.60-2.00 (m, 6H), 2.20-2.40 (m, 2H), 2.80-3.60 (m, 10H), 2.96 (s, 3H), 3.98 (m, 
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1H), 4.15 (m, 1H), 4.20 (s, 2H), 6.22 (m, 1H), 7.03 (d, J = 8.7 Hz, 4H), 7.28 (d, J = 
7.7 Hz, 2H), 7.61 (d, J = 7.7 Hz, 2H), 8.83 (m, 1H), 9.36 (m, 1H), 9.47 (m, 1H) 0 

miSm 3 0(3) :N-[4-(4-{[4- (^)V { [ (3-*^;W 

TLC : Rf 0.35 (^DD^VA : ;i/= 10:1) ; 

NMR (CD 3 OD) : 6 0.98 (t, J = 7.2 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
2.00-2.10 (m, 2H), 2.30-2.40 (m, 2H), 2.56 (s, 3H), 2.95 (s, 3H), 3.10-3.20 (m, 2H), 
10 3.30-3.40 (m, 2H), 3.50-3.60 (m, 2H), 4.20 (m, 1H), 4.31 (s, 2H), 7.02-7.08 (m, 5H), 
7.29 (d, J = 8.9 Hz, 2H), 7.53 (d, J = 8.9 Hz, 2H) Q 

mMmS 0(4) : N- [4- (4- { [4- {zf^)V { [ (3-^^JV- 

1, 2 -^>X-f v^-tV— j]/- 5 — r;i/) ra-y] y ) 

^ F • 

TLC : Rf 0.46 (^DD*M : ^^y— ;b= 10:1) ; 
NMR (CD 3 OD) : 6 0.98 (t, J = 7.2 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.80 (m, 2H), 
2.00-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.70 (s, 3H), 2.95 (s, 3H), 3.10-3.20 (m, 2H), 
20 3.30-3.40 (m, 2H), 3.50-3.60 (m, 2H), 4.20 (m, 1H), 4.30 (s, 2H), 7.02-7.08 (m, 4H), 
7.29 (d, J = 8.9 Hz, 2H), 7.52 (d, J = 8.9 Hz, 2H), 7.60 (dd, J = 9.0, 1.7 Hz, 1H), 7.90 
(d, J = 9.0 Hz, 1H), 8.08 (d, J = 1.7 Hz, 1H) Q 

mMM3 0 (5) : N- [4- (4- { [4- (^;V { [ 

1 — r 3^) y^-j^ y^>x;i/*>T5. F • 2%£ 
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TLC : Rf 0.30 (^DD*M : J — )]/- 10:1) ; 
NMR (CD 3 OD) : 6 0.98 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.70 (m, 2H), 
2.00-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.95 (s, 3H), 3.10-3.20 (m, 2H), 3.30-3.40 (m, 
5 2H), 3.50-3.60 (m, 2H), 3.78 (s, 3H), 4.20 (m, 1H), 4.29 (s, 2H), 6.34 (d, J = 2.4 Hz, 
1H), 7.02-7.08 (m, 4H), 7.29 (d, J = 8.9 Hz, 2H), 7.51 (d, J = 8.9 Hz, 2H), 7.79 (d, J = 
2.4 Hz, 1H) 0 

mmm 3 0(6) : N- [4- (4- { [4- { [ (3-tFDdf 

TLC : Rf 0.24 (Mb^^V> : ^ * J — ;V= 9:1); 
NMR (CD 3 OD) : d 0.95 (t, J = 7.2Hz, 3H), 1.23-2.20 (m, 16H), 2.95 (s, 3H), 
3.02-3.16 (m, 4H), 3.50-3.59 (m, 2H), 3.66 (m, 1H), 3.95-4.22 (m, 2H), 4.28 (s, 2H), 
15 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.50 (d, J = 

8.7Hz, 2H) 0 

HWJ3 0(7) : N- [4- (4- { [4- (^JV { [ (1, 3, 5- 

h i H-tr^ N /— ;i/-4--f ;v) t^s] tDV-^-jv} t^s) 

20 tf^.u^>- l --r;H ^y^) :7^;i/] **>xj\/*>t 

^ F • 2 WJtg 

TLC : R f 0.60 (^DD^M \ J — 5:1) ; 
NMR (CD 3 OD) : 6 0.98 (t, J = 7.2 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.27 (s, 6H), 2.95 (s, 3H), 3.10-3.20 (m, 2H), 
25 3.20-3.40 (m, 2H), 3.50-3.60 (m, 2H), 3.93 (s, 3H), 4.24 (m, 1H), 4.30 (s, 2H), 
7.02-7.07 (m, 4H), 7.29 (d, J = 8.7 Hz, 2H), 7.54 (d, J = 8.7 Hz, 2H)o 
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musm SO (8) : 5- [ ( [1- (4- {4- [ 

-)\<) T%;~\ 7 h°^U^>-4 — r;i/] # 

T^y] -2, 4-^7MDglfi-Iii 
5 TLC : Rf 0.17 (^nn^M : — ;V= 5 : 1) ; 

N M R (CD 3 OD) : 6 0.97 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.20-2.30 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 4.10 (m, 1H), 4.25 (s, 2H), 7.01-7.06 (m, 5H), 7.29 (d, J = 
8.7 Hz, 2H), 7.50 (d, J = 8.7 Hz, 2H), 7.89 (m, 1H) Q 

10 

mm 3 0 o) : 5- [ ( [ 1 - (4- {4- [ (^^vx;^ 

TLC : R f 0.21 (Mi^V : — ;i/= 7:1); 

15 N M R (CD 3 OD) : 6" 0.97 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 4.20 (m, 1H), 4.30 (s, 2H), 7.02-7.08 (m, 4H), 7.12 (d, J = 
9.0 Hz, 1H), 7.29 (d, J = 8.7 Hz, 2H), 7.53 (d, J = 8.7 Hz, 2H), 7.58 (m, 1H), 7.92 (m, 
1H) 0 

20 

nmms o (l o) : 3- C ( [1- (4- {4- [ 

T^y] -2, 6-^7MDglSi-«I 
T L C : R f 0.21 (Hfigm^;], : — ;V= 7:1); 

25 N M R (CD 3 OD) : 6 0.97 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
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2H), 3.50-3.60 (m, 2H), 4.20 (m, 1H), 4.28 (s, 2H), 6.90 (m, 1H), 7.02 -7.07 (m, 4H), 
7.29 (d, J = 8.9 Hz, 2H), 7.40 (m, 1H), 7.50 (d, J = 8.9 Hz, 2H)o 

mMW3 0 (11) : 2, 4-^yjV^-u-5- [ ( { [ (3-^;Hf>; 
5 ^>-2--f;V) [1- (4- {4- [ T 5. 

j] 7^;**/} twj^>-4 — r;i/] T^J} ^;i/7^-;i/) 

TL C : Rf 0.70 (^DD^M : J — Jl/=4 : 1) ; 
NMR (CD 3 OD) : 6 2.10-2.20 (m, 2H), 2.20-2.40 (m, 2H), 2.62 (s, 3H), 2.95 (s, 
10 3H), 3.00-3.20 (m, 2H), 3.50-3.60 (m, 2H), 4.31 (s, 2H), 4.50 (m, 1H), 7.00-7.06 (m, 
4H), 7.17 (t, J = 10.2 Hz, 1H), 7.28 (d, J = 9.0 Hz, 2H), 7.56 (d, J = 9.0 Hz, 2H), 
7.90-7.98 (m, 2H), 8.44 (d, J = 7.2 Hz, 1H), 8.57 (d, J = 8.7 Hz, 1H) C 

mmm3 o (12) : 5 - [ ( {7^-3 -^>- 1 -411 1 1 - (4- {4 

— f;i/] t^j} ;p) r ^ y 3 - 2 , 4-^7Mda>X7^ f • 

TLC : R f 0.63 (^D-D*M : p<^y— ;i/=4 : 1) ; 
NMR (CD3OD) : (5" 2.10-2.20 (m, 2H), 2.20-2.30 (m, 2H), 2.40-2.50 (m, 2H), 2.95 
20 (s, 3H), 3.00-3.20 (m, 2H), 3.30-3.40 (m, 2H), 3.50-3.60 (m, 2H), 4.10 (m, 1H), 4.29 
(s, 2H), 5.08-5.19 (m, 2H), 5.85 (m, 1H), 7.02-7.08 (m, 4H), 7.14 (t, J = 10.4 Hz, 1H), 
7.29 (d, J = 8.9 Hz, 2H), 7.49 (d, J = 8.9 Hz, 2H), 7.86 (m, 1H) Q 

mmm3 1 (1) js&vmmm3 1 (2) 

vn- (4- {4- [ (4-T^y 1— r;v) ^wi/] 
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5 mmm3 1(1) : N- {4- [4- ( {4- [ { [ (^>^;i^^» 7 




TLC :Rf 0.53 : ^^^-;i/=9 : 1) ; 

10 NMR (CD 3 OD) : 6 0.90 (t, J = 7.2Hz, 3H), 1.21-1.32 (m, 2H), 1.40-1.52 (m, 2H), 
1.87-1.97 (m, 2H), 2.11-2.30 (m, 2H), 2.95 (s, 3H), 2.98-3.13 (m, 4H), 3.47-3.58 (m, 
2H), 3.97 (m, 1H), 4.27 (s, 2H) , 4.79 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 
8.7Hz, 2H), 7.27-7.44 (m, 7H), 7.49 (d, J = 8.7Hz, 2H)o 

15 mMM3 1 (2) : N- [4- (4- { [4- { [ (2-^^;v- 

TLC : R f 0.74 (^nn^l/A \ J — ;i/= 5:1) ; 
20 NMR (CD 3 OD) : 6 0.96 (t, J = 7.1 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
1;90-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.95 (s, 3H), 2.99 (s, 3H), 3.10-3.30 (m, 2H), 
3.30-3.40 (m, 2H), 3.50-3.60 (m, 2H), 4.30 (m, 1H), 4.31 (s, 2H), 7.01-7.05 (m, 4H), 
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7.29 (d, J = 8.9 Hz, 2H), 7.56 (d, J = 8.9 Hz, 2H), 7.67 (d, J = 8.3 Hz, 1H), 7.97 (d, J 
= 8.3 Hz, 1H), 8.23 (s, 1H) 0 

mmm3 2 : N- [4- (4- { [4- ( [ (3, 5-$>*^;W 
5 — ;v-4— r;i/) *?-)V\ { C (4-7MD7xr;v) T^y] 



•HCI H 




4-t fd^>^u^ xDfttD d ^mmm 2 1 -em^tz n - (4 - {4 

10 - [ (4-T^y lf^.U^>- 1 — *?-)V\ y^J^-i/} 7 

71;^^) ^>X7;vrt F©ftfc> D fc: 3 , 5 -^^;w v^-^-V— ;v 

15 ^D^-y->m©^t)^4-7;i/^-D^m#^fflV^, «#J2 3 ^im 
l©*ftni:(a^ ^T©«rt4fifi**1-*««fli-&«J (100.2m g) 

TLC:Rf 0.56 Gfifb^U > : * * ^ — ;i/= 9 : 1 ) ; 
NMR (CD 3 OD) : 6" 1.91-2.00 (m, 2H), 2.12-2.32 (m, 2H), 2.25 (s, 3H), 2.39 (s, 
20 3H), 2.95 (s, 3H), 3.02-3.16 (m, 2H), 3.48-3.57 (m, 2H), 4.05 (m, 1H), 4.26 (s, 2H), 
4.42 (s, 2H), 6.97-7.08 (m, 6H), 7.25-7.37 (m, 4H), 7.49 (d, J = 8.7Hz, 2H)o 
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m&m3 2 (i) ~mmm3 2 (4) 



H»!]3 2 (1) : N- [4- (4 - {[4- ( [ (5-^DD- 1, 3- 

l H-tr^^— ;i/-4 — pwi/] { C (4-7MD7x 

10 TLC:Rf 0i5 (JSft^fl/> :^^;-;V=9 : 1) ; 

NMR (CD 3 OD) : d 1.92-2.01 (m, 2H), 2.15-2.31 (m, 2H), 2.23 (s, 3H), 2.95 (s, 
3H), 3.00-3.15 (m, 2H), 3.43-3.55 (m, 2H), 3.76 (s, 3H), 4.01 (m, 1H), 4.25 (s, 2H), 
4.48 (s, 2H), 6.97-7.08 (m, 6H), 7.25-7.37 (m, 4H), 7.49 (d, J = 8.7Hz, 2H)o 

15 mXmS 2(2) :N-{4-[4-({4-[{[ (4-7MH7i- 

;]/) 7>7] (i, 3 -?-t s J~ )V- 4 — f T^y] 

TLC : Rf 0.42 (7nn*M : ;V= 5 : 1) ; 

20 NMR (CD3OD) : 6 1.92-2.04 (m, 2H), 2.16-2.33 (m, 2H), 2.95 (s, 3H), 3.11 (m, 
2H), 3.54 (m, 2H), 4.29 (s, 2H), 4.31 (m, 1H), 4.69 (s, 2H), 6.98-7.08 (m, 6H), 
7.22-7.40 (m, 4H), 7.44-7.58 (m, 2H), 7.64 (m, 1H), 9.2 2 (m, 1H) Q 

mmm3 2(3) :N-(4-{4-[(4-{{[ (4-7MD7x- 

25 T^y] [ (6 -*3rV- 1 , 6 Fotry 2 

--f;i/) 7^y} tr^y^>- l — r;i/) 7 
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T L C : R f 0.17 ffiib* > : * # J — ;V = 9:1); 
NMR (CD 3 OD) : 6 2.00-2.30 (m, 4H), 2.95 (s, 3H), 3.10-3.22 (m, 2H), 3.50-3.62 
(m, 2H), 4.30 (s, 2H), 4.38 (m, 1H), 4.57 (s, 2H), 6.78 (d, J = 9.0Hz, 1H), 6.82 (d, J = 
5 7.5Hz, 1H), 7.01 (t, J = 9.0 Hz, 2H), 7.02 (d, J = 8.7Hz, 2H), 7.05 (d, J = 8.7Hz, 2H), 
7.29 (d, J = 8.7Hz, 2H), 7.37 (dd, J = 9.0, 5.0Hz, 2H), 7.53 (d, J = 8.7Hz, 2H), 7.90 
(dd, J = 9.0, 7.5Hz, 1H) 0 

mnm3 2(4) : n- {4- [4- ( {4- c { [ (4-7;wd7i^ 

10 7^y] (ih-^^^V-;v-4 — f;i/^;v) T=-y] 

^ F ■ 

TLC : Rf 0.13 : J — ;i/= 9 : 1) ; 

NMR (CD3OD) : 6 1.97-2.08 (m, 2H), 2.20-2.40 (m, 2H), 2.95 (s, 3H), 3.08-3.21 
15 (m, 2H), 3.52-2.60 (m, 2H), 4.25-4.40 (m, 3H), 4.62 (s, 2H), 6.98-7.08 (m, 6H), 7.29 
(d, J = 8.7Hz, 2H), 7.40 (dd, J = 9.0, 5.0Hz, 2H), 7.51 (s, 1H), 7.56 (d, J = 8.7Hz, 2H), 
8.80 (s, 1H) 0 

mmm 3 3 : 4- [4- ( {4 - c (7um^^» -r^y] t°^u 



o 




«^J1 5TM3tbfe^%cD^f5^N-^^;V-4- {4- [ (4- 
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fee 

TLC : Rf 0.60 (^DD^M : J — Jl= 10:1) ; 
5 NMR (CD 3 OD) : d 7.84 (d, J = 9.0 Hz, 2H), 7.57 (d, J = 8.4 Hz, 2H), 7.15 (d, J = 
8.4 Hz, 2H), 7.08 (d, J = 9.0 Hz, 2H), 5.97 (m, 1H), 5.30-5.15 (m, 2H), 4.54 (dt, J = 
5.7, 1.5 Hz, 2H), 4.38 (s, 2H), 3.68-3.59 (m, 2H), 3.44 (m, 1H), 3.23-3.07 (m, 2H), 
2.91 (s, 3H), 2.68-2.63 (m, 2H), 2.40 (m, 1H) Q 

10 ##$J1 1 : 2- [4- (4--hD7xy^» 7i-JV] ^ J— lis 

4- (2-tFD^>x^;V) 7 — ;i/ (2.94 g) $S£XFl-7)lssfU- 
4-^hn^>-£> (3.0 g) ©^^W;i/A7^ h* (21mL) fit 
WXVOA (4.41 g) S^PxTs 1 2 0°CT-4Kf^#bfeo 

TLC : Rf 0.80 (^OD^l/A : p<^y— ;i/= 5 : 1) 0 

20 1 2 

2- [4- (4-7^7i;^» m^y— ;i/ 

##^|J 1 l7:Wm.\sfeih-&m (8 0 3 mg) ( 1 5mL) m 

^^*/OA-$km (wet, 10%, ioomg) §sdx.t. 7kmwmM 

tt^^r-T^^M-fb^ (641.5m g) ^f#feo 
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TLC : Rf 0.55 (^DD*M : — )V= 5 : 1) ; 

N M R (CDC1 3 ) : 6 1.37 (t, J = 6.6 Hz, 1H), 2.83 (t, J = 6.6 Hz, 2H), 3.57 (m, 2H), 

3.84 (q, J = 6.6 Hz, 2H), 6.62-6.70 (m, 2H), 6.80-6.92 (m, 4H), 7.12-7.20 (m, 2H)o 

5 ###!]13 : 2 - (4 - {4- [tfX 

###!J1 2T!M3eb^b^% (196.5mg) ®^bp<^l/> (8.6mL) «t 
h'J^^;i/T^> (0.239mL) N ^^MD'JF (0.133mL) £0°C-£ 

-r&mmk&m (292.4m g) &f#/t 0 

TLC : Rf 0.89 (^DH*M : J\s= 5 : 1) ; 

NMR (CD3OD) : 6 2.97 (s, 3H), 3.05 (t, J = 6.6 Hz, 2H), 3.41 (s, 6H), 4.43 (t, J = 
15 6.6 Hz, 2H), 6.98-7.08 (m, 4H), 7.30-7.42 (m, 4H)o 

mmm3 4 n- (4 - {4- [2- (4 - [ (s^u^^r 

5.7) 7j;v^-;i/] T^y} 1 — r;iO ^y^} 

7i-;p) -N- ^^>x;v^>t^F 
20 ###11 3T«£bfcttii§rtJ (68.6m g) ^J^N-y^v-N 5 -*/>7U 
^^>;i/-N-t?^y^>-4 — r;i/^ (lOOmg) ®$^^;i/^;i/A 

T5: F (2mL) HJ :n^;KF 5- > (60.2^1,) & ^>ih± V U 

-7A (64.6mg) ^jJDitlSt 1 2^f^#bfeo SJftl»£7k : £ia;^ B£ 
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% (32.2m g) £f#fco 

TLC : Rf 0.74 (^DD*M : J— ;)/= 5 : 1) 0 

mMmZ 5 : N- (4 - {4- [2- (4 - [ (S^D^S^KP 




»J3 4«bfeM (32.2m g) <D^$J—)V (5mL) -7jC (1 

mD mm^ mm.* u^a (13.7m g) ^n^r. 6 o°c^ 3mmmwvr^ 0 

ik£?m (30.3m g) &f#/£o 

TLC:Rf 0.69 (^DD*M : ^^7-;V=5 : 1) ; 
NMR (CD3OD) : 6 0.97 (t, J = 7.2 Hz, 3H), 2.00-1.10 (m, 16H), 2.25-2.08 (m, 
15 2H), 2.93 (s, 3H), 3.16-3.00 (m, 6H), 3.38-3.24 (m, 2H), 3.38-3.24 (m, 2H), 3.55 (m, 
1H), 3.71 (m, 2H), 4.13 (m, 1H), 7.00-6.90 (m, 4H), 7.32-7.20 (m, 4H)o 

14 : t [1- (4-tFD^7x-;i/) ^)V\ 

20 4- (l-7^yx^;i/) 7i;-Jl/ (l.Og) ©0^^— ;v (2 4mL) 

mm^ o°ct»^- t h (4.77g) ^.fctFTk^b^- h 

U^A (146mg) *jP*TSfiT«4. 5B#Rgi£#L&o ^jfigBft&Xflg 
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DYh^77^- : mm^^=7 : 1) ^TltMU J^T©i3 

tefit^^l-^^Mb^ (2.18 g) *mfro 
5 TLC:Rf 0.88 n Ptf^l/A : p< # ^ — ;i/= 5 : 1 ) ; 

NMR (CDC1 3 ) : 6 1.36-1.50 (m, 13H), 4.79 (m, 1H), 7.10-7.18 (m, 2H), 7.26-7.32 
(m, 2H)o 

#%#0 1 5 : {1- [4 - (4--hD7x^^» :7x.-;i/] T 

10 ^ > • mmm. 

###01 4T*®B£b7Mb^ (2.i8g) ^J;^l-7;^n-4--hn^ 

>-t?> (1.028 g) ®^^f;^;vA7^F (3 omD mmz, fitmtivo 

A (1.21 g) 1 5 0°CT3rait#bfeo HJS&iM£^i£ Jl UTtK 

V^-y-i — :Mm^^=6 : 1) £T$i®£bfco ^S^?Mb-^ 

tJ (2.05 g) omm^JV (3 OmL) mWt^ 4 N^SL/fPlt^^Wgrit (7.15 
mL) ^JP^T4 0°Ct?4^W«£#U iST'3 01#bfco ttBt^M 

u ixT©tittfa^*-r^^m^tj (1.37 g) &t#fco 

20 NMR (DMSO-d 6 ):<5- 1.52 (d, J = 6.6 Hz, 3H), 4.45 (m, 1H), 7.12 (brd, J = 9.3 Hz, 
2H), 7.26 (brd, J = 8.7 Hz, 2H), 7.62 (brd, J = 8.7 Hz, 2H), 8.28 (brd, J = 9.3 Hz, 2H), 
8.44(m,2H)o 

|£»!13 6 : 1- {1- [4- (4-^bn7i;^» 
25 t°^D 4 • j^gg% 

1 5 TM^bfe'fb^ (550m g) ©ai^ y — ;V (9.33 mL) -tR (4.67 
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mL) «s N-^^;i/-N-^^-4-^iJ F> 3— Y (9 
2 7mg) &£Tff?mtiV<i>& (6 7 Omg) %m%.T 5 ^MM^bfeo 

«u t^ctmiiu &T(Dm£*mir%^mfc&m (5 1 5mg) 

TLC : Rf 0.79 (^DD*M : ;v= 9:1) ; 

NMR (DMSO-dg) : <? 1.75 (d, J = 6.9 Hz, 3H), 3H), 2.38-3.20 (m, 6H), 3.52 (m, 
10 1H), 3.82 (m, 1H), 4.78 (m, 1H), 7.19 (d, J = 9.0 Hz, 2H), 7.29 (d, J = 9.0 Hz, 2H), 
7.73 (d, J = 9.0 Hz, 2H), 8.27 (d, J = 9.0 Hz, 2H) D 

m&M 3 7 : N- (4 - {4- [1- (4 - [ (i/^DA^^l/T 

15 y#>x;i/*>T5. h* -^ffijg 




mmm2-^mmvr^h^mo^iD^izmmm3 (253.6 

? n"\^>;V# ^#12 3->##$| 1 2^##$J 1 3 i: 
20 li^f ©MJiSWU WT©«IttI^tS*^iM ( 1 0 7mg) 
ft. o 

TLC :Rf 0.39 (^DD^l/A : ^^7-;V=9 : 1) ; 
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NMR (CD 3 OD) : <5 0.94 (t, J = 7.2 Hz, 3H), 1.14-2.28 (m, 18H), 1.76 (d, J = 6.9 
Hz, 3H), 2.80-3.05 (m, 2H), 2.95 (s, 3H), 3.12 (m, 2H), 3.41 (m, 1H), 3.52 (m, 1H), 
3.74 (m, 1H), 4.02 (m, 1H), 4.46 (m, 1H), 7.00-7. 19 (m, 4H), 7.29 (brd, J = 9.3 Hz, 
2H), 7.50 (brd, J = 8.7 Hz, 2H) Q 

5 

IM$J3 8 N- [1- (4- {4- [ 7^ 

y] y^y^y} tf^Jj 4 — f ^U^— b • jfiffiffi 

^»U2^M^bfe^% (5 lOmg) &&TP^;]s ^'J S^-b (1 
9 Omg) 0^^^M7^ b ( 1 OmL) -Bm ( lmL) 

10 b y r-fe h^r^Tk^b^^^^- b y #a (34 5 mg) ^^n^T^-e 1 2 

«ffi*^1-^*^0^b^tJ (5 8 3mg) ^#fco 
TLC : Rf 0.53 (^nn^M : 5 : 1) 0 

15 

Hffifjs 9 : N-7^;i/-N- [i - (4- {4- [ 

T^y] 7x;^} tf^y ^>-4 — f;i/] ^y^> 

^Sfe0!l3 8 T'lJg b fc^fb^rlJC^iiJ^ (3 0 3mg) ®^^^*M7 
5. b (6mL) -« (0.6m L) (56.2// L) 

20 b y T-fe b^^Jc&fb^ffr*- b y ( 1 4 4mg) &SPX.T. ^?&T» 1 

JiM*^> 'J 7 A ^ d y f ^7 7 ^ - ( Wxf TrMMbTco 

m<btlfzlk'&m (l79.2mg;) (D^^y— ;i/ (1 5mL) «»t^ 2 N^BStih 
25 ^hy«7 AtK» (0.91 m L ) £#P X X 4 0 °CT? 1 2 B»jf£# b fc 0 SJ®«§Sft 
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= 2:1) TIMHU WT0«HS«*ttS*%^b^I*ffco 
TLC : Rf 0.19 (^DD*M : J— )V= 5 : 1) 0 

mMMA 0 : N2-W-N l-^n^;v-N2- [1- (4- {4 




mum 3 9^mMLt^h^m<DV^^-)V^)]yAT^ F (5mL) ^{3, 
iy^D^Wry (41.7 ^ L) s l-^;i/-3- (3-^f-;i/7^y 
10 7n bVV) -jtj;i/#$M ^ F (87.2m g) *3 «fc V 1-fc Fn^>- 7 

-Tif^>y F U 7^-;V (61.9m g) mw^xmWc^: 1 2B#i^il#bfco s 

Mb, fscfotaitu mTo%ttfji^#-r§«0m#^ (4i.4 

mg) ^f#feo 

15 TLC : Rf 0.71 (^Dn*;VA : — )V= 5 : 1) ; 

N M R (CD 3 OD) : 6 0.98 (t, J = 7.2 Hz, 3H), 1.16-1.48 (m, 7H), 1.58-1.94 (m, 7H), 
2.08-2.38 (m, 4H), 2.95 (s, 3H), 3.08-3.35 (m, 4H), 3.56-4.15 (m, 6H), 4.31 (s, 2H), 
7.00-7.08 (m, 4H), 7.24-7.34 (m, 2H), 7.55 (brd , J = 8.7 Hz, 2H)o 

20 ###|16 : 1- f;V) T-feVl> 

2, 4 -^^DDtfU ^> (2 5g) ©h'Jxf-;i/7^> (4 7mL) 
-rh7tFD77> (3 0 OmL) $g$fcfc^ 0°Cl3TT-feV1> ( 1 7 g) 

^so^feo gfitiu lmmmtm, ymmx., mm^^rmm^tco 
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>=1 : 5->l : 2) fctHMHU (7.25 

g) &t#fco 

5 T L C : R f 0.43 (^rih> : @^3^;i/= 3 : 1) ; 

N M R (CDC1 3 ) : £ 1.57 (m, 4H), 1.79 (m, 4H), 3.45 (m, 2H), 3.79 (m, 2H), 6.29 (d, 
J = 6.3 Hz, 1H), 7.98 (d, J = 6.3 Hz, 1H) Q 

##$117 : 4-t-b^>- 1 — r;v-N-^^»;^>-4 — r;i/t°u^ 

10 >-2-T^> - 3iMBM 

###|J1 6T"M^bfc-fb^ (5 0 Omg) £ l-t-^h^^J^- 

)i-4-t$;w) vyom&mit 125 °ct- 6 mmm^tio wcwgt, 

15 *7A^nYh^77^- (^^rit> : @t^c^;i/ = 3 : l-»0 : 1 ) iZX 

fjfMbfco f#£tifc^f5©»i!^;i, ( lmL) $g»tfc: N 4NM/fi 

a^;]/** (4mD &jn;t. iwgstti#bfeo Rmm&&wm 
u wT©4»ttfli«*"rsawi^b'&« (2 9 omg) %mzo 

TLC : Rf 0.23 (^nn^^> : ;i/ :ffl«=5 : 1 : 0.1) ; 

20 NMR (CD 3 OD) : 6 1.59-1.61 (m, 4H), 1.83-1.92 (m, 6H), 2.22-2.27 (m, 2H), 
3.14-3.22 (m, 2H), 3.44-3.49 (m, 2H), 3.69 (t, J = 6.1 Hz, 2H), 3.91 (t, J = 6.1 Hz, 
2H), 4.17 (m, 1H), 6.41 (d, J = 7.5 Hz, 1H), 7.68 (d, J = 7.5 Hz, 1H) 0 

mMm4 1 : N- {4- [4- ( {4- [ (4-7M?;l>- 1— ^l/feTD 5; 

25 v>-2 — r;v) tkjI l --r;i/} ^y^j/] 7 
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■^m (i59m g-) ^mtcc 

5 TLC : Rf 0.38 : — ;V= 1 0 : 1) ; 

NMR (CD 3 OD) : 5 1.61-1.62 (m, 4H), 1.83-1.98 (m, 6H), 2.20-2.33 (m, 2H), 2.95 
(s, 3H), 3.16-3.24 (m, 2H), 3.55-3.61 (m, 2H), 3.69 (t, J = 6.0 Hz, 2H), 3.91 (t, J = 6.0 
Hz, 2H), 4.15 (m, 1H), 4.31 (s, 2H), 6.40 (d, J = 7.5 Hz, 1H), 7.03 (d, J = 8.7 Hz, 2H), 
7.06 (d, J = 8.7 Hz, 2H), 7.29 (d, J = 8 .7 Hz, 2H), 7.54 (d, J = 8.7 HZ, 2H), 7.66 (d, J 
10 = 7.5 Hz, 1H) 0 

mmm^ 1(1) :N-{4-[4-({3-[ (4-T-t?Vi>- 1 

t:u 5: 2 — f ;!/) 757] fc^U $»- l y^j* 

15 1 - t - f h^-yftfr-tf-^- U PXDiXt) D 1 - t - 
lmg) ^rftfco 

TLC : Rf 0.53 : ;V= 10:1) ; 

20 NMR (CD3OD) : 6 1.55-1.80 (m, 9H), 2.00-2.17 (m, 3H), 2.79 (m, 1H), 2.95 (s, 
3H), 3.04 (m, 1H), 3.53-3.86 (m, 7H), 4.25 (d, J = 13.5 Hz, 1H), 4.33 (m, 1H), 4.44 (d, 
J = 13.5 Hz, 1H), 6.40 (d, J = 7.5 Hz, 1H), 7.02 (d, J = 8.7 Hz, 2H), 7.04 (d, J = 8.7 
Hz, 2H), 7.29 (d, J = 8.7 Hz, 2H), 7.55 (d, J = 8.7 Hz, 2H), 7.66 (d, J = 7.5 Hz, 1H) Q 
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*&W4h&®ifi c c r 5 m&mm&m-rz - 1 1±, m%.mxT<Dm%kxm. 

U/ £ ft fcfcfclJgJS® ©am ;L fc % © T? * & o J^T ^a¥lffl^»^^ £ m 
To 

io ^t/^^^^ij i :rantes^ccr5 (Dffi&izMT % mmmm 

(1) kbCCR5»fi?0fi 
thKcDNAIt Marathon cDNA amplification kit (Clontech) SMV^T 
ftllfe, P CR7*7-f n"— hCCR5XbaI-Fl : 5 5 -AGCTAGTC 
TAGATCCGTTCCCCTACAAGAAACTCTCC-3' (IB 
15 &J;l5hCCR5XbaI-Rl : 5' - A G C T AG T C T AG A G T G C 

ACAACTCTGACTGGGTCACCA-3' (ffi^!J#-#2) fciu 
GenBank U54994 ©IB^JJ-X^tSff-bfco 

t M«cDNA§iSh btv ExTaq (Takara) £fflWT\ P ( 9 

5°C-£2^-> [9 5°Ct?3 0#, 6 0°CT«4 5 FA 7 2jft-C 1#] x 3 5 0) 

20 &fT&ofco Jitsbfcp cri«, i %Tisu~ T.ffrmmM.m^ 

QIAquick Gel Extraction Kit (QIAGEN) £Jl^T*i§£U MSI* Xbal XW&f 
bfeo «f bfcifM^ pEF-BOS-bsr ^ DNA Ligation Kit Ver.2 

(Takara) StMUTaSHrU *J3iW DH5a i^Hfe^bfeo £©:7^X^ K 
P EF-BOS-bsr/hCCR5 &39$£ U DN AB3#J £flt§g b fe o 
25 (2) CHOiMi 

CHO-dhfr(-)i±> Ham's F-12 ( £ S/fi&JfcJfiti* (1 0%) , ^>'J> (5 0U 
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/ml) , X hl/7°hT^^> (5 Omg/ml) ftffl^T^itbfco 
^fe N iliAlfc«tt ±SBi3^X h-y--T^> (5mg/ml) *m 

(3) CHO«^0M#A 

5 DMRIE-C reagent (Gibco BRL) ftJSWT\ F pEF-BOS-bsr/b.CCR5 

ft CHO-dhfr(-)»^^KaiA b fco 4 8 D$R9& 5 m g/m 1©^M)" 
^>ft^t?^l3^bT^ftfr^V\ g^MfO^JlWft^ALbfeo 

(4) RANTES£CCR5©f£^r (RANTE SOCa^t>-11f± 

10 ifibfet h C CR 5^1»ICHOiJi (CCR5/CHOi§) 
ft, Ham's F-12*g«k£5J;TJ*FBS (10%) tC«»U 96^1/- M3 3.0 
x 1 0 6 «/^h^^j;d^#ta^co 3 7°CT 1 B±§«bfcm, ±§*-h 
?fftB&*bT. Ham's F-12 igtlfe (Fura-2AM (5^M) , Probenecid (2.5 mM) 
*5«tU?H EPES (2 OmM ; p H7.4) ^) ft 8 0 a b, jE^fe 

15 3 7°Crimm^ y^-^—hhtzo 1 X Hanks/ H E P E S (2 0 

mM ; p H7.4) jSJjrC 2 Hl^#bfc^ |WI?§«Cft 10 0 /il/^SI)DLfeo 
£©Fura-2AM SEDWcCCR 5/CHOiWb^ »^tl§^ 
3 ^M^^s 1 XHanks/H EPES (20mM;p H7.4) ^T*#IR 
bfell^m t h RAN T E S (PeproTech) ft, 1 0 nMfflDbfeo 

20 t. hRANTES{3j;-pTM#^^^«P*3Ca 2+ ajS©-^ffi±#ft, 9 
6^Ca 2+ W Q£*&^h-^x) ftfflv^SS^U IO!Wb-&4&<Dffl» 

BW= (Ec E " c Ea) x 1 0 0 

Ec :RANTESta^)Ca 2 + — m&±M<DWgB* 
25 E a : M^b^rt>ft» bfcfgf CD RANTESCi^Ca 2 + — p@f£±J^©$iJ 
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fck 5»#J5 (2) Tf^bfcrtl-&*&fcfc» I C 60 fii^0.077//M-e«.ofeo 

5 £4»^fl93l«B0!l2 : thCCR5Wffl§ (hCCR5-Ba/F3«) 

(1) thCCR5M*©l3i 
(1-A) t hCCR53tfc^©#il£ 

10 (l-B) Ba/F3ifflJig©^# 

Ba/F3 aSffllSfcfctn&ftl (Antibiotic-Antimycotic) (HaS : ^— ^ U > G 
th'J^A (10 OU/mL) , M/7hY^^> ( 1 00^g/m 

L) > T>-7^^U^>B (0.25// g/mL) ) (Gibco BRL) n ^^fl^i^Jfil 
i (FBS) (10%), 2-*)]/*? hrc^y— ;V (5 5//M) N 

15 -f>^ — D-f^r>3 (IL-3) (5 ng/mL) (PeproTech, Inc) MR 
PM 1-16 4 Oigife (Gibco BRL) j^#^-f >*3S<— F*| (M 

jg : 3 7°C, C0 2 ^JS : 5%, ?Bjg : 9 5%) tlff-gigiibfco ^5«fn^ 
Sje»J«S»Jia©««t:H:±fa*J6K:»«ft 10// g/m lfc&s «fc-5£ 

^ X h 1M V > (Kaken pharmaceutical) bfco 

20 (1-C) Ba/F3«A©iliA 

fc. h CCR5Mffl77 7 5: K ( P EF-BOS-bsr/hCCR5) £ Aatll^^b U 
ifiii^b b fco M^b b fe ^ ^5: QIA quick PCR Purification Kit (QIAGEN) 
M^TliMbfc^ ^1/^7 hn^l/-^>3> (GenePulser (BIO RAD) 9 6 
0 / aF/2 5 0V) CJ:f)Ba/F3»iAbfeo «{± 9 6£:*;i4g 

25 h 1000 N 100s 10 cells/ 100/zl a^l/CDfSJg-?! jfSffi U 

4 nasi 0/zg/mimj:afc/7X MM$»*aainb 
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•r*S5f®ffiW^KR^n— > (hCCR5-Ba/F3|i) ^fibfco 
(1-D) CCR5^Silf 

Mia (i-c) tdatRo^ttcCfcoTW&nfc^n— i/c^w-st hcc 

5 R5^3K9Sie§ N mm^y^^Tly^^ W V^-^-^r*— h (fluorescein 
isothiocyanate) ( F I T C ) ^HfS^t tl h C C R 5 Jtl#: (BD Pharmingen) J: 
otftfflU FACSort ^ b> • r-f y=^>V>ti) * 

FIT C^UsT^ I g G 2 a k (BD Pharmingen) bfco 

io (2) wm&mm. 

t h C CR 5 ^llbfcB a/F 3«©R AN T E S, MIP-la| 
fcfcfcM I P- 1/3 fc*rr*857ttBfc:fe J:Jg*t»fc^©^&W^fco £ 
t\ ChemoTx 96 well plate (Neuro Probe) CDT^t 0 £fc&3 nM®^^)!?^ 
> (RANTES, MIP-lalfcliMIP-l/J) MM03mL*^ 
15 itVefLflnxfeo (pore size 5/zm) B^FU ^©_h^ 

^^^D^llbtS^fe^lJli: CCR5-B a/F 3»©rg^S 
( 1 X 1 0 5 cells/well) §65/iL foMJD bfco £ © £ § »J0 bfcBWfe 
il(±, 7Jfr#~±'Z<D%&m&-&0^ 0.01, 0.03, 0.1 £fc&0.3 / aM£:&& 
0.1%DMS ottwt KUr«tfeo ^tl&©,tt^C0 2 ^ 
20 >apo.^-^- (3 7°C, 5% C0 23 ffl^ffiS9 5%) ^3 Wg*b 

iifbt^^ V-T ^n7°]/- h&jsjfr (1,500 rpm, 10 min, RT) U 

>^-->3>i3T±vt ^i^*bfe 0 v>f ^nrix— h±(Dmm% i o oal 

©U (PBS) tSSIU f©l/10^f,t90//L©P 
25 B S-e^bT^MJ^ffl^y-l' h7°l/-b(3iU ^«ifc©$J^> 
bfe (g^- 100^ L/well) o 
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fc^frCfc^MTaWSKbT^fc Ceimter-Glo Reagent (fc^, 
Promega) ^±IB^MWJ^>r;Vir^n ( 1 0 0 JUL L/well) U ®> 
(IKA-SCHUTTLBR MTS4 -£300rpm 3 2min) hXBBMM^ 
1 0^>^ra^-M, wallac ARVO SX 1420 MULTILABEL 
5 COUNTER PerMn Elmer) T?IB3te£8!l3£ (*^>h/#«) b 

io is^b-a-^o^iaw (%) TOT©m-^i-ctD#mbfeo 

mtb ^ (E c — E a) _ i n A 
IM*= — g-^ x 1 0 0 

DM] 

is mnm 23 (126) TfjsBSbfc^^tiR a ntes ra- it> 10 & 



mmi : 

•N-7*^;v-N- [l- (4- {4- C T^y] 7 

b* • 5.0g 

25 • #;^=^^;v-fe;i/n— (Di»l) o.2g 
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O.lg 



4.7g 



mm 2 

5 wTcM^^^tJ; ^g^bfets mm%mmz£t)mnL, 5mi 

• n-^;v-n- [l- (4- {4- [ T^y] 7 
10 h • wmm. 2.og 

• h— ;i/ 20g 

• ^7jc •••••• 5 0 0ml 

mmms 

■ N-^;i/-N- [1- (4- {4- [ 7U] 7 

k • iMmm i o o g 

20 • >b;i/^^s/^^-te;i/D— x^;i/->r>A (la^J) 20.0g 

• xr7'j>iv^^^A mmn\) io.og 

•ms^jisu-x 8 7 0g 

M»J4 : 

25 WT©MMf^{a?3l^bfe^ mm? J 5ml 
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• N-^;b-N- [l - (4- {4- [ T^y] ? 

F • £001 2 0 0 g 

5 -n*>-J — ;v ■"•■■•2kg 

• MWK 5 0 L 



( i ) -r^^n^^B^b^^ c c r 5 ^.^(Dwrn^um-r 

10 &©-£\ (flBMx mm, JfB$. Nffi& flMSWttU? 
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m ^ o m m 

i . -jess ( i ) 




5 (5£*k R^t&mm^ £fei±um$-fox^x%£^m&Mx*&t), x$$& 

X^X%£^3~1 5 *£»tt*3»**;b U R 2 J± ( 1) 7KffiI«\ (2) 

io BJsa£S*b , r^T%J;v^flizk5Rak (3) ^>7;& (4) ffil^^t 

^T&£lVj<i^ (5) bt WC & J^T ^ 7 (6) ^ 

V*. (7) g3»£*bT^T&J;^3~l 5itlSl, (8) 
= N-OR 6 (R e tefc. Tkmm^&feteC l~47)V*)]s%mfc>lTo ) 
"To ) 

,20 ®{b^f3o 

4. X :J3 <fc V Y # tl^tltkiL b T s (1) -CR 7 R 8 -, 

(2) -NR 9 - (3) -CO-, (4) -0-, (5) -S-, (6) - 
SO-. (7) -S0 2 - (8) -C ( = N-OR 10 ) - (sC^K R 7 *5£ 
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tFR 8 i«^mais:bTs 7kmm^ ci-4tm;k -or 11 , 

gl£>U R 10 ^J;t;R u ii^fL^iiLt^ zk^JK^S; fcfc* C 1 ~ 4 

5 

6. Y^C l~3T;i/^l/>T»^^M^CDl5Hlf3«CD^tlo 

10 

is %x^5-iommmm^i±w.mmx$>^m^(Dmmimm(D^m 0 

20 10. R 2 ft* 

R 51 R 52 

MtebTs (i) 7j<^M^ (2) mmm^\,x^x%x^m.ih7mm, 
(3) M^s^b-t^T*ct^3~i 5itim (4) mwm?tm\. 
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T^T%<fc^C 1~4T;V:3:^>^ (5) Mt»£WbTWr& &\,^7 x. 



5 11. — JH5S (la) 




gtt>u *©<&©ia^i±»*©«fiHi©ffi«fcHu*i*%^t>i-o ) 

10 

12. (1) N- [4- (4- { [4- { C (2, 4-S?7MD7 

(2) N— [4- (4- { [4- { [ (6-^^;i/-3-lf Vi?—J)s) 
15 y ] 7U) -l-t^ys^— ;v] *3=-;i/} 7x/Jp^) 

(3) N- [4- (4- { [4- { [ (2, 4-^7Mn7x-jl/) 

7U) 1 --r;i/] -3, 5- 

lH-tf^y— l — r;i/) 71-M p<^>^;i/^>t^ h\ 

20 (4) N- [4- (4- { [4- { [ (1-pWI/- lH-tf^^~;i/ 

-4 — r;v) 7^7] 7^7) t^u^>- 1 — f;i/j 

7x;^7) 7i_;v] ^^?>7;^>7^ h\ 

(5) 3 - [ ( [l- (4- {4- [ r^y] 7 
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^>X7 5 h\ 

(6) N- {4- [4- ( {4- [ { [ (4-7;i/tn7xr;i,) T^S] tiJl 

5 (7) 5- [ ( [l- (4- {4- c T^y] 7 

(8) 5 - [ ( [l - (4- {4- [ T^y] 7 

tw;s>>-4 — r;i/J 757} r^y] 

10 -2, 4-^7MD^>X7U\ 

(9) N- [4- (4- { [4- { [ (3-W-4-7MD7i 

(10) N- [4- (4- { [4 - (y'^Jl { [ (3-tHD^>7D^>> 
^»7x-;i/]^^>x;V*>75 K*S<fctFN-{4-[4-({4-C{[(4 

T^y] ;v} (1, 3-^7- ;i/-4--f 

20 

1 3. Ma{<©«eH 1 13«©-^ (I) ^£ft£'fbi§rtk ^om&fcte 

*<DfflmW0, &fel±^(D7°ti F 7 ^ b t ^ 5 C C R 5 Wio 

14. C C R 5 JStn3W7?» S»*©«BH 1 3 fBiS® C C R 5 ftjfflftjo 

25 

15. c c r 5 tm^^mm,o^m^^/^\±^mm^^m^.(D 
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Wffll 3iatt©CCR5«!HIWWo 

1 6 . CCR5i)mt§»t h&2PF±&'t ;v*j«8teirc»3tt:fc 

OiSH 1 5 latt© C C R 5 ftlHV^Ie 

5 

17. th f^mpf^ j )v^mm&tm^^M 7 f±m^m^^>m^.o 

mm 1 6 iBHiCD C C R 5 fflffllftlo 

1 8. CCR5^M#-r^>^* s ^^Tab^lt^©l5Hl 5fi3*©C 
10 CR5fflm 

1 9 . ftmmmifi&mmmm&Bi!it;sx»$> zm&omm i 8 mm® c c r s 

15 2 0. C C R 5 ^i#fSfet«ttEitl.l»i^0®B 1 5 fBiS© 
C C R 5 W^Jo 

2 1 . MWfelT^^I>t0ll2 0fB«©C CR 5«|J3!Jo 

20 22. if ^©igis l iano-iss; (i) -e^^s-fbi^ik ^©ig^^id 

2 3. if5fc©iSffllfBffi©-|S!S: (I) -CwgtlZib&m* ^©i&3;fcJ± 
25 *©«tf#ftl«k &1t\±Z:<DZru H7^mtbTfe^gWic 
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24. m^mmimmo—m^ (i) t^^ti^ft^ ^(o^r^\± 

mmm, CCR2©£i3il, CCR3M;tn;3i^ CCR4S3n|jg. CCR5£SItl 
^ CXCR4SirL^ 7a-^a>EIi, H I V — 1 O^MtfiM^Mir 

2 5 . -«35£ ( I ) 



-t^-t&ja^s-i 5 M^««gi§git) u r 2 » ( i ) 7kmm^ ( 2 ) 

15 g^^WbTV^T%ckV^b7K^^ (3) i/TJm, (4) fi^&ftT 
^•t%J;vvJ<KS. (5) Wm&&mLX^X%£^T^JM, (6) ^ 

va> (7) tis^bwc%j:^3~i 5itim (8) 

= N-0R 6 (R 6 ii, Tki&jfH^fc&C l~47;i/^^itto ) 

%mmte%iv& c cr 5 ^5i#i-§^©^*fe(±^i^^o 

26. c cr 5 ^m-^ir^mmo^m^^y^it^mm^m^ir^rc 
&© N — jk^: (i) 




R 2 (I) 
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0: 



X 



Y 




R 2 (I) 



Ti^^«tv^3~i 5m^mmm.mm&mt>h, R 2 \±(i)7mi%^ (2) 

ema^*b•rv^T% J;v^b7j<^*, (3) ^>7ys, (4) ^g$nt 
^T&J;vvJ<®^ (5) g$iS£;£bT^T& cfc^T^-y^ (6) ^-^ 
VS. (7) mMM%^LX^T<b£^3~l 5M^^Ss (8) 
10 =N-0R 6 (R 6 f±, 7K^il^^fe{±C l~4 7;i/+;i/^bto ) 

-To ) T»^^^i^«^cD«5HifHm©^^ ^ cd ^ ^ {± ^ © mm®. 
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m m m 

SEQUENCE LISTING 
<110> ONO Pharmaceutical Co. , Ltd. 

<120> Heterocyclic ring having nitrogen atom derivatives and medicament 
containing the derivative as active ingredient 

<130> 0NF-4932PCT 

<150> JP 2003-070347 
<151> 2003-03-14 

<150> JP 2003-385683 
<151> 2003-11-14 

<160> 2 

<170> Patentln version 3. 1 

■ <210> 1 

<211> 37 

<212> DNA 

<213> Artificial Sequence 
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<220> 

<223> Description of Artificial Sequence :Forword primer 
hCCR5Xbal 

<400> 1 

agctagtcta gatccgttcc cctacaagaa actctcc 37 

<210> 2 

<211> 37 

<212> DNA 

<213> Artificial Sequence 
<220> 

<223> Description of Artificial Sequence :Revese primer 
hCCR5Xbal 

<400> 2 

agctagtcta gagtgcacaa ctctgactgg gtcacca 37 
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